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(54) Title: PYRIDONE DERIVATIVE HAVING AFFINITY FOR CANNABINOID 2-TYPE RECEPTOR 




(57) Abstract: A compound having an affinity for a cannabinoid 2-type receptor. It is represented by the 
formula (I): (I) wherein R^ represents a group represented by the formula -Y^-Y^-Y^-Ra (wherein Y^ is a 
single bond, etc.; Y^ is -C(=0)-NH-, etc.; and Y^ is optionally substituted aryl, etc.), etc.; R' represents 
hydrogen, etc.; R^ represents alkyl, etc.; R* represents alkyl, etc.; and R^ represents optionally substituted 
alkyl, etc.; provided that R^ and R^ may in combination represent a ring in cooperation with the adjacent 
atomsj etc. 
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{^fp. R'ttiC : -Y'-Y2-Y3-Ra (iC^, Y ; Y ^ (i - C 

(=0) -NH-I? ; Y^ttgJfe^nTl^-t * J;«r^T U fg^? *lSS^ ; 
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mmm 

5 iiim^^ 

So 

10 

i>il i:is^e>^^■rV^•5}{)S^ ^^iZs Hypertension (1997)29, 1204-1210 tti^ T 
20 *>:Mfy UTtt. 1 9 9 0 >:J-h: y H 1 MS^ftii^^ 

1 9 9 3^{z:{i*>:?-ty''f H 2 i^^ B^JIl^c ifO^ig^ 

25 S«1^J b^ ^6SWJSiJ#ffl> ;&^^1-Ci:Ast)i»oifc (Nature, 

1993, 365, 61-65) « 

1 
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^^nmm. tihikmm. mmntLxmn^tixi^^ (Nature, 1998, 349, 277- 

281)o 

^mtLXlt. WO99/0249 9 RXJP'W O 00/40562 (1 :3pyD >mM 

^*:*sl3i5$^^-cv^s, m^^n^mmmt. aTc^-r<tat> ^y-^y^u^ 

R 




)R 

HXIiMe 

IfU K>M^ft:il bT^i^ EP048180 2 J. Med. Chem. 1998, 
10 36, 953-066 IB® CD tniH I VfiH4^^f S^h^^^A^^lf e)^^., 

^fctilT© (A) K:^1-^>' n>g|«i*:#, Em04'ia<*:i: bTltHIDS 5 8 - 

4 6 0 6 8 {Cl3®^nTV^So^fe^mT®(B)^;:g^■r^^ 'J H >^^i*:^xJ. Chem. 

Soc. Perkin. Trans. I (1984) pll73-1182 CIB®^ fit V'. § o 
H2NO2SV 

r D V 





n-Bu 



16 



20 (1) ( I) : 
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^nt ^^■t *) J:l^T ^ bKDdpi/, y';i/3dF-i', 7';i/^;i/5^:t ^ T)V^-)\/ 

-&3l{i^^^^l^-tV^Tt ctV>T;i/:3FV>-efe t) ; YZtt^^-^s -0-^ -0-C 
(=0) -0-C ( = 0) -0-^ -0-C ( = 0) -NR"-. -0-SO 

2-^ -NR''-^ -NR*-C (=0) -^ -NR^-S02-> -NR*-C ( = 
10 NH) -> -NRb-C ( = 0) -0-^ -NRi'-C (=0) -NR"-, -N 

Rb_c ( = 0) -NR'^-SOa-^ -NR^'-C (=S) - N R - C ( = 

S) -NRb-, -NR*"- S 02-NR»•-^ -NR^-C ( = NH) -NR*"-. 

-S-x -SOa-O-^ -S02-NR''-s -SOg-NR^'-C (=0) -N 

R*-, -C (=0) -O-s -C ( = 0) -NRb-^ -C ( = 0) -NR''- 
15 C ( = 0) -C ( = 0) -NRb-C (=S) -^ -C (=S) -NR"-. 

-C (=S) -NR''-C (=0) -C ( = NH) -NR^-s -C ( = 0) 
-C ( = 0) -NR^-C ( = NR'') -Xtt-C (=0) - N R " - N R " 

;^^ s^fe$n■cl^-r t) J;v^T;^dp-;l/, s^fe$^^Xl^T^> BJfe 

Jfe^fiT ^^T^) J:VN7;i'^;i/> ®m$nT^^T^ J;v^T;^'^-;^, ggi^nti^ 
-C4> g^fe$^^T^^T4) cfcv^^^^^S^ Mj^^nr J:v^ 

3 

f 
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i^T^V^ aSl^nrVNT* J:V^T 5 y ^ tKDdpi/s t;i/^;i/5^ 

-S0-> -S02-^ -NH-^ -C (=0) -^ -CH2-^ -C ( = 0) - 

NH-3^(t-NH-C ( = 0) -T'$.!9 ; R MiB^^ tiT VnT % J: 

5j^;i/^;w> 7'i/;v^ ^^>:* gg|^nT^^-c^) 

- h d3^{*^ : - y s - (^^j^ y^ 

-S-^ -S0-^ -SOz-x -NH-. -C ( = 0) -s -CHj-s 
-C ( = 0) -NH-E-Xtt-NH-C ( = 0) --efet) ; Ett^iS^Xttil 

{igm$n-ci>-c*) j;v^^^]»S5ia-cfei.) -es^^tisa-efeD ; 

20 R6{*2K?Rs'^7^nlS?StF/X«^taSliS^As^:£UTV\T* J:^^^t^$n-Cl^ 
J;^^T;^^^>^ 7;^^-l/>^ 7;i/^-ix>. -0-^ -s-^ -so-> - 

SOj-s -NH-> -C ( = 0) -V -C ( = 0) -NH-E-3l{i-NH-C 
(=0) -ffe ; E{±#i^^Xttll^^l^tLTV^T* J:v^T;l/:¥^>■C* ») ; R» 

Xtts R^S^R^Offi-^to-frN R'SVR*©ia^i3-&x R^^^VR5©iia-&t)-& 

4 
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/3i fi^fiSffiig^ b -C ^^T 4> «J: illfe ^ T 4> J: v^3i b T ^^ T 

tc^>-^>^^B^b. i?-oR^ifiji(.mxit^'f-)v-c&^m'Bi^m<o ) xm^n 

( 2 ) R^ifi^7'um^RUF/5i\t^^m^-^ifi-fv^Lxi^x'b^\>^m^^nx 
13 ( 1 ) tmmmx$>^) xm^ti?>&X'&^±m ( i ) mm<oi3y±\i^ ^ k 

(4) R ij&s^S : - Y^-Y^-Y^-R'^ {^^s YK Y\ R^RV^R^ 

20 tt±i3 (1) iiiiiit«-^$)5) -eg^$nss-efes±f3 (i) ~ (3) ®v^■r^^ 

(5) Ri*sSi:-Yi-Y2-Y3-Ra (^i;tl3, Y 3jRt>*R Md:±fB ( 1) 
tm^mx$>\) ; YMi-O-x -NRb-C ( = 0) -Xt*-C (=0) -NR 

25 ^^§±13 (4) i3io®*>±ty-f K 2M§^^^i:Mt4E^Mfi£tl^ 

(6) R3ZiI^'R<i|S-i^tC*oTV^^tV^±IB (1) ~ (5) ® V%1=tl*»{wg3^ 
0;b>:J-i;>''f K 2Mg^#:i^ffiSE^iiafigi^x. 

5 
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(iC + x Y5tt#^-&x gtfe^^^Tl^■tt) J;l^7•;^^^>^ T)V^-ly>. 7 
5 X\,^T)V^JVX'$>^ (^BL. R3ZitfR^i^lRli^{C2K^-t$)S3l^4|^< o ) ±13 

(6) mm(oi3>±\^>f ¥ 2m^mi^m.m^mmmm<^. 

(8) R3Sl>*R*A5-j^tfj;oT. l^^-r 

J:V^'^>-^f >^-C•^CV^) ?feMt5±IB (1) ~ (5) CD V^■fnA»{CfBi4© 

(9) Ri*s7jc^x i/TJ. v^:^ i/Tt V . t%j, 
t HDdri/, *;VM^-f i-YI-Y^-Y^-R* (Stt'x Y^RV^Y^ 

S/ZfcZJf/3Z.{iT>>;i'^;t) ?) ; YMi^^^x -0-^ -0-C 
20 (=0) -0-C ( = 0) -0-s -0-C ( = 0) -NH-. -NH-. 
-NR^-C (=0) -NH-C (=0) -0-x -NH-C ( = 0) -NH 
-X -NH-C (=S) -NH-v -S-> -SOa-O-x -SOj-NH-. 
-SO2-NH-C (=0) -NH-x - C (=0) -0-x - C ( = 0) -NR 
-C ( = S) -NH-. -C (=0) -NH-C ( = 0) -x -C (=0) 
25 -NH-C (=S) -C (=0) -X -C ( = 0) -NR»'-C ( = NR'') 

-Xtt-c ( = 0) -NH-NR'>--e$) D ; R^^)SS^fe^tL•?:^,^T^)<tl,^7';^=^p 

6 
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7 — T;i/=JF;i'SU^/3^<i/'N ^'J^>^bT;^^;l/:^7;^^- 

15 {3 ; R'AS^T^DT- -eg^^n-S^-e* t) ; 

dp - c ( = 0) - NH-T;i/=5pu>--efe t) ; R'>aaJSi$tL-cv>t * 
20 — ;i/ (SilSi: tt tt^ /ND-^^v^ T;vzidpi/^ 7;i/^v >i?:t=¥i' 

7 
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10 T;i/'^::^U'>;SU^/XI4T;i/:ipV>) ^BfiRf X{*R*:StfRS*s-itC«: 

(10) tn;ii^ffi^pjT:fe-ii±!3 ( 1 ) ~ ( 9 ) CDl> T IB®© * > :Mi 
15 H 2MS^#^W14gmifflfi!4tl> 

(11) ^iS«iMMt?feS±K (1) - (9) ®v\Tni>»{::|3«0*>:Mfy 

(12) WUi^&5t^JT-$>S±f3 (1) ~ (9) 0^^TniP{3iBf60*>:^^iy 
20 (13) ^0^PJ-efe5±IB (1) - (9) ©V%-rn*»K:I3®©*>:Mf>'-r K 

(14) Si (I ) : 




R' 



.5 



(S;*^ RMiS:-Yi-Y2-Y3-R» (^4'> Y»x Y^, Y3:RtFR''(i± 

8 
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5 *) ; R*tt±i3 ( 1 ) tmmmx^^) xm^ti^ 

R 8 ^ 7^ D M ?-S,V/3i ^ fiSffi ^ a b T V^ T 4) J: S gl ^ n T ^^ T * 
J:V^J^^IS3 W±CDT;i/^;P3i{i^: -Y«-R« Y8;Rt)fRMi±i3 ( 1 ) 

x(±±83 ( 1 ) hnm-mxtb^ ; 

15 >Hf>^^J^fiK1-i)Ji-&{*. R : - Y1-Y2- Y3-R» (SJfIIs Y^ifi^ 

ig-^-^St) ; Y^ASgm^nrVN-ffe J:^^7';^=^r^>•C•$.t) ; Y^tt-NR^-C 
( = 0) -C ( = 0) -NR^'-TJ^D ; R 'ttHJfe^ tlT V^•r t J: 

20 *:J3^ R3SlifR*5!js-l^l3fd:o-t. Pg^-T (fibs R 



3 AS t T V^ 11 ^ i: R 4 iSfim b T -5 ? © © - 

i_Y2-Y3-R» (SC + s Y»;RtJfY3As#ie^ffe D ; Y « tf- 0 -"^ t) ;R 

25 gEl-:i>jig^ i:it};:-^>-fe*>S?&?f^fiSbs A^o R ^ iss. : - Y ' - Y ^ - y 3 _ r a 
*s Y> tf#se^-efe t)s Y3iiSig^i/>-e* Y^tf-c ( = o) -nr"--^ 

9 
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(15) RiAS^:-Y»-Y2-Y*-RM^4'sY'> Y 3;5t>*R «^tt±iB ( 1 

4) tmmm-^&o ;Y^it-o-. -nr^-c (=o) -xtt-c ( = o) - 

(16) R3;RVR**s_i^t::^J;o-tv^^tv^±i3 ( 1 4) Xtt ( 1 5) lamo-fb 

10 (17) n^Rrfji'i}i-i§izti:'px.mmtim^t^iz^7'oM^Ru/:z 
it^^m^^i!fiif\-^hxi^x^j:\,m^mmt^±m ( i 4) ( 1 5 ) ib® 

(18) R : - Y 1- Y2- Y3-R» (^4>, YM±#I^^-C$.D ; Y^ 

(**t^$nTv>T*) >-es !3 ; Y^it-o-. -nh-c ( = o) - 
15 xtt-c( = o)-NH--efeD; RM±fi^^l$ntv^•C'fe J;^^;K^S^SX{*S 

R^AST-^pdp;!/, 7Nny>X{*i5; : -ys-Rd (^ffi. Y t) ; R 

:S) T-^^tiSS-Cfe b ; R*A«*^X«7;i/:^;i/-efe D ; R5tfM^^$tVT^^T 
20 % J;^^M^|g(3 Jil±©T;i/=^r;i/Xf±^!; : -ye-R" (^C*^ Y«ttmlfe^nTV^ 

t <& D5';l/^;^xlifi^fe^tl■c^^■r t» •fci^'^T" D7 u -;i'Xafei.) xm 

25 J;^,^^^Jf^^UTV^-C* <tV^±IB ( 1 4 ) i3®©^b-&tls ^07-DH^y^\ 

^ ©Miii±fF^$ n -s Jgx € ©^j^?n^s 

(19) a; ( I) : 

10 
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i^^XttM^^^^^■^:^^Tt)«t^^7;^^^^>-e* D ; Y^it-c ( = o) -nr"- 

vR*Ji-i^K:^jtoTx m^t^m'?'t^\zmmm ({lu R'^sieiftt-cvNS^ 

? R * AS g gl b T ^ ^ ^ ? CD CD ^ AS - a ,^ ^ T- ^ t) . fS © ^ ^il 

Y^-R^ (^4'> Y«{is^fe^n•r^^-c^) J;v^T;l/^^>T•S t) ;R«{±gm$tL 

(2 0) ±m ii 9) mm(D<t^m imL. -R^Rv^R^ifi-mi^tj^^x. mm 

15 x\,^^mmmi'm(D^-^(D^ifi-mm^x^y). mommm^mo^^n^m^ 

T-fe-S) ?&?f^figbs A^oRi^siC : -Yi-Y2-Y3-R^ (^t^i, Y^JSlVY^ 
ifiM^m-^X^ t);Y2AS-0-ffeD ; R " 7 x:i;i/-efe5 ) t^^nSST? feS 

(21) ^ ( I ) ; 



i^f^. RMiS : -Yi-Y2-Y3-Ra (i54»> YMi^ig^-e^t) ; Y Mi- 
ll 
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■e D J R * S ^ ixT T % ^r^ ^5|g|S^3i aife ^ tit T 4» J: t> 

^: -Y^-R^ i^tp, Y^tt^i®^, R'^itmm^nxi^x^jii^^mmm^^^ 

t) ; R^itmmm3lil±0TJl^)]yy.it^ : - Y«-R« (iC^s Y^ 
g ^ n T ir ^ -c J: V ^ ^ D 5' ; 1/ ^ ;i/ X {i a ^ "C > T * cfc I ^ ^ X n T U — ; u 
10 r^u-s 

(2 2) ±IB (2 1) I3i6©<b^t)s ^OT-a ^^v^. €®^^±i^^^n 
(2 3) (I) : 



15 (^f^'. RMiS: - Yi-Y^-Y^-R"^ (^ct^, Y i Stf Y ^ tt^^^T- t) ; 
Y2{*-NRt>-C ( = 0) --CfeD ; R "iiElfe^ iXT ^^T J; i^^t^SSiSt:- 
D ; R^\t.i^%X%^) T-^^n-SST-fe t) ; RMizKf^-^fe t) ; R^^iUfR* 

20 ( 2 4) ±IB ( 2 3) i3®©<b^«^s ^oro K V 2/^^ ^©M^±tlF^^n 
(25) S : 




0 



12 
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Ytt^ig^. -NH-. (CHa) i-5-t-^t)> Y^it- 

C ( = 0) -NH-Xtt-NH-C (=0) -tfet), Y^Ji^se^XttBm^tL 

(2 6) Yifi- (CH2) 3-T-^^±I3 (2 5) |3®©^b-grtl^ *©7*D H 7 
(2 7) ^: 



(iC't«> R3:RtjcRMi^ti^liMib-rT;i'^;i/t-$» Y^a-c ( = 0) - 

NH-Xtt-NH-C ( = 0) -ffeDs Y3tt#^-&3Z.fil;^^$nTV^T*) J:^^ 



15 
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(2 8) Y3 7bsg^$j^T^^T^) J:V^y;^^^>■t'fe2>±IB (2 5) ~ (2 7) 

(2 9) ±13 ( 1 4) ~ ( 1 8) X (2 0) X (22)> (24)~(2-8) 
(3 0) *>:Mfy'^ H 2^§^<*:i^inl4-r'^S±l3 (2 9) §3m©Ei 



10 (3 1) m0iM-n&^±m (2 9) mmomm^&M. 

(32) Aj^jP$iJ^JT"a&e±g3 (2 9) IBmoE^J 
(3 3) WfJJ?Si«^iijT*S±iB (2 9) ffimcDg; 
(3 4) «^i?tijT-fe5±SB (2 9) fBtfeCDgm! 

(3 5) ±13 (1) ~ (1 3) (D\,^riMfiizmm(D^h'^m^m^t ^ z t^i^ 

±13 ( 1) ~ (1 3 ) CD^^•rtl**tI3«0fl;•&tI®^ffl^ 



20 ^tc. *f5BJ3K:ttx JWT0^gl§4)S$*ix5o 
[1] Si (I) : 



r2 




dFi/jiJJl/Tpn;!., Sg|$n■r^^-C'fe J:V^*;^>'^^'f ;i/x -< V5^:«-i^7':^ gjife 

14 
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^^l■c^^t:^><tv^7 5 >'^ t^•o^i/^ 7}\/>T~)\y 

D3^ttS; : -Yi-Y2-Y3-Ra (i^cfi, Y ^ Y ^ ji b T 

^xttS^^ti-cv^t*) J;v^7;i/^^>x-^ 0 ; Y2^i#^g^^ -o-> -o-c 

5 (=0) -o-c (=0) -0-> -o-c ( = 0) -NR"-. -0-SO 
_NRb-^ - NR»'-C(=0)-. -NR»>-S02-^ -NR'>-C( = 
NH) -X -NRb-C (=0) -0-x -NRb-C ( = 0) -NR"-, -N 
Rb-C ( = 0) -NRi'-SOa-N -NR'»-C (=S) -s -NR^-C ( = 
S) -NR^'-x -NR''-S02-NR''-> -NR*'-C ( = NH) -NR**-. 

10 -S-x -SO2-O-. -S02-NR''-x -S02-NR"»-C (=0) -N 
Rb_^ _C ( = 0) -0-. -C (=0) -NR"-. -C ( = 0) -NR"- 
C ( = 0) -x -C ( = 0) -NR^-C (=S) -C (=S) -NRb-x 
-C (=S) -NR^-C (=0) -Xli-C ( = NH) -NR''--efet) ; R 

15 Tv^-^:^) J;l^T;l/^-;^^ mm^nx^^^ri) ^\<^mmm^&. fi^^ntut* 

gJ^^nTi^-c*, J:v>^^SS»> tt^fe^n■t^,^■c% J:v^mm^S;Sx 
20 R2{i2K^N ®^$n-cv^•rt J;^^T;l/^;^. fim^nT^^T4»<^;^r^T;l/'^-;^^ 

^tm^^^TV^•r4> J:v>T$ >'s tHD:^i/. 7;b3:af^5/. 7)V^)}/f- 

25 ;V7}x:::;i/x ^ K D^ittS!; : - Y * - R (S^tf'x YMA^i^^s -Q-x -S-. 
-SO-x -SO2-. -NH-v -C (=0) -> -CHa-s -C ( = 0) - 
NH-Xtt-NH-C (=0) -X'^*> ; R°liS^^I$^^•CV^T4) J;^/^M^3f^5;3l 

15 
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if^^i/. 7 }VD ^ i/ i:} )\^if^ MJ^^ tit ^^■c t) J: v^*;^-'^^-f' -fv^^^ 
5 ^y7i-v. B^fe^n•rv^■r^) t^•D:^^i'^ 7;i/3:3ri^s 

■t, 7)\/f7-)\^-^^*y^ 7)\/^-)^^-i^^y. 7)\^^)]/X)Vy ^ 7)V^)17. 

J;V^T;^^^ t;1/'!7-::i1x -o-> -S-. -so-^ - 

-NH-^ -C ( = 0) -> -CHz-x -C (=0) -NH-s -N 

10 H-c ( = 0) -x{*-c ( = 0) -NH-m^^^t^Tv^■r^) J;v^y;^=¥^>- 

gsi^n-r ^^•r^)<t^^T5y^ t:HD:¥i'^ 7;i/3:3p>>, 
20 j;VN7";v^i/ >x r;i'dp-v>s -o-s -s-^ -so-s - 

SO2-. -NH-s -C ( = 0) -s -C (=0) -NH-. -NH-C ( = 0) 
-Xfi-C ( = 0) -NH-ffJfe$n-CV>t:4> J:l,^T;i/:^l/>-'r$>t) ; R°{iK 

25 Rlt. R^JBi.rfR^Om.-^t)'^. R3StrR*®ia-&t)-&s R*SlJ^R5cDffi-&t)-& 
0 ^^ Ttl - O O t> A* - ft ^ T X D ? S V/ X (i ^ fiSffi 
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[2] R 5i)S^xali^st;^/Xtt^iSffi^-&*^^ffiUT^^T^) c^:v^fi^$ti 
-cv^-r 4) J;v^^^m2 w±©7;v=3p;i/Xtt^^ : -y«-r« Y«stJ'R« 
{i±i3[l]i:lljS^-efe5) •Cg^^n§aT-SS±§3[l ]f3@cD* >' K2 
10 M§^#;^?^^4E^ilIfigtl^ 

[3] R5AS>^7^pJi?S^F/Xtt^lSlPie-&^S:n'^tb-CV^-C4. 

fLTV>T*) J:V^7;^^^^>tfe ?) ; R • tlT V^■C t J: V^ T 'J iSJfe^ 

[4] R»iS5Si:-Yi-Y2-Y3-R» (i?;*. Yi. YK Y\ R^RUR 
^ tt±IB [ 1 ] i; ilStS-C ^ ) T- ^ n ^ ^T! * S ±13 [ 1 ]~ [ 3 ]® V^ -rnd^ t IB© 

20 [5] R : - Y> - Y"- Y3-R» (S^^s Y^ Y a^Sfcti^ R '^«±fB[ 1 ] 

^m^ST'fe D ;YM*-0-. -NR'>-C (=0) -y.lt- C ( = 0) -NR 

T-*5±i3[4]fBi60*>:?-K>''f zm^^i^m^&mmm^m. 

[6] R3Sli'R**s-ili^::*t^T^^*^^±l3[l]-'[5]0^^•r^liP(::lB«o* 
[7] R^ifi7}^m. gJ^^JiTv^Tt) J;^^7';^=^p;^^ AD'^>x{iic : - Y ^ 
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[9] R^ifiTkMs ^yr J . ^^i/jJ^^s^x -iv^ir^yr^y ^ 7X 

10 y ^ b Hadpi/X»±a; : - Y1-Y2-Y3-R'' Y ' V Y ^ ^ ti^tl 

T;i/^r::ilx>, b K a 4^ J/^lttT $^ b') T-feti ; Y^tt^ig-^, -0-. -O 
-C ( = 0) -0-C (=0) -0-C ( = 0) -NH-x -NH 

-NRi'-C (=0) -s -NH-C ( = 0) -0-^ -NH-C (=0) - 
15 NH-^ -NH-C (=S) -NH-s -S-s -S02-0-> -SO2-NH 

-SO2-NH-C ( = 0) -NH-^ -C ( = 0) -0-. -C (=0) - 
NR''-3ild:-C ( = S) -NH--efet) ; R''*sBSl^t^•cv^■ct) J:i^T;i/:^r;i/ 
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^=.]y>5H:ii-C ( = 0) -NH-T;i/^l/>--Cfe D ; R "tt a p >fM#l^ 
(gmSi:b■C{±^ /ND-yv. 7;mr;i'x 7;w=^rb>i;:t^i'Xtt 

R2St5R3As-i^(c*o-cgSl$^lt^/^T4) J;i>T;i/:Spi/> (M^ShU 

(ftmSilUTlis 7'5;i/:5f;i/3tttT;i/'ir::i^ >) "tfeSiPs XttR^ 

St^ R ^ I- ^ ^ t ^^«] ig-^^^ft-a b T v^ r 4) J: ^^ gtfe ^ tlT IN T t) J; ^^ 

20 [10] m0SJ^^J-C-fei)±l3[ll-[91®iN-rni)^K:fBi8©*>:J-t>'-f K 2 

25 2M^^<*;^inasii^iafi!4tis 

[13] ®«^JT-$)S±iB[l]~[9]®(/\1'nd^tiB^0*>-^ty Y2m 
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[14] ^ (I) : 

CO 

x$>y) 

10 R*tt*fg3^ttffim$n-cv">7:% J;v%t;i/^;i/T*$>D ; 

tmmmx$>^) x^^ti^&x$>>) 

Xtt. R«2Jt;'RMi-iK^::^coT^xDJI^SV/X(i^fiaS3i^^*^:/^^EbTV^ 
15 1 4) J;^^T;^=^f•l/ t) ; 
X{4±l3[l]i:lllic^-efe5 ; 

^{*. RiAs^^:-Yi-Y2-Y3-R^ Y^i^^-m^X^^ ; Y^tm^ 

^nx\>^X^^\.^T)\'^]y>X^^ ;Y2tt-NR''-C ( = 0) -> - C ( = 0) 
20 -NRb-T-feD ; R•^ttg^$^^T^^T4>.k^^^m^5S;SX^ifi^fe^n■c^^-C4) 

X7rs-^n^&X-$>^ ; 

5&::}3> R3SU^R*As-l®t«:o-Cxh7p(5"l/>T-fe!3x R » A^SC : - Y ^ 
_Y2- Y3-R'^ (jS^J. Y^StFY^AS^j^^-CfeD ;Y2#-0-T-*t) ;R» 
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Y^t^:c^\yy-C$>fr), y^ifi-C (=0) -NR''-r-$)Ds A^oR^^S;^ 

[1 5] R 1*5^ : - Y 1- Y"- Y3-R» (^tfs Yi> Y ^ZfetJ^R ^tt±lB[ 1 
4 ]i: in Stilt-* t) ;Y2tt-0-s -NR»'-C ( = 0) -^\t-C ( = 0) -N 

R*»-t?fet) ; R»>^i*lR3lttaSl$n■c^^-c4) J:v^T;^*;^-e$.§) -es^^ns 

[1 6] R3svR*i)S-i^K:^co■c^^^c^^±f3tl 4]Xtt[l 5]lB^0{b-&tj. 

[1 7] R3SU^R^A5-^C^oT^5^nM^:SU^/X{i^taffi^'&i)S^S 
15 b■rv^T^).i:^^T;^:^^b>T•fei)±iBll 4]Xtt[i 5]iB®0'^b■&!fe^ ^orn H 

[18] R»*si5;:-Yi-Y2-Y3-R'^ (^"f>> YMi#ig^-efet) ; Y^ 
l±®^fe^^^TV^-C^)«};l^T;l/^^>-e* D ;Y2{i-0-. -NH-C (=0) - 
3<lfi-C(=0)-NH--C-S!3; R»ttSgl^nTl^T* J;^^i^^SS;»X{iS 
20 m$nTV^T^) J:V^^S^^S■e*S) -e^^nSSX-^D ; R^^JyJc^T-fe b ; 

•5) -cgK^nsiST-* »? ; R*#*|i:5^tt7;i/^;i'-e* ; R^ifism^tixi^^x 
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[19] ( I ) : 



ig^XttS^^$n-r^^-c^) J;v^T;i/:^b>T-$. ►) ; Y^lt-C ( = 0) -NR»- 

•es 13 ;R'^ttmj^$nTv^T*)cfcv^^^^iGsytta^^nTv^T*) 

^Stfe D ; R''tt*^T-$)i)) X-m^ti^^-VH) 0 ; R^JiTk^-C-fe D ; R^S 

15 [2 0] ±1311 9]fiBS6®'fb-&i^ (fib. R3;RtFR''i)S-ltt:*oTx h 

A^oRii)SiS:-Yi-Y2-Y3-R^ {^t^. Y ^ RXJ^Y ^i^M^i^ 

[2 1] ^ (I ) : 



(S^;>f^ RMi^ : -Y»-Y2-Y3-R» (^tfJ, YMi#i^^T$& ; Y^tt- 
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C ( = 0) -NR»'-t-$)D ; Y3(±#ig'&X{ifi^$n■CV^-C^) J:lvT;VdrV> 
^CSt-^t) ; R^it7kmx$>^) -e^^nsS-C-fe>) ;R2tt*^t-$)D iR^it 

g Jfe $ il T V ^ T t) J: V ^ 5^ D T ;i/ ^ ;)/ X fi B ^ ^ tl T I ^ T 4» <t 1/ ^ 7^ D — ;!/ 
10 :r7U-^ 

[2 2] ±f3[2 lllBmo-fb-^tlx *®7"D h'7 ^®^^±i^^^ tii> 
[2 3] ±SB[1 41~[1 8]s [2 0]3^tt[2 2]Oi/N-rttd>{::IBliO'fb-&tl?&^ 

15 [2 4] :ti>±\^^ ^ I' 2m^mi^mmiix$>^±m[2 3mm<Dmmm.mm. 

[2 5] $T;iiJiSlt!jT-a&S±E[2 3]83@®Elgmfi)4t>> 

[2 6] ^mnMMx$>^±m[2 3imm(Dmmmm<^. 

[2 7] S|Jt?&5^^JT-feS±fB[2 3]iB«0!S^ifflfiEtJ^ 
[2 8] l^«g!jTfe2)±I3[2 3]l3®©EmMi^o 
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r2 



X*2ffi Nitt R'' 

V^■C t) J;V^T 5. y s t:KD:3e^'N 7';i/3:3(^i/s T ^l/ =3?- ;!/ 5^ :t , r ;i/ -ir ::i ;i/ 

D3t{*^:-Yi-Y2-Y3-R^ (^4>x Y i^fcUfY^tt^tl-enHSj^ fC^iS 
15 ^3i^ittm$^^-CV^■r cfcV^T;^=^rl^>T-fe t) ; Y2tt#|±-^, -0-. -0-C 
( = 0) -0-C (=0) -0-x -0-C (=0) -NRt'-x -0-SO 
2-^ -NR*-^ -NR^-C ( = 0)-. -NRb-SOj-x -NR^-C ( = 
NH) -NR»>-C (=0) -0-. -NR''-C (=0) -NR"-. -N 
R'>-C ( = 0) -NRb-SOa-x -NR^-C ( = S) -> - N R - C ( = 
20 S) -NR^-x -NRb-S Oa-NR^-s -NR'>-C (=NH) -NR*'-s 
-S-^ -SOa-O-^ -S02-NR''-> - S 0 2 - N R «> - C (=0) -N 
Rb_^ _C (=0) -0-. -C (=0) -NR"-. -C ( = 0) -NR"- 
C (=0) -C ( = 0) -NR'^-C (=S) -> -C (=S) -NR''-> 
-C (=S) -NR*'-C ( = 0) -^ -C ( = NH) -NR"-. -C (=0) 




G) 
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_C ( = 0) -NR^'-C ( = NR'») -Xtt-C ( = 0) -NR''-NR»> 

tt^^tl-CV^T^ cfcV^T;l/=^-;^, m#l^n-CV^X ctV^J^maS*^ W.^ 

5 J:v^7;l/=^r;^^ jl^fe$^^■cv^-C'fe J;v^T;^'!r=;^^ a^$n•c^^ 

J;v>7'>'i/^-;i's J: v%Ml^]SS;Sx g^fe$n•r^^r J: 

R2{i7k^s «m^^^t^/^-ct) s^S^^^TV^-^:^) 
g^^nrt^Tt. tHn:3pi/^ 

-SO-x -SOa-x -NH-s -C (=0) -CHz". -C ( = 0) - 
15 NH-3Z.{i-NH-C (=0) t) ; R « tttt^^ nx ^^T * J; 

T;i/3=3f.fy^ T;i/^r;i/5^:ts T;i/'!rri;i/:t^i^x t ;v ^ - :t =^ x :?';i/=3p 
w 7;b^;i';^;i'*-;i'x - h oxttS; : - y^-r** Cuff's 

O-x -S-x -SO-x -SOj-v -NH-s -C (=0) -X -CHa-N 

25 -C (=0) -NH - E -Xtt-NH- C ( = 0) -IrSD ; Ett^Jg-^XttB 
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S02-^ -NH-. -C ( = 0) -^ -C (=0) -NH-E-Xtt-NH-C 
5 ( = 0) -T-^* t) ; Ett#ie^XttSJ^I$n-ri^T* cfcV^7;^:SF^>-C•& D ; R« 

3itt^ R''StJfR3CDia^t)-&> R^StJfR^OSl'&is-y:^ R * JRU^ R ^ 0ja^t>-& 

4) J; < ; 

15 

R l{zo^^•r 

20 1)R»*SS;:-Yi-Y2-Y3-R» Y^s Y^ Y\ R*StFR'»tt± 

IB ( 1) hm'^mx^^) xm^n^m-^^^m-^. 

KD:Jiri'N :*j;v-'^^-f : - Y »- Y2- Y3-R* y>;rify«« 
^n•?nffiALb•c#lg-&xtt®^fe^^l-c^^-c4> J:v^7;^:^b> (SJSiSi: b-ctt> 

26 



wo 02/053543 



PCT/JPOl/11427 



"C-fe t) ; Y2tt#IS^^ - 0-> -0-C ( = 
0) -X -0-C ( = 0) -0-x -0-C ( = 0) -NH-x -NH-. -N 

5 Rb-C (=0) -X -NH-C (=0) -0-. -NH-C ( = 0) -NH-. 
-NH-C (=S) -NH-x -S-. -S02-0-> -SOz-NH-, -S 
02-NH-C ( = 0) -NH-. -C (=0) -0-. -C ( = 0) -NR^-s 
-C (=S) -NH-. -C ( = 0) -NH-C ( = 0) -C ( = 0) -N 
H-C (=S) -X -C ( = 0) -> -C ( = 0) -NR'^-C ( = NR»') -X 

10 {i-C(=0)-NH-NR^--efet) ; R^ASjj^^tiT V^T^) (S 

t-fe!) ; R^^^k^x t;i/=^;i/x 75^;)/. t KD:^ri/SV/x{iT;^:I^^t• 
25 3) RiAS^:-Yi-Y2-Y3-Ra (^cf>x Y^ Y 3;Rtf R ^(i±83 ( 1) 
lRl^«-efe?3 ; YMi-O-x -NRb-C ( = 0) -Xtt-C (=0) -NR'' 
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4)RiAS^:_Yi-Y2-Y3-R» Y^. Y3St;^R*«±l3 ( 1) 

ntv^•r4)ct^^T;^:3p^>•^fe ») ;YM*-0-. -nh-c ( = o) -xtt-c 
( = 0)-NH--eSt); R^ttH^^nxv^T*) 

6) R»AJS:-Yi-Y2-Y3-R'^ (S;4'^ YM*#ig^T-* ») ; Y^tt^^^ 
10 X{iB^^^nT^^T^.J:oy';^:^l/>■^fe !3 ; Y^ti-c ( = 0) -NR"--?* 

7) Ri#S:-Y»-Y2-Y3-R* YM*#iig^-efe D ; YMiBilfe^ 

nT^^T^><tV^T;l':3p^>X•$)!^ ;Y2ii-C (=0) -NRi'-Xtt-NR"- 

15 C( = 0)--e^D; R''(ifflg|$^^-cv^t^ J:v^T U-;^X^*S^fe$^^TV^•r 

8) R'ifi^: - Y'-Y^-Y^--R^ YM*#l^^Tfe D ; YMiS^^ 
tlT^^-C'fe«tl/^:^•SJi^®7';^^^>T•$) t) jY^Ji-O-s -NH-C (=0) - 
Xtt-C (=0) - NH-T-* D ; R»ttSm$n■CV^■C^) J:l^M^^^ax^iS 

R2{w■3^^T 

25 2 ) R2d57K^x{igM^n-cvi-C(& J:^^7;^^;l/-e^5i©'&^ 

3) R2:6S2k^-C^S^^s 
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R3oV^t 

2) R3AS7Jc^^ gm^^^T^^■c<&c):^^T;^=^;^^ a d 'i''>xttiC : - Y ^ - r ^ 
5 (^tp. Y5{i#^-&, sm^n-ci,>T*) J:v^T;i'dpu>, 7';i"Jrnu>, 

4) R3i)S7jC^s ADe^^XttiC : -Y^-Rd Y^tt^^^, 
7;i/:J|r-V C (=0) -NH-7;V^l/>--eS D ; R'^ttSJ^I^nT V^ 

J;VNTU-;i/ (aiSiSi: bttts AQy>, T;i/3drS/, 
16 T';-;!/ (S^fe»i: b•C^S^ /^D'J^>, T)]/^)l. T)Vzi^i^^ 

5) R3d»g|fe^n-CV>Tt»«J:l^7;i/:3F;i/x ad^ >3?ttS : - Y s-R (^(fs 
Y6{i#^^3Z.{i7;i/^::iV>-C'$. !3 ; R'^Ji±l3 ( 1 ) tl^lC^T'^?)) "C-S^^ 

20 6 ) R3#7jc^, : - YS-Rd (i^i^i, Y5(i#|g-^X{iT;i/=^r- 

7) R3#T;^^-'^t?fe2):^^^ 
25 RMCOV^T 

1 ) R*#7X^3ifig^^i^■rv^■c^> J;v^T;^^;^-c•fesa-&. 

2) R4#*^x : -Y5-R1 (^tfi, Y ^ fi^j^^f^ D ; R 
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3) R4^^2k^-eS§:^^^ 

4) R«AST;i'^;i/T-fe2.^'&. 

5 RS^30V^■C 

2 W±®T;^=i^;^3^.tt^:-Y«-R^(^^t'^ Y^:5:t>*RMi±8B( 1 ) 

3) R5#gi«i^nTi^-c*> J:i^^^ij3 til±CDT;V^;i/X{i^ : -y^-r^ 

4) J;^^^^i^ 3a±©T;i/^;i/XttS : -Y«-R^ (^if, Y«ttg^^^nT^^ 

J:i^7;i^^p>-efet) ; R^{ig^^nTl^-c4> J:v^T u-;^^ gm^tl•c^^ 

20 T*) J;V^$/^ n7;i/dp;i'> a^fe$nT^^T4)<t^^'S7^^7U-;l'Xttg^fe$I^T 

5) R5AS7j<;^s ^7^aJl^SU^/Xtt^tSinig-&*s^^U-CV^-C% J;v^gm$n 
Tv^■r *<fcv^J^SlSg^3 wJ:0t;v^;v (SJfeSiib-ctts yNO-y^. hKD^>>. 
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fif^l$nTv^^:^) J;^^5/^ n7->i/=^;i/x s^^l$nT^^t* J;^^'^•r 07 U— 

8) R6ASj^5SIS3 W±®T;i/:Sp;n?feSS-&^ 
10 9) R^AS^ : -ye-R^ (S^cfi^ Y « >T- fe D ; R^ttSm^nTVN 

R3^^•0^RMIOV^T 
15 1) R3;Rt>'R4#-i^C*CoTl.Ni.^-&> 

2) R^StTR^As-i^t^o-Cx l§l^-rsM^i:#K:^7^nJiC?:RV/X{*'i^ta 

3) R^R-cFR^if-my^^^x. m^t^m^iLmz^n^ (mb> R^A^Mt^ 

20 b■CV^2.ig3Sli^itR^Asa^S6UTV^S^5SJl?^liao^^®^^*s-mi^-&■t?& t)x 

4) R3;Ry^R*As-^K::&o-Cx ^Ji?i:^K:^^ Di^^^il^/Xtt^ll 

25 5) R^RUR^ifi-miZi^-DX. Bl^-f P^-f ^St^/Xfi^lS 

6) R^JSLnR^ifi-miztji^x. mmt^^^t^lZ^y'nB^ifi^:&LX\,^X 
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7) R^RxjFR*ifi-^\zu^x. mmt^m^t^iz$¥m^^mm (ul. r^ 

# E tfe L r V N S ^ ^ H ^ i: R * AS g m b -C V ^ S ^ # ^ ® ^ ® J!^ AS - « ^ ^ 

1) X*s^l!lJS?7?*^Ji^> 

2) xifimmm^x$>^m-^o 

*^BJ^b^tl{-^^^T^ 1^C±I3 (2 5) ~ (2 8) bV^o 

r^T^Diid^j bit. mmm^. mmm^^ntmnm^^^mt^o 

r^y^um^ifiifi-tE.iyXi.^X'h^i^^m i^\tT)v^)i) J tit. ^com {5Ht 
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0-g|5^c:-NR-^ -N=^ =N-s -0-^ -S- {Rltykm^ii 

r^ufp^-^j tits -mm-^s =fi^^*si*f^« 
5 ©-a5t-CR = CR-> -c = N-^ -c = c- (Rtt^n-?n$6 

10 ^?<Jx{^^ n-'rntr;v. ^V7*nt;v, -fv:/^;i/. 

sec-:7^;l/^ tert-:?'^;!/^ n-'^>5^;i'x -rV'<>5=-;i/s neo-^>5^;l/^ n--^^i/;i/^ 
R»> Rf^ R2, R^s R*07;W:^;i/i:bTtt> ^lSiCl~4cDit^4^ 

15 'fV7"Dh:;i's n-:7^;i's 'fv:/^;i's sec-7'f^;i/^ tert-:/^;i'*s^s ^^^^ 

Dtf;i/, n-:/5^;^^ -tv^^'^I'n sec-7'^;^^ te^t-:?'^;I/^ n-'<>f-;i'N -<V'^> 
^-;^^>f^;i/s n-'\7'5=-;i/s n-:*-^5=-;i/N n-y-;^^ •ri';i/^ 

7^nj^?AS:^ffibfc^^l!j3~8©T;i/^;biisi?* b<^ ci © J: a i: 
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5 sec-:7h^J^. tert- 1:^ h ^ x n-'^>^;i/;t^i^s n-'^:^i/;i/;t=^i/x 

-i Vyuif^^l/^ n-zry^^ys 'iV:rY^i/^ sec-lTh^Pi/^ iBTi--:7 ^ ''y t^U 

-f y sec-:/^;P5=-;^s tert-::^f^;i'^;t^ n-^>5^;l'^;r^ n- 

15 n-^5^;i/5=-:*-x -i V:7 ^ })/ ^ -t ^ sec- 5^ ;t s tert-:/5^;i/5=-:tAS^* U^^o 
'O^Jl/T^yx n-^df^i';i/T5 y^AS^JfntlSo mz. ^^|gfl~40«^ 
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rT)V^)V^:^T)\y^)\/j tits ±13 C±i3 rT;i/dF-;i'^:t J # 

;!Jsm^^bfcS*lt(*b^ ■eaJ;i«^ y p<^;i/. x5^;pT 5 n- 

7*D $ >' ^ f';i'> 1-^ f-;p7" § y x^;i/, 2-^ f-^ur 5 >' xf-;i/> i-xf-;i/ 
T5yx^;i/^ 2-x^;i'7' 5. ^ x5i^;v^ l-n-7"n t^;b7' 5 y x^;i/^ 2-n-:7°ntf;v 
15 7 5>'xf-;i/^ 3-n-rD ti;i/T ^ y x^;i/^ 1-^ ^ >' -n-rD t:;i/s 2-;><f^ 

2-x5^;i/7' 5 y -n-r n t:;i/^ 3-x^;1'T $ y -n-r n br;l/^ i-n-ro t:;i/T ^ J -n- 
yn\^)Vs 2-n-rp t:;i/T 5 y -n-rn t:;i/^ s-n-rp tr;uT$ y-n-rp t^;i/^7&s 

20 

^^Siie^AS:frH£Lfe^^Sc3~8©T;i/^;i/AJ»* U<^ CI 0 J; 0 & 7" ;i' ;i/ 

25 ^T;l/^^;^Jtt^ ±13 rT;i/^;vj tilfSS fc{i-?niii±oi:mig^^^-r 5 

l-rp^-;^^ 2-yu^-)v^ l-:f7'~J]/s 2-:rx^;i/, 3->^7':^;i/^ 1,3- 
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rT;i/=sp-;i/j tit. ±K ^T)i^)Vj \z im^rzit^lxiii±(0=.mm^^^ 

5 

T;su^>i\:,T)V^)VA t\t. ±SB r7';i/:^;i/j l fei±(D/\ Asaj^l L 

r^\a^>4hT}V=i^tyj tit. ±B iz lliX±cr)/\ti^>ifiU 

;tD^ b U 7;i/;tDx (2,2,2- h U 7;i/:tD3i h :Sri/«) ^As^lf 

15 

rT;]/:iipb>j it. ^mwLi-- 1 2m(Dmm^^tcit^^v^0T)v^\y>mt: 

i,i-y^^;i/x5=-ix>. i,2-s^;>{^;i/xf-u>^ i,i-5;xf-;i/3i^u >^ 1,2- 

20 $;x5=-;V3i5^V>^ l.x^;i/.2-;>«f-;i/3ig^^ !-;>< b U ^ 5=- V >^ 2-;>( ^ 

hi) p<^^>^ l-a:^;i/h Up<5^^>^ 2-x5^;i/h i;^9^U'>, l,l-i?ai5=- 
;i/hy^^L'>, l,2-$;jif-;i/ h U^^l/>. 2.2-S^x^;i/ h i;;>{5'l/>, 2-x5=- 
;W.2.;>(^;i/ b U;><^l/>^ 1-^ h 5 ;>< ^ b >^ 2-^ b 7 9^ V >s 

25 l,l-i;'^5^;i/7^ b^^5^V>s l,2-i;^.^;V7^ ^7^5^V>^ 2,2-t;;^ 5F-;1/x h 5 

yi^ y3^ ys^ Y«. tC ( = 0) -B U -T > - (0 ^TJ)^^]y>j t 
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(OT)l^U>^ im^it's ;>i^ly>s x5^l/>, hV^^uy^ 7^ h^p{^1^>) . 
5 R2Si;fR3®ffi-&to*^ R3SVR*®,m-&t>-&s R'»SU^R5®^a^t)■&©V^ 

20 r7;i,i|p- ix>j tits ±13 '■7;i/^v>j K: Hi^fctd:-etHU±©nfiig^ 

37 
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tDUTii-ji/^ yi3}V^^-)]/^ i/ ^ u^^^yti )\/if^=.)vm). s TV 

('<>\/-f;i/H i-yh-ij]/^) ^ ^y'UTV—JViDV^s-)]/ (t: 
u ifim\fibti?>o ;iii6(DMit^ ^iz7)i^)\/, j\a^>m 

3- ^ ^ ;i/ -2- :^ 7^ ;i/ ;f :^ ^ *J # .e, § o 

rT)V^=.)V:^^iyj ttia. mmm^^±m ^T)]/^-Jlj ifimmhtzmt:M 

15 

sec-:/ h tert-:/h^t/io)]/:^^-)l's n-'^>f-;V:3r-^i/* 

r7';i/^;i/j^;i'7 -r >f ±13 r7';b^;i/j i^ggiufc 
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10 ^^f^L/V^o 

r7';i'rjdp>>:i7;i/#-;i/7' 5 J ©7;i/n dpi/ ;«7;i/j}^ g|5^tt^ ±13 r^;!/ 
15 r7;u^-;i/7 5 y J C0 7 ±m ry;i/^-;i'j iilRljg^T-a& 

X%*)^ ^7^-)\/iJ)\yifs-)\/7K>' ^ ilbtttx ^y^J^ )]/7 K J s ± 

20 7 h'f ;^T^y'i|S^fSbl^» 

rT;i/=3F;i/;^;v3tt:^;i/:t#'>j ©7;i/^;i/::^;i/*-;i/ja5^{i. ±13 r^;!/^;!/ 
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10 rj/^ dt;1'^;1'*;1'4?-;1'j ©i^iJ' ±IB rt/^7nT;i/^ 

^^>{bT;i/^;i'j i:lB|ii^-c-fe D> r^Nny >-fbT;v^;j/*;i/^-;i'j i:b-C(i> 
r77;i/:3r;i'j it. ±13 r7';-;i/j i)Sfimbfe±IB r7;i/^;i/j <&Biftbx 

m^lt. ^>t^)U^ y:ii^f-}ly, 7a:X;P7*D ± y ^ ?i ^ ir V ^ }\' 
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15 rgjfe^n-cv^T* J;^^7^yJ iibxtix ^^StfeT^^N ^ y (^J 

^Ifs A'^JUT^y. x^;i/T5y^ n-rn bf;i/T5 >'> i - rn t:;i/T 5 y ^ 

Ti/)i75.y im^lt. T-fef^;i/7$yx :!^^;^§;^T5y^ ru):^t=-}VT K y . 
^>'J-( )\^7 ^ y) X 7i/;i/T;v:3p;i/T5 y N-T-fe5^;v^f^;i/7 ^ 

20 y) X T7;i/dr;i/T 5 y («»J^«> ^>i^J]/T s. y . i -7 xr.;ux5^;i/T ^ y ^ 
2 -7 j:-;i/xf-;i/7' $ ^x 1 -7i-;i/7'D $ ^x 2 - 7 ^ n 

}i^T5.y, 3 -7 i-;i'7"n $ 1 -:^75^;^^ 5 ^ > 2-:^7 

ji^ >X)V:l^■^-}l/7 K y ^ x.^ >7.)l'^-)]/7 K . 7 -)V:^^'i/ti )\/ 

25 i!r-=.}\^7Xy \L-)\^t^i/±)\/iir-=-)\'7 K J . 7 ^) ^ ts )\^ if^ - 
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6 rgjgi$ix-ci,>T*. J;^^3bJ^;t^-f ;uj ofil^lSi: uxtts 

15 bir^o 

ri/^ U7jv^)]/j tit. ^^^3~7®i'<^PT;^^;l/^iilftb^ 

20 -g. 

ri/i;uTJV^-)ij tit. ±m Ti/^ nT;i/=^;uj fc{±-enw±o 
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6 (m^lt. -CH = s -CHg-) AS l-5<B0'SxDJi?-CjElft$nfeS!iA^e)[i 

i-tDi;;i/, 2-i^Dy;i/, s-t^nu;!/) , 'f 5 i?' U ;i/ (^J^fS> 

3-tvv^u;i/s 4-t^^yu;u) x hUT\/u;i/ i, 2, 4-h u tv^-;!/- 

i-y;i/x 1, 2, 4-h u TV/ 'J -;i'-3-'f ;i'x 1, 2, 4- h U t v'-;i/-4-f x 7^ h 
15 ^ V u ;i' (^?yx.«x 1-7" h 7 y ;i^x 2-x h 7 >j 5-x h 7 y -'i') > 

^/y;i/ 2-;r=^p-9-\/ y 4-:t^"i?-\/y;i'x 5-:d-*-y-\/y;i/) ^ v^i?- 

\/y;i' 3--f v^-y-y y 4-f v^-y-^^' y;v> 5-^ 'j^if-'J v jv) . 

T\;y;i/ (^J^{^^ 2-^T^/y;i/s 4-^Tv^y;i^x 5-^T^/y;p) ^ ^yi^T^Jv 

20 \/y;i/) s i^y'>*;i/ (fi'y;?.«> 2-i^ys;;i/x 3-tyi^;i/x 4-i^y$^;i/) ^ i^y^j^s? 

(«?!l;?.«x 3-K y <5^5^:^;i/x 4- tf y , Ky$i?^;i/ 2- 

ify$s;-;i/, 4-t: y $ s-t^ y $ ^ 7^1f-;^ im^it. 3-7^ 

3, 4-;r^-y-i^z\/— ;i/-2--f x 'O^/^y^b 2-'<>^y[b)7 y 3- 

25 ^ > V/ [b] 7 y 4-^ > ^/ [b] y y 5-^ > ^ [b] 7 y 6-^ > y [b] 7 y ;i/x 7- 
^>\/[b]7y;u) X ^>\/5^x-;i/ ({?y^«. 2-'<>y[b]5^x;i;b, 3-^>\;[b] 
4-'^>7[b]^xx;i/, 5-'^> V^[b]5^x-;i/, e-'^ > V^[b]5^3i-;i/x 7- 
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^>y[b]5^:t-;i') s '^VX-f ^4^^/U;i/ im^i£. l-'^>^/'f ^^VU-ll/^ 2- 
^>'J^ KV^JV 4-'^>y>f ^^Vf'J;!/. 5-^>'J-( . y^>'J 

6-=^y ^tJ-u ^ (^?"J;i«s 3-s^>>' y 4-i'>y >j 

5-i/>y e-i^vy 'J 7-^^ >y u 8-'> >y u ^ ^ 
±^>^U;i/ (0iJ^«x 2-:^:^VU 4-:^^:^^; lJ-;^^ 5-:^^^^^ u 6-^:^^>^ 
7.:3ri-^J U S-^^'JV=-}V) . (m^it^ 2-dp>'iJ;i/, 3- 

10 u^i/s u;i/s s-^r^ e-^y V)iy. 7-^yV)\^. u;!/) x y 
^ y 'J ;i/ (^«J X i-r V ^ 'J s-^r v * >' u 4--f v u s-^f v * 

2-7i^yt?-;bx b-t^ «j i^-jWx 4-T^Ui^-;i/s 9-7^? 'J s 
> K u ;i/ {.mfL\i^ > F u }\/. 2-'f > H u 3--f > K u 4-'r > h u 

^^^^ 1-7 x:^s;-;^, 2-7 $fe{i7 1- 

20 7xy^7i;n;i/^ 2-7xy ^Ti/*::^;i/s 3-7 xy' — ;Ux 4-7x^^7^?^: 
4{@^tjJ^mig[l~9(D^^5?#«^&it[ftUs l-t^D 2-tD 

25 3-t:^u-;v^ trovi^y, 2-t:D u s^-;!/. s-t^ d u i-f $ ^J^'^ 
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5 

5^ n Ji^S tJf /X ^ laSJi^^ b T ^^ T * J; ^^ It ^ ^ n T ^^ -c J: ^^ 
S -e ffiSt © *s am ^ n -c T 4> J; v> o 

)\/^)]/ im^lt^ x^;i/x vrDtf;i/x tert-::/5^;i/^) . T))/^—))/ 

m^it. ^nh^^i's yuTii^i^s y'h^f/m). 7 

25 T'^y. (^Jx.«s ^5";i/7$^x i5";^7'<y. i^^5^;P7$ 

45 
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^7'uT^)—)vi3)v^^~)V7K J^) ^ TU-;!/ im^\t. y X. 

. T)l^]y> im^it. ^^V>s hU^^^>s 

15 § S^y . •i^7'-s;y ^ 7';i/dF-;i/;^;U:^r:;U;tdri/s h U T ;i/ =^r ;i/ 2/ U ;i/ ^ i/ s 
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10 T^^s (^J^«s 

)\/^)VTS.J (m^it. ^yi^Jl^T^^^. tHn^i^T'^y 
m) ^ (^J^«> p< V^i^. rPTt^^i^', , 

7';i/^;i'f-:rx t;!/^!^ >S/*;t^i^x ;\v^>^ tjv^jv. tHn^pi^, 

47 
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7;^^;l/St;f/xli/^^^''>^bT;l/*;^*;^5^?-;^) 5!)^^?^bv^o 

3^^]y>s ^»;^5=■l/>^ 7^h^^5=-U>x 

15 

6tj jl:; T t ^ it it I* t o 
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5 T-^So ) 

©Ml^* im^lt^ T)\/^)]/. T)Vu^i^^ \LYu^*y^ :r*V^ Jsufy^ T 

10 r^gj (i, 4 ~ 1 2 M©^*lci*L. iitt:: 5 ~ 1 0 l©?i. $ 5 ~ 8 H 
®S5&s»SUV^o ^^^IfiK^^ii^i: bT^*^ ^mm^. ^5^nJI^ (M^M^x 

15 ig■&:^)5:^SbTV^•C^» J;V^®^fe$nTV^Tt) J;V^^^Jf$m■ri.J®^^ ^J;t{Sx Hi 



49 
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15 5) mmifi$¥mmumm ({st^ R^A^ttmuTus^^mi^^j^R^Asemb-co 

50 
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6) mm^^T-um^ifi^^iytz^m^om (at^ R^n^mmLxi^^^^mm^ 
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mm) • 

6 

2) 

20 3 ) mmomta^&uifimnM my^. T)\^^--u>m) nmn^nx^^^^^-^ 

52 



wo 02/053543 



PCT/JPOl/11427 




«c*5. R2:sVR3®^-&t»•&^ R3;RtJfR*®ia^t)-frs R^StJ=RSffla-&t> 

Rid*S : - Y'- Y2- Y^-R*^ (iCcfx Y^ YK Y ^ RUR'^ttmmtm 
■es^$n^ST-^s:^-&s ^\Z. it : - Y^- Y^- Y^-R^ 
YM*#i^^-CfeD ; Y^tt-O-^ -NR^-C (=0) -3J(i-C ( = 0) - 
10 NR»-TSt); Y3tt«^j|$^^r^^•r* J:t^T;i/^rU>t?a& D ; R^itmm^ti 

^R3^fc■0tR**s-i®C:feo■rv^*^^J t\i^ -«|l3«:oTx H^SEf 
^fL-ci>t:4> c^:^^T;^:^;l/^ ®m^tlT^^•c t J;^^T;^^^-;^, M^$i^■cv^-C 

:t^i'> -f 

PXttif; : - Y = -R<» (^1*1. YMi^i®-&s tlT V^•C % J: P >^ 

7';i,/r-l/>^ 7;^^-^>^ -0-> -S-> -SO-^ -SO2-. -NH-^ 
-C ( = 0) -> -CH2-> -C (=0) -NH-E-Xtt-NH-C ( = 0) 
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ti s ai t* * -5 s it I* f 5 0 



10 XSA-1 

S (A-1) -e^$ti?.<b-&tIi:S : R^NHa R ^tiBuiBiilllMa) Xm 

^nS'fb'&ife^SiS^^s 5S; (A-2) •ej5^$ti5'(b-&«3*SJ3i1-sxs-cfe5« ^ 

bV^o Si^>mSttx gfi-a 0 0°Cx i^tliift t <{i8 o~ 1 8 o-c 




OH 
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XgA- 2 

5 ^ (A-2) x^^n^^^mt^ (A-3) fg^^ix5<b'&!^;&ms0#4Tt'S 
s (A-4) T^^n-s{b-&ia&i!iii-*xigT?fe-5o ^^iiiifttts i^u 

10 tt^ 0 ~ 2 0 O'C. ii^l^iy^^ b < 1 0 0°CT-S-5o 

xgA- 3 

5$ (A-4) -C-^^n-Sfb^ia^^^SC^ffiTra^^-li-^ S (A.5) Xm^tl^ih 
^'l&^^Mjif -Sxa^fe^o jfiSiiLT^^ ^M:^ h V ^A, ±mT)\^:n^i/ K 

^AJiif* uv^o o~2 0 o'Cs t <tt^m~ 1 0 O'c-es 




xaB- 1 

Si (B-i) ■eg^$ti5^b^ti{;^ND^r'>-fbBi:m^s;Si^-B-> S; (b-2) r-^^n 
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^^Tx^o:itifix^^om^\tJ\u^>ibumtbx^m^^mLtzm^\t. 
^DD7^;i/A, mm^hmm^pmif^tiiioRm^^mtts - 1 o~i 5 o°c. iit 

1 0 0'CAS»* Ll^o 

10 f3:is. J^u^>ihUMtLX\t^ N-f^u^yVi^->>^ S.Y^i^^t^Ciii'b 
xgB- 2 

15 (B-2) T-^%^n-2)^b^iiJt:?- h U '>A7';i/3 7- b ^SJ5&^-&Tx (B-3) 

y •t^'U^ LV^o SiiSJSSJd:. 0 ~ 2 0 O'C. 17 0 "CAs 

XgB- 3 

Si (B-3) X'm^ti?>ih-^^^i^^) t^-^Ai^ a^-{ (D^:&rxiamvx . a; 
(B-4) fg^^nsfli^tFSSie-rsxg-efeSo S;SglS5(d:%:<-?:4)J;<x 

25 ~2 5 0°C. !|^{3 1 0 0°C~2 1 0°CAs^$ Lt^o ^*>^ *Xgfi, ^•p> h U 
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<C-1) (C-2) (C-9) 



5 XgC-l 

it (C-l) T?S^^tiS{b^tl{-R5H a 1 {^f^. R^ttmmtmM^-.Bsil 

i^j^u^y) T-^$nS'fb-&t»^Si;&^-&. ^ (C-2) -^m-^ti^ih'^m^mmt 

-2)XgT-$>2)o S^&^gSttv 0~2 0 0•C^ b<{i> 10 0~15 0°C-P^ 
10 Xg c-2 

(C-2) T-^$ tt?>'fb-grt(7!)^e>^ (C-2) T?s^^n^{ij-&t)&^3i-r ^xgT- 

ffifS:! iiA^-e t So EJSMJix 1 0 O'C. ^tKiirasna^iET-^ff d 
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XMD- 1 

St (D-1) i^m^ti^it^mii'b^ (D-2) •e^^n5'fb-&t»ss{ji-rsx@-c 

•rtt^ T-^i/zi-;!/ x^y-;i/) ^^mt^atifii^n^o 

g -So 

10 XgD-2 

^ (D-2) -e^^nS{b-&i^©i^TV^'fb<£:ff i)JV^-e5^:t*;^5K-;l"^b^5 c 
j; ^ (D-3) -Cia^$tL§{b^!ga&SJg1-i)XSt-fe§o i?7\/^bfi- 4 0 
~2 0-C ($fSb<{*0'C~l O'C) T-^T^«ck<s 'mi^^fl^Tt-fTa ClfclwJ: 

15 ;i/ AS|ifS b^^o 6>^^fc$^T^/-'^7A^®?-;t*;^J^^-;Hb{i. 

XgD- 3 

S (D-3) T-5^^nS<b^tlSmSCD#<tTl?SiiB$-frs d^iZi^j^^J^T^JlTt^^ 
j 58 
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xgD - 4 

(D-4) T-m^tL.5'fb^t)^i^ u v'-^ ^'o#^T■eiD^t-r^ 
(D-5) -c-g^^ns^b^i^^^iii-rsxs-ej&s. ^xatis xaB- 3 

10 XfiD-5 

^ (D-5) -erx^n-S^b^i^t^S : R«H a 1 (^^^l^ R ^ (igulB i: PIES ; H 
aU±>'>Dy>) T'^$n^'fb-&ife:&M#STT-SJ5B$-&-C^ S (D-6) T-^r$ 

tPh. m.mfi'}t?h.. ^m.±V')tH^. D B U^S^ffi bfc:l-&{*^ M^B^^i: 
15 LT. s;^5";i/j^;i/AT 5 h% 7^h7tb'D7^>^ (^j^«, 

UT^ 7jcmib:^ b U >i7A^ Tkm-fbU^e/A^ (iif S U < 7X^^b:J- h 'J 'i?^) 
^^ffibfci^^tts SJiB^^iiUTs i;p<5^;i/*;vAT 5>\ 7^h7tKn77 
>^*{g^-r-s::i:A*-e^So : r^h a ir-^^ns^b-^^i; bTtt^ j-^uf 
20 >lbT)V^)]y im^it. St^b^5^;^^ ^^b3:f-;i/, «<b7-nK;i/. ^ 

m) ^^mmt?>zti!ii-^^?>c sjssjaetis o~2 o o'c^ u<tt^ja~ 

1 5 O'CT&So 
XgD-6 

25 (D-6) ■e^^n■5'^b^^^^S7cLT^ (D-7) X'^^^ tl^it'^^^mMt 
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xaE - 1 

10 7)x-;i/^^ D7-f (E-2) -e^^ti-sflj^titr^jg-rsxg-efe 

n> iittcJg^b^ VA^if * bv^o SJ55SStt^ 0~ 1 5 0°Cs ^izMUipip 1 
XgE - 2 

15 S (E-2) T-5^^tL5-fb^ti(c:'^> b U /n^w F^fe 

7j?n > h U Kx-7^;i/@f*; (BFs • Et^O) #aTt-SJi5$ ^ (E- 

3) T-^^nS'fb'&ti^MiiTsnigT-feSo '^^i?;!/ b U7;i/^;i/7'>^-'i7A 

60 



wo 02/053543 



PCT/JP01/n427 



>; H^i-x^l/^i*: (BF3 • EtzO) O^t) t) TMS h U 7 I/- 

X^E- 3 

(E-3) T-^^n-5<b^tlt^ : RICH2C ( = 0) N H 2 ^&^a#fiTT-S 
5 S; (E.4) -es^^n-S^b^i^^&Sljif Sxa-es§o m36J:tT{±> 7jc^ 

l^t^S- 1 0 0 •c*s$f * b^^o 
10 XgE-4 

(E-4) T-^^n-S-fb-^tlt^ :CR4 (OR) 2N (CH3) 2 (S't's R" 

(E.5) ■e^^ti-5'fb-&i|Si*sai-r5xg-efe5o : cr* (or) 2 
N(CH3)2t-f^^n5'fb-&^i: U-c^i^N,N.s;^^;^*;l/AT$ H t 

7^>^<£ffl-r^^tAst:§§o SJSiaSJis 0~1 5 0°C. iff*b<{iM?S~ 

1 0 0°C-e^Se 

20 E - 5 

i5 (E-5) f^^n5^b-&^fziC : R^Ha 1 R ^JisfffBi: I^SS j H- 

a l{iy^D':7-->) T-?x$n-5'fb-&tl*tiS0#ST-eS/S$-&T. ^ (E-6) fg^ 

^ns-fb^ti^&i^ii-rsxs-e^So *xg{ix@D - 5 iinmz.^'^^hifi-^ 

25 XgE-6 

(E-6) -Cg^^tLi.'fb^tli^IjiTC^J^feS/iS^-B-s S; (E-7) -(:m^f\,^ih^i^ 
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As V^)7)V^}Vi/yy^i^mLtzm-^\ts ^ (E-7) (S^fx Rxttzk^) -e^ 
5 fflUfei^^ttx ^ (E-7) (^4'> Rxlib KDdpi') -r-^^fiS^b^t/^Mii-r 



10 XSF-1 

(F-l) ■e^$n5>ib-&!^{r^ : MeOCR2 = C (COOMe) Ri-e^$ 
tli)<b-&tlSS/S$-Brs Si (F.2) t5^$tl5'fb-&tl*ftSX@f^i)o a; : Me 
0CR2 = C (COOMe) R ^-CS^x^ tiS-fb-^i^i: bTJis ^h^i/p<5^V>^ 

15 i:bT{is y^7>rA. h;i'a:>^i)j^{f e,n^o SiS^aStts Mia~2 0 o°c. 

b < 1 0 0°C~ 1 5 0"CT-fe5o 
XgF- 2 

(f-2) T-^^ni.'fb^i^^jniSbT^ 5^ (F-3) X'm^n^ih^<^^mmt 

-SXS-e^-So 3f:xgtt. SJ^x^iii; bti/'^'^'f AXIi h;i/J^>^^ffl bs m 
20 ?a~2 0 CCs #t 1 0 0'C~ 1 5 O'C-C^ d<Oifit(i-^ bV^„ ^i5> XgF- 1 

fcxaF-2tt5iifebTs ip-fe^ (F-2) T-s^^ns<b^ti§#jan*rj::fToT4» 




If; 
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ja-i) (8-2) 



X^G- 1 

(G-l) T-5^$n?)'fb-&ife|{wSi :EtOCH = C (COOEt) R^-eS^^n 
5 S'flj-&i^SSJiS^-&N S; (G-2) T'3^$n-5'fb-&tl%®Ji-rSX®-C-feSo E 
tOCH=C (COOEt) R iT-^^nS{b^!feli: btfi. xhJp>>^5^V>v 

r;v*s»t t^^, -100•C'-^fi^ ^tt- 7 S'C-O'C 

LV^o liSi: bTlis LDA^ ^^^W U ^ -i? A 1" S C i: A^T- ^ S o 




i^fp. R^ R2, R^SU^XiiluSiillSaT!^ ») ; n« 1 W±®SStX-fe t) ; 
Ha HtJ^u^y^M^t^) 
15 H-1 

S (H-1) T-g^^ns{b^tii3 o-/%D^f y H<&SJ56;^-&rx 
(H-2) T-5^$ti§'fb-&ti*^iit-2)Xg-^ fe?)o o-^AD>ify T^;^^;v/^^'r K 

63 



wo 02/053543 



PCT/JP01/n427 



0~ 2 0 0'C^ 1 0 0*C#5f * tl^o 

X^H- 2 

6 (H-2) T^$n^<b^t)S^'^vi;>j7 AM^> h jgS. 

mmy>'E-^Ai&0^^r'5Rj^^^'^> % (h-s) -ef^$ni.<b'&t)?&^sxs 

ffl-rsc i:As-e§?.o ^Si; UTttx U h U -^A^ b Ua:5^ 

15 SfSMiibTtts 0~ 1 5 0°C^ 8 0'C~ 1 3 O'C^Sf* bV^o 



xg J - 1 

^ (J-l) -e^^nS^b-^ifefcS : R-^H a 1 R SiluIBiil^^^N H a 




20 



(J-1) 
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ra^'^^'-fe'^) X /vxuz 'j-;i//N^i' K (^»Jx.(^^ 2-^ □ D'<>^/:^1^•v'■- 
Ym) . ^y'uy^ h* 2-1^3 u;!-^ h\ 3-b:r3 1; 




(!t1> (K-2) 



xaK- 1 

15 ^ (K-1) -e5^^n2)lb^«B!)i;i7PD-i-7a:-;i/-iH-5" h^y-;i/*ms®# 
ffiT-esjsB^-B-x it (K-2) ■c-g'N^n5'fb-&t)?&iiM-r5x@-efeSo m^i; bt 

20 0~ 1 0 O'Cx i|^K:^ai)S^?*bV^o 

xmK- 2 

S (K-2) -^^R^nsib^ifei^&Mli^^ST-C'^MjiTcb. S (K-3) Xm^tl^ 
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5 T-^T^CA^i?* L^^o 



XSL- 1 

10 5Si (L-1) -C ^ ^ n 5 -fb otitis?; : R^Ha 1 (sC't'^ R " «tuI3 i: Plit^ ; H 

ai{iMDy>) T-^N$n€>'fb^%§^a0#ffiTT'E/^s^-a-Ts s (l-2) -c^ 



(Sift's R^•R^ R^ R5;RirxtiluS3i:Pli« ; R^ttT;^:^^;!/^) 

XMM-1 

S (M-i) •es^^ns'fb'&ti*^^ u i;r:ii7A^D^^ Hc^itTt-JnlSibTs 
(M-2) t5^$ni)'fb^i^^^ji-r§xa-c-^-2>o xgB- 3 tmm,iznd ztiii 





20 T t -5 o 
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(N-1) (N-2) 



xmN- 1 

S; (N-i) "e^N$n-5{b-^t)(;=&fiiiS^^SiS^-^TS (n-2) T-5^#n§<b-& 
Kj^iiaffitts ^mornm. mmt^mm. m^m. mi^miz^^xmnt 




10 (0-1) (0-2) (03) 

(^cf. Ri. R*2il5R5ttB5iBiilllltS) 
XgO- 1 

^ (0-1) ■em^n^.'flj'&tit:: N,N,N',N'-7^ h7^^;i/i^7^ ^'^^ >SSjJ5$ 
St (0-2) -^^^ti^-fb^ti^&Mag-rsxg-efeSo SJS?§iSi: b-c{*^ 

i o o*c. o^ize o°c~ 8 o'CA^j^^ bv^<, *c*>. jrafSijisStT 

XigO- 2 

(0-2) ^?g^^i^-S'fb^t^{3>'^D^>^b5';^=^^;^SS^&^■B:^ h U 7^ 
20 :z;i/;^7'r >*SJ!6;^-frx {3zlc®<b:^ b »J A tJ^Q-S "T § 3 t {c: J: U , SG 
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(0-3) ■C•^^^n-i>^b^tl$:i^jii1■•5XgT•fe2)o ^^U ^ XtT )V t Lt(i. 

iifb^5^^>s T>'^3-;^^ h;i/x>*si?$ L < s SJ^MSfi^MAs^f ^ Uv^o 

0 ~ 1 0 0 •Cs It C 7 0 "C-Cff -5 0 ^ V> 0 

2.0 

10 




(P-l) (P-2) (^3) 



s (P-l) -c^^ns^b^titixmo - 1 tmmi^ n.n,n',n'-5^ b 
5 ^ ^ >*Sj5&^-&s jJjVN-ea- ^ ><&HiS$*Sc:i:K:J: t)s SC (P-2) 

i):ir%tfigS-eMf -sciiitj; t)^ ^ (p-3) Tj^^ns-fb^^^Mji-rs ^ 



r2 



Lawesson's 



J. 1 



^ reagent 



k if 

(Q-1) (Q-2) 

20 (i(;4'> R^ R^ R ^Z^VR MigilBi:!!^! 
XgQ- 1 
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^ (Q-1) -eS^^nS-fb-^tlll Lawesson|$IIS:SJ5S^-&> S (Q-2) T'^^tL 
^>^is^{fe,n> !if t:: b-'l'JivAiiif t bV^o Sf&MJ±> 8 0~2 5 0*Cs It 

5 




(H-4) 



XgR- 1 

10 sc; (R.2) -es^^ns^b^iKi^MMt-sxa-efe^o SJBS^fc UTiis 

X^R- 2 

15 -e^^ni){b'&i^S^3i-r-2)X@-e$»5o sji&^lii: urtts t;!/!!-;!/ (^J;i 
xgR- 3 

S5 (R-3) •t?^$tLS{b^tiC§aiiC^$SJsE;^-&Ti5; (R-4) •^^^t\,^ih^ 
20 ti5feSjit-5xa-c^i)o *XgHi5V^-C{±^ ^ (R-3) tiS-fb-^tiOT;!/ 

69 
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sjsSiSSttx Rji&(omm. ^mt?>mm. m-^m. mm^iz^^xmnt 

5 




(S-1) (S-Z) 

i^fp. RK R\ RK RK R*. X. Y^JSLXJ^Y^tmtdtmMm) 
X@S- 1 

^ (S-1) ■vm^ti^it'^mtz^mmm^Km^'^x^ (s-2) -c-s^^n^^b^ 

15 




fT-1) (T-?) (r-3) 



(a;4'> R2> R^ R*> R'^^ X. Y ^SVY aiiltrSBi: mStH) 

s (T-1) T-^$n?.{b^^^jD7j<^^bs s (T-2) xm^tii>ib^m^mm. 
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~ 1 5 0°C. 1 0 O'Cifitt}^ b^^o 
X^T - 2 

5 ^ (T-2) XTT^^n^ih^miz^mmm^^j&^^x^ (t-3) -e^^ns^b^ 

10 J: o 

0iJi: bt Y2i)S- C (=0) -NH-f$)Dx Y3*S7;V=^b>T-$) t). R-^^s 
TU -;i/x ^y'U7V-JVX'S)^^'^^l:i.Tizmmt^o 

^>Jl^^:•=^ : R'Y3NH2T-g^^nS{b-&^SSJS^-B-x S; (T-3) XB^tl 

16 -s^b-&i^?S:Siif^c iidST-g-So MJ: bTlix h U ^ > (^J^«s 

h i; $ >) X e.nx V U >Asi?* b^^o 

S*E;^^J: bTJi> H^As^tf e»tiSo S/SiSSfix O'C- 

1 5 o°c. it#i=gia~ 1 0 o°cm^ bv^o 




20 

(S;tti; R3, R^ R5 2ir>*X{iBuIBi:l^ica ; R^ttp«5^;i^x ^i/;i/s b 
u^5^;i/i^u;i/^) 
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^ (U-1) 'C^^^tl^it-^^(D:i^7.y')\/i\:,^ff\'K ^ (U-2) -C'S^^ tlS'fb'&ife 

5 l?|J^«^ h u 7';i/*;i/i/ u;^:Il:^x;l/&i^i!i•rsi^^tt^ ^ (u-i) T-^^ns 
ih^m\:.Y^)T)\'^)vi^^) S (u-2) r-s^^nsYb^t/* 

(U-2) t•s^^^^5^b^tlt::^i75^J<&s^s$■a•^ s: (U.3) -cs^^ns^b^ti 




20 Cv-1) (V'^ 

. (^t}3, R3, R6, X> R»> Y2;RtFY3Ji|tiI3i:I^5gt« ; R^tt7 

xgv-i 

(V-l) T-jj^^n-SYb^tlt^SSSIg^^iS^-e-TiC (V-2) -Cg^^nSYb^ 

72 



wo 02/053543 



PCT/JPOl/11427 



-c ( = 0) -0R^•r^^^l§SK:s^s■r■5l^lil■cst^f^^ tr^;^p*§^ll1?feo 

^zLtifix^^o RUB-umt. ^ji&omm. ^mtium. urn. m^M. mm 
5 mK:^^xm^tnit^\>^o 



(Jeff's R^ R^ R^ Xs R^:&tJ^Y3ttBuiBi:PIM«) 

xgw- 1 

10 % (W-l) 7?5^$ixS<b^i^Ci5i : R'Y^NHa-e^^n-S^b^^fe^SliS^-IS-, 

^ (W-2) ■t-^N$n-l)'fb-&t)Sgii-r •5XgT?$,;|,o R^Y^NHgT-S^^n 

Zit^<i^tLXit. tt^^^nTV^-c^) J;v^T^;b=ip;i/7^ > (^Jx«s ^>i^;i/ 

AAS^?* b^^o LTttx 1 0 0~ 2 5 0 °C. H^iZl 5 0~2 0 



20 R^ R^ R^ R^ R". Y^\tm?itmM^ i Ea. HiiJ\a^y) 



MeOal 





xgx- 1 
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(x-i) T-?N^n-5^b^tiK:>'NP'i»'>'fb^:r-;i/^£iiS^-frs ^ (x-2) T-g^ 

5 ~ 1 0 O'C. il^tC 1 O-C-^SAS^* bl^o 

»JcD:;?^i: L-Ctt^ S (X-1) -e^^^tl5'^b•&igs^:: N-^^Noyy -t^-^J' i^vw" ^ F 
^ h U 7 xr^;i/7 >cD#.^TT•S^c^$•B•^ (X-2) -rim^nh^-^^t: 

10 $f ^ ui^o s^sj^^^i: b-c{*s ^>Hf>s h;i/:ii>^ ^s/i/>. 

XgX- 2 

S5; (X-2) -e3^$n?.<b^«3t=&SSSIi|:&SiiS*-B:^ (X-3) XTTs^n^it-^iSli 

^i^j^-r-sx^-efe^o *xg(::4bH^T^*. Si (x-2) T•^^$n§{b^tICD/^a>f 

20 7 'J -;i/-efe?.ii-&^WTti5iB^t-s. 

^ (X-2) xm-^n^i^-^m^^T^)-)v^)\^i3y9y (^J^i^^ '<>-fe*>^pj-- 
;i/^) :si{i'NxPTU-;v^;i/;br^> (0y;i(i> 2-^;i/:i7r h^>\;*-y-^/- 

SiSSSttx 0*C~ 1 5 0°C. 1 0 O'CASjf S bl>o 



74 



wo 02/053543 



PCT/JPOl/11427 




(r-1) (Y-g CY-3) 



(iCtf's RK R^ R^ X{i«uS3i:l^«8) 
XigY- 1 

5S; (Y-l) ■r:^^ix^^t'^^\Zi^^^)\yX)Vyf^^iy Y ]SiU:t^V ^) -( K§ 
6 sjeS^-b-s 7.'P>mih^n\f^^ ^ (Y-2) -e^^ti^'fb^t)?S:i^ji-rsxg-ffe5o 

i:Utlis i^^h^^ly^mi^^i-fbti^o S^5^^tt^ -7 8~0°C. ^C-e 

0 — 4 ovu^m^ bi^o 

XgY- 2 

10 (Y-2) T'5^$n2)'fb-&i^lim'fb^J<feR/i&^-^^ S (Y-3) T-S^^ tlS-fb-^i^ 

5o >&;43^ SJiSli^^a-eff ^KJ^VNo 




(Z-4) 

(^»tJ> R2, R\ X. R»> Y^StifY^fiHtilBilPIScll) 
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xgz- 1 

S (z-1) '^Wi^ti^ih-^mif'^^ (z-2) -e^^ns^b^ti^siiiigf 

Lt- b D<b>£fT^{Scfcv^o SJiS?aSs SJ5'^ii^*)iiScD- b Debilitates 
5 ^R'r^^{^<J:v^o 
XSZ - 2 

(Z-2) i:5^$n-S{b-^tj:£ji7GU-C^ (Z-3) t^m^ ti^'f^-^^^m.T^t ^ 
XgZ - 3 

10 ^ (Z-3) T-^$n?)'fb-&!iDt#fliSM<i:Sj!5$-&Si (z-4) 3^ ^ n -fb t/ 
^i^^g-r^xat-fe^o *xmn^3^^■rtt^ S; (z-s) •nm^ti^^t-^m<DT % ^ 

15 ^^iJilb-Cx Y^AS-NH-C ( = 0) --t•fet)^ Y3As#ie-&-Cfe t)^ R-^AST 

i^^Kb^J (^»J^(^^ 7-fe^;i/^D^'f ^^ '^>y-f ;i/^D^-f k^) <&S]5E;$*. 

3S; (Z-4) -er^^^^S^b•&tl^S:^iig-r^C i:Ai-C§i)o *x@tt, J^a#^£Ti?=fT 
20 ;i/4^;i/AT5 H^As^ff eni)o SjiSSfi^ttx 0*C~ 1 5 0*0. #{::^^~ 1 0 
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(Sitf, Ri, R2^ R3^ R4^ R^JSL-CFXitmBtmmm;Ea.HtJ^u^>) 
xgZ- 4 

^ (Z-5) T-^$n2.^b-&i^tc N-;n n y y -y- ^ i> > -I" 5. h-?&SJS^-B:. ^ (Z-6) 
XSZ- 5 

Si (Z-6) T'^5^n.5.'fb-&titc5S; : R3-B (OH) 2 T* ^ $ n ^^b-^tl ^ ^'^ ^ 
s^e7ASi!^®#ftT-es:j;S^-&. (z-7) T-g^^n2.<b-&i^*M3i-rsxg-cfe 

. .tV^T^lz-Jr-;!/^ ttJJl^nTlN-C*) fi^^$tlTV^■r 4) ctv^:?' U 

AmmtLxit. Pd(pph3)4s Pdci2(PPh8)2«ii»5^ff e>nso ^xga, mso^ 

i^:^^U>^7A. ^ h V l^TJl^^iy-h (m^it. NaOMe. NaOEt ^) 

gS~ 2 0 0°C^ ittH 5 0~ 1 0 OVPtil-t b^^o 
20 Xg Z-6 

(Z-6) -e^^ns-fb-^i^tS : R^C = CEXm-i^ti?><t'^^^^^^y^ h 

11 



r 



WO 02/053543 PCT/JPOl/11427 

IH^Ilcfrd i:**-^ *c43, *xg{* J: 5^b«0«©#<9ET-efToT J: v^« 

HOC JL Hal '^^°''<^*''> 9 0,p O r2 

HO^C^^^Hal ^p,^NEt (6 eq.)_^.X^ X. A X ^Hal 





4-Sul{amyl butyryl AM resin 

(Safety calch linker. LL: 1.09 mmol/g) m>-\ Ma 
PdCl2(dpp1)2(p.4eq.) o o O O R* 

aq-K2C03(6eq.) ^-y^^.A^x^S-Ki'^f^"" ICH2CN po eg.) /<.PrtNB (5 e q.) 



X M R* l-Methy-S-pyrroOdlnone (NM^ 
DME A-03 >^ 

O O^p O R^ O r2 

2)Q-NCX3 

A-OS 

10 (S^t>^ R^ R*^ R^StFR*ttBui3i;PI5iat!S5o ) 



A-02 0-&fiE 

15 m^ti^^t-^m^mmt^ztifi-^^^o z(d^^. r^, r^ r^jslxj^x^m 
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US^>(A-O3)0'&J5g 

±iB-ef#e>tlfcbi^> A-02 /t)^t^i?> A-03 ^s:S3i-r ^-XHt- fe S » Vi?> 
A-02 : R 3-B (OH) 2T-^^ni)fti^tl^>''«^ i?^7 AM^JR^^JlgSCi^^ 
T-eSJSS^-frN l/i?> A-03 -SXg-^^So KJtS^^i: LTtt> DMEIfA*^ 
10 (f e^n^So^'?^ i^'^t? AM^i: L-Ctt^PdCl2(dppf)^*^ffl■r^^ ilA^t-^^oSi : 
R3-B (OH) 2t-^^*lS<b^ifettaffl«l[?tMU-Ci^U5^M1^ffl1-Sc:i:As 

a*uv^oi?;:R3_B(0H) 2-rs^^n?.<b-&tifc bt{i> R^isgj^^nx 
v^^)■c J:v^7 u $ ix-c v> * T <t v^ T U-;i/S-c-fe2)fti-&^*0effi 

T^x ui^y^m^h, mw^mm mt\t. 7k. thFs JV.^f-;i/t;n u K>x m 
-fb^f^i^^s 31-7^ ;i/) bx vi7>(A-03)*Miii-rsc:iiAST-^i)o 

A-04®-&J5g 

20 1/S;> A-03 {3 3- h-T-fe h U;P?&ii*©#ST-eHJ5S;^-&s l/i^>A-04 

25 ^9^;i/l^DU K>. mt:^^\y>. jl-^^jv) nmdLmBL. l/S^>(A-03)^M 
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10 

^ r2 

r2 or* ^ O I 

G^U-^ 0*^N^ 2) Q_NC0 O^^^N^ 

&01 B-03 

(^*^ RMiBuf3i:i^lt^ ; n(i 1 W±©S^o ) 

15 'fb^tl(B-02)©-&J5g 

^b-&tl(B-01)(Z JSft ^Hjt&^ -&T X "fb-&«&(B-02)$Sii-r 5XgT- 5 o 

'fb^t>(B-01)i: U-Ctt> ^J;tfix l-:/5";i/-2-:r:^V -1,2,5,6,7,8,9,10-;^^ ^ t KD 

x^ji^ifimrt^o z(Ds.]>5'mt:m&mmt?>ziiizj:f). 'fb^ti(B-02)^s^3i 

{b^ia(B-03)®^fi£ 

jt^^H^Yb JV-p«5^;i/^;i/:1^U >^JI1§(1.93 mmol/g)#ST> 7 5>(R«-NH2) 
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|/^Ttt^ #S©T5 >=£Mffl-ri);ii:A^T-t?)o cine J: D^^J: < ^aoR*^ 
^ (B-03) ^ ii -r s c i: AS -e § s o 




(i^tf". R2, R\ Rn R^ R'^ttBuaBiilllii^ ; n{i UJt±®M^o ) 
{b^tl(C-O2)0^^ 

^^^@^<b iV-p<?^;i/^;i/*'; >;^il|(1.93 mmol/g)#^£T^ ®^o'J h'CR"- 
COCl)St)'^b'&iKi(C-0l)*SJ«:$-&-5c:i:ir ct !3s *|gB^^b-&i^(C-02)*Sijit-S 
20 XgT'^So SJS?§jii: bXtts ig'fbp<f-l'>^l^^ffiffl-rsc 
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10 cne)CDSffi-g-fig-ei3gffl$tt^T^ : (OH) 2 tl^-fb^tls 

S : R*NH2T-*$n-5'fb-&'fe){±x l5®-fb-&t)^Mffi cfc V^ gij^-^fig 

b-C*)ctV^. 

m<om^^&i^\^x. '^b•&tK^)'Pl^s^*H^b^ m^^mm<o^ : r^-b (oh) 

cD^b^t)®4'*^e)Sja>5:g^*^^-r-5'fb^ti^®JRt-SCii*s-Cts 

20 

^ v-^mMt^ztifix^ corn. ±m<DXoiz7.yv 'y v-^m^m 

ffibT^)J:v^b^ ±IBi:ttS'J^c:/1^^;^^^t:-^^tJ■c*. J:v^„ ^fc. >im®>i^ 
25 ^-r 'j-i:Jix ^ii®lfl5^^ii^&^r-2> 2ijl±®-fb-&t70«-^^^i*f §0 
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1^L\^mmtLX. IfU K>#*&03iSlCT^ Ki^^ (-C ( = 0) -NH-X 
li-NH-C (=0) -) ^^t^^i^m\f^fi^o 

0Siif^05!^-^e)f> ffeogmsi^o^f^^gfitji: bfe>^<^ u-->^7^;^>^«•r 
lo ^iihifx^^. m\z:^mti.mTt^^mm (sar) -^m^tzmzM^ 'ptj^^i^ 

15 

20 m^mW^^^}i\t. l3y±\f.J>(Y2m.§i^^\::M\.X7>^-:i~7.Vi'<Fm-t 

ru Yyyifit. ^m^i^^f^Tx ^ > \^rsiz^\,^xM^mizm&ti::^mmih 

25 -f •& N M^it Design of Prodrugs, Elsevier, Amsterdam 1985 IZMM^ tl 
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<Dmm& m^it. rs^y. t Kn^ri/^x t^, s^mm^mxvxmmt^zt 

15 «l©7 7;i/+;V7 5. >m ; t; 'J i;>ms t^n U df-y i; w v^y U > 
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*^BJi^b^^tts *>:Mf>'^ K 2SS^^^::J)Sg|#-rSi^a{3^b-r 
^&ilSX^i^Bi5®SfiU■C•^ffl•r■5C:^;*s-e#•5o^»)^^^^ Proc. Natl. Acad. Sci. USA 
10 96, 14228-14233. JCtts ;«7>:M;-y^ Y 2 M^mi^T :^ -7, h ^sinlij^J^^ffl, ^ 
Jli{^ffi<&%-r^ elB^^nrV^^o Sfe> Nature, 1998, 349, 277-281 

Cancer Research 61(2001)5784-5789 13 li. *>:Mi>''f K 2 =f-;^ 
^A5J8iil5i©31,^gf^ffl§;t-rSMi3m$^^TV^^o ^fz. European Journal of 
15 Pharmacology 396 (2000) 85-92 II iiyi-'^J^ Y 2 m.§.^W7 y i' ^ - 7. Y 
#a^#^S*-ri> tSB4S$n■C^^2)o^ e>K:sJPharmacolExpTher, 2001, 296, 
420-425 13 tt. 2 SS^*^SH4#M (Tzfr:;^ M'^MStF/Jl 

ttz. K 2MS^^*^tSl^Jtt^ "yvV Thy-l m#mie^?0^t:^■r 

25 5$|I$lJ^mS:>ibT^/^?)Ci:As^W^>nT*5^3 (WO 97/29079) ^ 
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nfi.>^<D^un^mM. ^5vw±. m^^m. -STaM^ti^oaM^ 

5 '^WiyL\t.mMm.. mx^. ^w^. s^^m. 'bL<iiWimm-^i^<Dm&i& 

yifLxi>x\.^o i^uyrm. mm. mmm^jii^omi^mmom'^. mK.it. m 
15 mtm mK.it. ^^)u-k)ia-7.^) , ^{tm m^it. ut^^ym) . 

©ji^si®iN-rnT* J; <^ zti^itmm^^m5nt^wi.m^}f^'^^\^x\^xi> 
cfcv^o \&xMhLxm^t^^'^it\&x^iizm!it''-s5m'^mmtLx. j^mmtb 
xmmt^m-^i>mmxitmmihmt{^xmi'^^o 

20 

:^^mih^^(D^-^mit. ^-^mm. m^cD^^. 
itmm-^ii^mm i^^tttut) tui^iz^b^ta^. mmffaizitmmcDmmiz 

gfc5>tli.**s mnltSt-^om^. Ikg fefc t)x 1 B 0.0 1 ~ 1 0 Omg. » 
*L<{4 0.0 1- 1 Omg^ «t t)»^ L<tt0.1'- 1 Omg^ ^^)lPS!#©«^^ 
25 1 kg t) ^ 1 B 0 . 0 0 1 ~ 1 0 0 mg. S U < tt 0 . 0 0 1 ~ 1 mg. cfc D 

»SL<{i0.0 l~lmg ^Mt^o Zti^l-'AmiZ^mLX^-^ttHtJ;: 
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mmm 

Me: Et: nPr: n-7*D t:;i/, iPr: ^'V^Otf;!/. 

nBu: n.:/5^;^^ iBu: sBu: sec->^^;i'^ tBu: tert-::/^;!' 

Ph: 7 Ac: Bn: 

10 DMF: N,N-i? ^ ^>\/ii^)\/KT X h\ THF: xb7tKD7^> 

Ms: tbdms: tert-:;^?•;^i'^ 

<IISE^»1 l-004> 



OMe 



o o 

Me toluene 
1-004-01 



MeOCHjCOCI 



OH 

XX 



Na 



EtOH -toluene O N Me 
Bn 

1-004-04 



10%Pd-C/H2 
aq. DMF 



N O 

^©'^"S^^^ Pyrldlne-Et20 
Me 
1-004-02 

Ph MeO^Is^Me 
Bn 



Bn^,,>==0 
N O 

Me^Y^O^* 
Me 

1-004-03 



K2CO3/DMF 



MeO>^^^:\^Me 

^ X X 

H 

1-004-06 



1-004-05 

MeO. 



NaOMe / nBu-l 
DMF 



►.^^Me 

O^N^Me 
nBu 

1-004-07 



Py.HCl 



15 



HO^^v^Me 

^ X X 

O^N^^Me 
nBu 

1-004-08 



NaH/DMF 



1-004 



nBu 
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2- ?^'^)VT-^ YT-b^-V (1-004-01) (115.34g)^ 

(85.73g)^ h))^^>(i.eL)(Dm^^. mmnm^p. l45•c^^^§E^J■^ si^h^^sbijs* 

5 ^^^ffim@S^TV^^ 600ml ;&S5fe^^ j^EEgS L/X5^;i/ S-'^ > i^^VT ^ ^ - 
2-p<^;i/^ D h :^- Kl-004-02)(195.66g)<fe^f feo 

»H NMR (300 MHz, CDCI3): 6 1.28(t, J = 7.2 Hz, 3H), 1.80 (s, 3H), 1.93 (s, 3H), 
4.13 (q, J = 7.2 Hz, 2H), 4.43 (d, J= 6.3 Hz, 2H), 7.20-7.40 (m, 5H), 9.65 (br s, 
IH). 

10 b) N-^yiP)V:A Y^i^y^^ ^ Y-2-::^i-)Vi^u h (1-004-03)© 

fig 

3- ^>i^)\/T 1 y' ■2-:^^)i'i^U (1-004-02) (97.83g)^ Jc-x 
)l{2l.)\zmo S?bs MSimSSI'x 2K^^r«#T> U >(35.6ml)Sin^V>nfe^s 
P^^a S-^e'Ct^^ Y^i/T^f-)\yi>n^) K(4O.2ml)0:ii-'x;i/^?g§ 45 ^S-TJ^T 

15 Lfco 30 ^^W^ff -^feo 2 f^^^^ SJi5m-&'^'&*7jc(1.5L)cf 

axbx j^-7^;i/-e 2 Elfflm^x 2Ki5l5(iL)i |g^> fiWzk^^S-eiJfcrf Ufco fftili^ 

K-2-p(f-;l'^7 P (1-004-03) (111.47g, 91.3%)^ a^^t^^-e^fee 

'H NMR (300 MHz, CDCI3): 8 1.21 (t, J^ = 7.2 Hz, 3H), 1.74 (s, 3H), 1.89 (s, 
20 3H), 3.44 (s, 3H), 3.97 (d, J= 14.7 Hz, IH), 3.98 (q, J=7.2 Hz, 2H), 4.12 (d, J= 
14.7 Hz, IH), 4.31 (d, «;•= 14.4 Hz, IH), 4.95 (d, J= 14.4 Hz, IH), 7.20-7.40 (m, 
5H). 

c) l-^>'y)\/ 5,6-S^^f-;i/-4.t KD;r^i'-3-^ b^PS/ 2-\i^) F > (1-004-04)© 

25 h;i/ai>(1.39l)2iyfx^ y-;i/(2.08ml)O^^it'K:^J|± h U 

A>^- (7.98g)^^DxAi^^ 140•C«&^S*T•^^^JiSlET^ (i-^>i^;i/)-^ h 

dri/T-b^ 5 Y-2-:^=^)\^^uY±-Y (1-004-03) (105.93g)® h ;i/X > (340ml) 
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mm^ mm 20^11 mTL. ^ecot^mnMrn^'ii^tzo zmm'^. RH&m-^m 
^^K^mwL. 4N i^m-i^^^ v->(86.8mi)^ lo^t^gTL/^ "tcom^umn^ 

fTofeo2BtP^^.ffttJt)^5mb h;i/i->^5fe^U 73.16g Sff feo#e>nfc 73.16g 
lZi7aut^)VA (500ml) 1 7JC (500ml) ^M^. 65°C 7jc ^± T' iDlS^^ U M 5 
5 Sfc:^DD*;i/i:.(250ml)T-Ji&iBLs Tie ^5fe (250ml) 1 t^IfT^fe^^ iiiSE^^^^^ 

^E@*tT 54.95g$t#fe, t9e>nfc 54.95g fc:f^Kif-;i/x 
;^5";i/(50mi)St53i-5^;i/(50mi)T'j5t^bs i-'OS?;!/ 5,6-i^;'< f-;v-4-h K 

dei/.3-^ K> (1-004-04) (53.95g, 60.0%)S^fe^^i: bt^feo 

IJIjS 212'Co 

10 NMR (300 MHz, CDCI3): 5 2.03 (s, 3H), 2.19 (s, 3H), 3.99 (s, 3H), 5.38 (br 

s. 2H), 6.41 (br s, IH), 7.11-7.33 (m, 5H). 

d) l-^>y)V 5,6-S^^ 5=-;i/-3-^ b 4-0-(l-7 i n;V.l.^r-7' h 5 V U ;i/)-2-tr U 
K> (1-004-05)© fig 

1- ^ > i/* ;i/ 5,6- p< ^ ;i/ -4- 1 K n ^ i' -3- ^ h ^ iy 2- 1: U K > (1-004- 
15 04)(25.93g)St/f 5-^'nD-l-7 3i^;i/-lH-'r h7y-;i/(21.67g)Mt:i^^:i7 ij >J7 
A (27.64g)t^^m«S4's DMF(300ml) Siax.es b^l^jlif <&fT o » 4.5 
^^ SlS?i^tJ<^*7jc(lL)cfJCaXbP^3:f-;i/(500ml)-^ 3 lnaiB^^ 
(500ml)2 ElfTofc^, m.m^^^iy^2^1:^mm. mBE-^^Ltzo m^tltz^^ 
(42.4g)ST-fe h >(300ml)tiPS^<SUlSffi^Si^x :c-7^;i/(300ml)*iP ;?.*f tB 
20 UfclgffiSJigXb, l-'<>i^;V5,6.i?^f-;i<'-3-;< h 4-0-(l-7 a:^;i/-l/r.7' b 
7^/U;i/)-2-tf U K> (1-004-05) (29.87g, 74.0%, ll!;^ 178'C)*^fco RMWi^ 
*y^)ti>f))/tl^ K^U^Y (150g, CHClj)*! ^ S ff ^ t 1-004-05 (4.3g, 10.7%) 

NMR (300 MHz, CDCI3): 6 2.07 (s, 3H), 2.28 (s, 3H), 3.79 (s, 3H), 5.41 (br 
25 s, 2H), 7.15-7.84 (m, lOH). 

e) 5,6-i''^^;i/-3-p< y^^y^-V.^) K> (1-004-06) (O-^fig 

i-^>$^;i/ 5,6-i^^g^;i/-3-^ h^S/ 4-0-(i-7 i-;i/-i.h^x h ^ V u ;i/)-2- 1 u 
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Yy (1-004-05) (27.15g)0 DMF(272ml)^?gt: 10% ^■?7i^':7A^||(5.43g)CD2k 
(27ml) SSi^?&i^l^X.V^tl^ 5kg / cm^iDETs ^Tat* 4>E3a7G ?&^f o fee ^^-Q 
10% y«7y'i;A^5!l(2.72g)*3iiinLfeo 48 l^ia^. M^S-b^-f h±T?«5feL 
p< tS' ^ -;i'i5fe?#bMEg* tfco f#e)tlfcBSt37jC(160ml)SSax.s 85'C7j<?S±t: 

(11.55g)Jc:r -b h >(110ml)*i)nitgMS*!^^N ^fel&**atlSl L> 1-004-06 
(8.23g, 79.8%, 16;^ 215-9°C);£^f fco3Z.ii?^i)^e>lia<Z)$!lS<£^f I^KHt- 1-004-06 
(0.31g, 3.0%)^tf fee 

NMR (300 MHz, CDCls): 5 2.07 (s, 3H), 2.28 (s, 3H), 3.79 (s, 3H), 5.41 (br 
10 s, 2H), 7.15-7.84 (m, lOH). 

f) l-y'^;!/ 5,6-i^p( f-;b-3-^ V^i^2-\iU K>(l-004-07) <D^m 

:>^'^)V-3-^ h^iy 2-lfU H> (1-004-06) (306mg);RZ;f7jc^'(b U A 
(157mg)ii n-r^i' -;i/(13ml)&in^!!^S t^^^^ft4'> 1-3- H > 
(0.44ml)?&Jn;is 85°C?SvS(ti-C-iniftffi#^ff ofco 24 SliSS^ifel^MEE 

15 t^ BS<&if^3i5^;i/ii7k{i^PLi^^i5^;u-c 2i5if4ti3^> TkiJfe i He 

m^^iJ^^i''t'A-tfg*i^^ MJESSLfco (330mg)^i/ U^-y;!/ 

*5 A^D KD— ^'l-jb^A B,h;i/x>-THr b >(3:l))<&fTV'>x l-:/5=-;V 5,6- 
i?^ 5^;p-3-;>< h:^i'2-t:U K> (1-004-07) (124mg, 29.6%)^ fffe„ 

»H NMR (300 MHz, CDCI3): 5 0.96 (t, J = 7.2 Hz, 3H), 1.36-1.48 (m. 2H), 
20 1.60-1.70 (m, 2H), 2.09 (s, 3H), 2.26 (s, 3H), 3.78 (s, 3H), 4.08 (t, J = 7.8 Hz, 
2H), 6.44 (s. IH). 

g) l-T'?";!/ 5,6-i^p< ^;i/-3-A'f Yu-^^y2-)^^) H> (1-004-08) ©^fife 
l-zr^)\/ V^i/ 2-t^'; K>(l-004-07)(124mg){Cl^ i; 

\ 

\ j^^av ^•(293mg)<&^^^^ mnnm^p. 30 

Di^S<' 2-\i ij K > (1-004-08) (94mg, 81%, iS^ 112-116°C)^^f fco 
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NMR (300 MHz, CDCI3): 6 0.98 (t, J = 7.2 hz, 3H), 1.37-1.50 (m, 2H), 
1.61-1.72 (m, 2H), 2.08 (s, 3H), 2.26 (s, 3H), 4.10 (t, c7 = 7.8 Hz. 2H), 6.66 (br s, 
2H). 

h) 3-(^>y:^-^ltV-;i/ 2.-f ;i/;t^i^)-i-7^^;i/-5,6-y^f';i/-i/f-t^ U i^>-2- 

5 :r> (1-004) O'&fife 

1-015 illRHitffofe (66.7%, ill;^ 106-8-C) o 

%mm i-ooi-^M^a i-oos }L%m.m i-oos i-oo4 }Lnm'^^^\^ 



10 <: 



1-013> 



Me 



HCOgEt 



O^Me NaOMe 
2-Butanone 



ONa 



Me 



NC^CONHz 



H 

1-013-03 



Me 



1-013-01 



O 



/AcOH 



HNO3 



H2SO4 



02N^^j^Me 

" O^N^^Me 
H 

1-013^ 



" O^N^Me 
H 

1-013-02 



CHCI 



PCI5 



02Nv^:??v^Me 
Cl'^N Me 



1-013-05 



MeOH 



OzN-^^^rs^Me 

MeO^'^N Me 
1-013-06 



Pd-C/Ha 
THF 



Me 



MeO^N Me 
1-013-07 



S 

X 

EtO SK 



EtO 



Me 



'XX 

MeO^N^Me 
1-013-08 



1) NaOH/EtOH 
2}DMSO/85'C 



O^N-^Me 
nBu 
1-013-11 



XI 

MeO'^N^Me 
1-013-09 



nBuaP 



PyHa 



HS. 



aq.acetone 



nBu 
1-013-12 



Me 



Me 



NaH/DMF 



RI/K2COS3 



O'^N'^Me / DMF 
H 

1-013-10 



nBu 



1-013 



a) 2-^^)V-3-^^V-:r^i--)V • i-hV^2xm (1-013-01)0 
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28% :^ h -i? b^^i/ H-^ ^ y-;^^^£(l38ml)^cMmm^'^'^ ai-5^;i/ 
(920ml) * in ;i#iKb^ *^^8^#T^ 2-:^^ j >(5i.2g)J:3if-;i':j^;i/>(- K57.2g) 

*faibfcftlfe^^?&^Sib> 2-^5^;i'-3-;t:^V-:^^:^-;i' • :^ h U t? hW, 
5 (1-013-01) (60.66g, 70%)^#feo 

NMR (300 MHz, CDCI3): 8 1.62 (s, 3H), 2.13 (s, 3H), 8.99 (s, IH). 

b) 3-S/Ty-5,6-v^^^;i/-2-KU h'> (1-013-02)©^J5S 

2- ^^)\/-^-ir^V -rf ^ ir-)\/ • h U 'J'Aig (I-OI3-OI) (34.73g)t7jc 
(546ml)*APX.> 2.i'Ty T'-fe^ $ K (23.91g)^Sn;t AfL> M^^T 1.76 t'^ 

10 U i;^'t7A7'-fe^- ^(119.4ml)5iPx.^ 127°C?a?§cfi-^ m#SS^^&^To fco 21 © 
SJi&^StSf^(42.7ml)^S:|*l^ 65'C©^}Zij>L1'oin^An(15 ^)s 
^ ^ l^ s 1*1 ?a 24°C iz: «C o T *^ e. «f ttl b iS ^ ^ 5 11 b * ?5fe b > 3- 5^ y -5,6- 
i^;>< f-;i'-2-1i >; K > (1-013-02) (27.76g, 65.9%, Sl!;^ 258-263'C)*^^fco 

NMR (300 MHz, DMSO): 6 1.98 (s, 3H), 2.23 (s, 3H), 7.95 (s, IH), 12.45 (br 
15 s, IH). 

c) 5.6:i?P< ^;V-2-l^ U H > (1-013-03)0 ^fig 

3- S/T>' -5,6-5^^ 5";i^-2-tf U b* > (1-013-02) (12.0g){Z2k(293ml)$in 51^ 
b^ igm^ (293ml) Si)P;i. 135*G^?Stf T'^J^ji^^&tf o fco 3 SftW^^ 

bMffiS* bfeo BS(24.76g){3 O D Jf:;i/A(300ml)i:^ ^ y -;i/(15ml)^ 
20 Jn;?.x 65°C*?g±T'iDSb^?^tl^5*bfco SC^MS^' DD3^;i/A(200ml) 

i:^<$'y-;i'(i0mi)T"l§l^{c5!iabfe. ^?^a5§^#b«ffi©*bfeo if 5>ti;t: 

a^(13.26g)C^iJ'y-;i/(150ml)<£Ja^> i^^* U 'i' A(10g)<l:Ja;i> 30 
Bl^^s ^^«a^5=feb^ffi@*bfco-#e)tifc^«(l4.7g)t^ n D*;i/A 
(200ml) &*D;?.s SV^^tl^5*biiffi®5&bT bfi-V ^ y (1- 

25 013-03) (9.41g, 94.3%, 202-207*0) o 

^H NMR (300 MHz, CDCI3): 6 2.05 (s, 3H), 2.31 (s. 3H), 6.38 (d, J = 9.0 Hz, 
IH), 7.26 (d, J" = 9.0 Hz, IH), 13.17 (br s, IH). 
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d) 5.6-i^^5^;i/-3-- h D.2-t; U K> (l-O13-O4)0-&fig 

5,6-S^^^;i/-2-lf U K > (1-013-03) (3.695g){; 7k ?$T> mUM(.38ml)^m X.m 
S?Uj!k?^^i$Ts 70% 5g^(3.53ml);&|*l^a3~5'C7? 5O^-eflSTb^0^^S# 

5 5,6- ;>< ;i/ -3- - h D -2- 1: >J H> (1-013-04) (3.102g, 61.5%, Hi ;^ 251- 
257(dec))5&f#fco X> zKl & ^ D D A 5 HlJSai b^ ISli® V $/ A T' 
^^ M£E?ilib^l±{bfc|gS^51SlLx 271ing(5.4%)§ff feo 

^H-NMK (300MHz, DMSO):2.06 (s, 3H), 2.29 (s, 3H), 8.35 (s, IH), 12.79 (br s, 
IH). 

10 e)2-i7XJU.5,6-yjt^)V-3-=.YU-i:Vi^y (l-O13-O5)0-^m 

5,6-i^^^;i/-3-:i h P-2-tf U K> (1-013-04) (841mg):RUfSS'(b^l?(1.25g)<£: 

M^^sstfs l4o•c^^^&^^'T•i^llft^fi#s:^f ofco 35 sj;&m^ti^&jK)^u. 
^&^^i]at.mm^^^yt> h-^^m'^sUm^^bmrn^mmcD t-^ d n-5,6- 

15 i?^f^;i/-3-- h D-t: U (1-013-05) (842mg, 90.2%)<& ft ;feo 

»H NMR (300 MHz, CDCI3): 8 2.38 (s, 3H), 2.58 (s, 3H), 8.01 (s, IH). 

f) 5,6-S^;>(^;i/-2-;>< h ^ 3-- h D - 1: 'J > (l-013-06)CD-&^ 

28% i-Y^) '^K^ y^ly h*(l.llml)i:p<<5'y-;i'(5.5m)4'tlM^M^tti, 
a^Tx 2-^^ n D-5,6-i?^^;i'-3-- h D-li U (1-013-05) (837mg)® ^ 

20 -;i/(6.6mi)?§MS s^-eiSiTb 50'C*JStf-c 7^iigiiDi9im***ff ^fcoSiS^SlC 
"^A-els^ibji^ES^titpyi^fe^^o 5,6-i^^f-;i/-2-^ h^e/ 3--bD-t^ 

Ui>> (1-013-06) (675mg, 82.6%, ffijil^ 71-73*C)*^feo 
iH NMR (300 MHz, CDCI3): 6 2.28 (s. 3H), 2.48 (s. 3H). 4.08 (s, 3H), 8.07 (s, 
25 IH). 

g) 3-T5 y'-5,6-i^^5^;i'-2-^ (l-013-07)CD-&fig 
5,6-i^^g';b-2-^ h^J' 3-- h D-tf U (1-013-06) (2.56g)Sx h 7 t K 
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ay 7>(41m.l)izmBL 5%y^5y >t7A^^(450mg)CDp<^ y — ;i/(41ml) M^Wi 

K ^ -5,6- ;>< f-;i'-2-^ h ^ 1^ U > (1-013-07) (2.096g, 97.9%, 56- 
58•C)^^f feo 

5 'H NME (300 MHz, CDClj): 8 2.12 (s, 3H), 2.30 (s, 3H), 2.48-3.49 (br s, 2H), 
3.95 (s, 3H), 6.70 (s, IH). 

h) 5,6-i^^ ^;i/-3-[[x h dpi/(f-;r*;i/5j^*:^;i')]5^;t]-2-^ (i- 

013-08) 0-&fi£ 

3-7 5 >'-5.6-t^;>{5^;i/-2-^ h#^trUi^> (1-013-07) (1.787g);&2k(3ml)i:Ji 
10 ^^(3inl){C^^^s :?K-T-b b >^^?S(3SU^ ^^iPtiJ^fiTs M«g^ V -ir(4.81g) 
CD7jc(27.1ml)^^<£f*lS-4~-5°C-C 45 ^-e^iT^^ ^0^^ 20;9'^J^bfco - 

by y 'i7A(l2.64g)^:2k(l7.3ml)^::^Pb^ 40'ca^&*-t? 

fco ;i/®^S(12.49g)*e^U ^y^V*^ A^D V b (300g, h;i/J^>-^^ 

■If >(2:3))?&ff V^^ 5,6-i^^ ^;i'-3-[(i: h :^;i')]5";t]-2-y hd^i/ 

l:fUi^> (I-OIS-OS) (6.281g, 36%)^ i: t T ft fe j^. Cdtf^^nfe 

20 NMR (300 MHz, CDCI3): 5 1.45 (t, «/ = 7.2 Hz , 3H), 2.18 (s, 3H), 2.39 (s, 

3H), 3.98 (s, 3H), 4.70 (q, J = 1.2 Hz, 2H), 7.47 (s, IH). 

^H NMR (300 MHz, CDCI3): 6 1.33 (t, J = 1.2 Hz , 3H), 2.21 (s, 3H), 2.44 (s, 
3H), 3.94 (8, 3H), 4.60 (q, J^ = 7.2 Hz, 2H), 7.43 (s, IH). 

i) (5.6-i?p<9';i/-2-^ Y^^y\f:^)Vy-Z->{}\^yJ7.)\^yA K (l-O13-O9)0-^fife 

25 5,6-S;^^;V-3-It:ii h^i^(5^2i-*;i/#-;i/)]^:r]-2-p< 1 U i:^> (1-013- 

08) (6.275g)&aii5' y-;i/(200ml)t;^PbM|gm«Et|'. MMM^y . IN Tlc^^b 
:h h 'J >i7A(67inl)<&-J^CJn^Ans -l!fem#<&fTof=, ISI^H^s «ftBi^$5 
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l)lt7jc^5tU(543ing)$:^feo X^ 5N ^^7j(^^gt:i)P X. pH 3 i; LME®* 

g*L(2.00g)t:^»fco 

^^^T^ ±t?ff eti-fe 2.oog t 543mg u 7 ^f-'f K 
M-&ife{::^JB«if'fb> *(ioomi)**D^Ans 30 ^itibtzn^ 

B^tLX(5.6--^^^)V-2-?t. V^i^t:^)iyy-Z-^ )Vyy7.)\^y ■< Y (1-013-09) 
(2.23g, 54.4%)^^fco 

»H NMR (300 MHz, CDCI3): 5 2.16 (s, 3H), 2.36 (s, 3H), 3.96 (s, 3H), 7.53 (s, 
10 IH). 

J) (5,6-y^^;i'-2-t; >; vy-z-^ )vyj7.)\/y ^ Y (1-013-10) ©^bK 

(5,6-S^^f-;i/-2-^ Y^^y\i^)''jy-Z-'i )VYJ7.))/y ^ Y (I-OI3-O9) (2.225g)K: 

>j s^-e^Ai^ D u ^♦(7.69g)>&^^;t^ ^m%m,^. i&o-c^m^-^iR^mwx^ti^ 
40 7j<(ioomi)<^Jnx.^^if# b5mL7j(;gt t^ie^ 

15 *iD(5,6-s^<;« f^;i/-2-i^ K >-3-'f ;i')i^;^;i/7'f K (1-013-10) (i.736g, 85.1%) 

L^S®* LTfi e> ti;fea^(81mg)^&:i:^ y S{3|ie«&5fe© g 

fi<]^(41mg, 2.0%)&f§feo 

NMR (300 MHz, CDCI3): 8 1.95 (s, 3H), 2.13 (s, 3H), 7.42 (s, IH), 11.89 (br 
20 s, IH). 

k)(l-:/5^;i/ 5^;U-2-t: U Y >-3--( XJVy ^ Y (l-O13-ll)0-&fig 

(5,6- ^ ^ )\^ -2- U U Y > -3- -i )V ) iP 7. )\/ 7 Y (1-013-10) (31mg) & 
DMF(lml)i:M^b> 1-3- YrSf>a8mg)m^Xmmi3 U t7A(42mg)^in^M 
mnU^. 3 BF^^M^If *fT-pfc.SliBig^i^CP^x5^;i/^Jn^7k4'taXb> 

25 2 Ill}st^l^^ i Ii^f^^i^^■Ty^^i^'^A•r•^^m^ ME@*b 

(39mg. 92.9%)*^§fc<. j^x C C •C^§fc^b'&^^tt N M R J; t) 20%O l-:/5^;i/<*: 
(l-013.11)«^tfo 
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I) V-2-\i^) H > (1-013-12)® ^fiX 

(i-:^5^;i/5,6-J^p< ^;i/-2-bru H >-3-Y ;i/)i;;^;i/:7^ k (i-ois-ii) (i23mg)S 

7 -f -(h;i/ai>-T-fe h >(39:l))§fTV'>. ^^tio l-T"^;!/ 5,6-i?;>( 5=-;i/-3-^ ;i/ 
:^3 7"h-2-h:U H> (1-013-12) (llmg, 8.9%)$: fffc o 

NMB (300 MHz, CDCIb): 8 0.93 (t, J = 7.2 Hz. 3H), 1.32-1.45 (m. 2H), 
10 1.62-1.72 (m, 2H), 2.11 (s, 3H), 2.32 (s, 3H), 4.20 (t. .7 = 7.8 Hz, 2H), 7.68 (s, 
IH). 

m) jv-i-:rf-;i/ 6,6-i?^f-;i/-3-('<>X;r^-9-\/-;i' 2-r;i/)5^3i--2-t u H> (i- 

013) 

9c (om&m 1-015 tmMi^n^^. i-y^^i^ 5,6-i^^^)v-3-?i)i'i3yh-2-\fv k 

15 >(llmg)A^e)^ ^g^tt© 1-013 (4.5mg, 26.5%)<&^fe, 

^fes mmm 1-013 tmm-^^miz^y). mmm 1-012 %<^mLtzo 



1-014> 



HO^ a,/cHa ^ HOy^ NaOMe "°Y\ 

1-014-01 1-014-02 1-014-03 

Py-HCI HOy^ _ ^°'Y\ NaH/nBul '^ ^"°^\ 

. <M/i Ail n-Bu 
1-014-04 

1-014 

20 a) 2-^DD-3-'>'f h*Odpi/ 6-.?{^;H:^U (1-014-02) fig 

S-ZN-f KD^ri/2-^5^;i/t:U y > (1-014-01) (27.01g)l3^iii^ (200ml)§iD:l 
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P> (1-014-02) (23.96g. 67.3%)$ ?9 fee 

b) 2-p< h ^5/-3->'>-l' h-D^i/ 6-^^;H^ U (1-014-03)® -g- fig 
^Ji^iJ^t^ 2-^^ D O-S-ZN^f Ko:i|ri' 6-p< >; (1-014-02) (22.91g) 

5 43«tUf 28%:h h U 'i'A^ b=3ri/ K-;><^y-;i/^it (120ml)?&in^ ISO'Ctt 3 
B^SiSUfeo SJ!S^f::?Jc7ic (l00ml);&j!iPx.S^{CTEfiW LTSjsS^S?^ t'^T^ 
@L/feo c:^DaS&^DO/}^;l/A{It^>>;*'^f;^^^v ^^ffv^gfl<]i:■rs 2-^ 

h^^>-3-/\'i KD^S/ 6-^f-;H^ U (1-014-03) (10.44 g,48.1%)SWfeo t 

10 ^H-NMR (300MHz, CDCI3): 8 2.35 (s,3H), 3.97 (s,3H), 6.60 (d, «/= 7.8Hz, IH), 
6.98 (d. J= 7.8Hz, IH). 

c) 2>3-S^/N'f h'Odp-> 6-;><5^;H:rU (1-014-04) O-^fig 

^fe0|li^■?^f 2-^ bdpS^ 3->'\-^' HD=5r-> 6-^^;i/t >J i'V (1-014-03) 

(10.43g) ttr'J 43.3g ^i^;?..M^m^^T IBO'CT- 1B#P^$ t 170°C 

15 f 20 ^tm^Sci'Ltzo SJSt^CHjO (50ml)i&JDX. 5% ^ ^J' ^ -;Wfi^^3i^;i/i5 

DBJ^eec^^^fffco C® 2,3-i^>'%-f h* D:3pi/ e-;<g^;i/i; U (l-014-04) 

d) i-:/^;i/ 3-:r5^;i/-6-;>( f-;i'-2-b: u H > (i-ou-os) o-&jt 

20 Jliii® 2.3-i'>'%'f Ho:?F$/ 6-^f-;i/t U (1-014-04) (16.04g)$|g*i DMF 

(70 ml) l::^** b@#T' 60%7jc^fb± b U -i? A (10.25g)S iba-f ojp x.M^T^ 
?ak:T 30^^i$Sj;S^-&fco 1-3- > (29.1 ml)-DMF (30ml) J: 

-'>i^7jC^?gt$:iD;lB^^JC^;i/ 150ml Ct: 3|iJSli±iUfco $ 6 K:7jc® ^ ^ O D :<}> 

^;i/-6-;>{^;i/-2-tf y K> (I-OI4) (8.915g) <£fffco (JR^50.1% 2Xg) 
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^H-NMR (300MHz, CDCI3): 6 0.96 (t. J = 7.5 Hz. 6H), 1.43 (m.4H), 1.67 
(m.2H), 1.82 (m,2H). 2.31 (s,3H), 3.88 (t, J= 6.6 Hz. 2H), 4.01 (t, J= 7.8 Hz, 
2H). 5.87 (d, ./= 7.8 Hz, lH),6.52(d, J- 7.8 Hz, IH). 



1-015> 



g i^-'^x^ Me02C 

n-BuNHg JL MeOCH=C(C02Me)2 



toluene L J diglyme ) ^ THF I _ 

^ A7-Bu /?-Bu 

1-015-01 1-015-02 1-015-03 

Ji 

DMS0/(C0CI)2 



OHC.,^^s>^^^ 0 m-CPBA / NaH2P04 HO.^^;^^^ 
J[ I J CHpClp 1 X J 

O^N-^ I^NaOHaqJEtOH O^N^^ 



Et3N/CH2a2 

/i-Bu ' n-Bu 

1-015-04 1-015-05 

NaH/DMF or^N"^^ 

n-Bu 
1-015 

a) D^^i/ 'J t'V-T 5 > (l-015-Ol)®-^^ 

D-v^it./' > (10.36 ml, 0.1 mol)tZs l-:/5^;i/T 5 > (9.88 ml, 0.1 mol) 
i: h;i/x> (16ml):&iP;?.^ ^ ^=^i7-J'r-:/4A$Atlfe7^f 
10 »lt@?£ffl^^rJB^2fc^#Ts 24l$F^iDl^il«lELfee SJsS^S^^iSS-r-^ffJP^MjEa 
iHL^ ^li§Mffi^®(64°C, 2 mmHg)LT. ^ D ^ ^ U 7^ > -T $ > 

(1-015-01) (12.8 g, 84%)<£^Sfe^i^!aSi: UTfffco 

^H NMK (300 MHz, CDClj): 6 0.93 (t, J= 7.5 Hz, 3H). 1.35 (sextet, J= 7.5 Hz. 
2H), 1.58 (quint, J= 7.5 Hz, 2H), 1.61-1.70 (m, 4H), 1.71-1.77 (m, 2H), 2.30 (t, 
15 J= 6.0 Hz, 2H), 2.34 (t, J= 6.0 Hz, 2H), 3.30 (t, J= 7.5 Hz, 2H). 

b) l-::?"f-;i/-2-;!|- dp V -1,2.5,6,7,8-^ :^r1?-t H D->r v^y U >-3-*;W3j?>^;>< ^ 
;i/ji;^r-;i' (1-015-02)® 

D'v^Sri^ 'j X >-T 5 > (I-OI5-OI) (12.8g, 83.6 mmol) § ^J-* V 

A (75 mi){Z}gMu i2o°c k:iDf?!iUfc« c: ©i^rlic ^ h ^ ^ P D >^ 

20 (14g,80.4mmol)Oi?^^v-f (75 ml)S 1 I^KA^ftT jgT b$ 6 Ic: 
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5^;i/ (1-015-02) (15 g, 71%)^&^fe?fi<^t)® i: b-Cf#fco 
5 NMR (300 MHz, CDCls): 6 0.97 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J= 7.5 Hz, 

2H), 1.63-1.78 (m, 4H), 1.87 (quint, J= 6.0 Hz, 2H), 2.57 (t, J= 6.0 Hz, 2H), 
2.73 (t, J= 6.0 Hz, 2H), 3.90 (s, 3H), 4.02 (t, J= 7.8 Hz, 2H), 7.92 (s, IH). 

c) l-:/^;i/-3-t: K D^i^^ f-;i/-5,6,7,8-7^ h 7 b h* a-l.H--:3f y 'J >-2-^> (1- 
015-03)O-&J5g 

10 l-:r^;i/-2-:;r^V-l,2,5,6,7,8-'v:^-9-b Ku-f V^^y U >-3-p!7 

(1-015-02) (130 mg, 0.5 mmol)* THE (12 ml)^Z^^b^ CeCl3'7H20 
(372.6 mg, 1 mmol)a;7jC|^<b*'>^';^'i'A (21.8 mg, 1 mmol)S*DitN Mfit* 
20^m*^bfe, (IN, 20ml)^in^f^i?Ji5^;i/ (40ml)T-JStHmx 

^m-kMyy. (30 inl)tri5t#s SStRSS^ v^^. -i; UJ^Eti^ bfeo 

f-;i/-3-t P D dF->>^ 5^;|/-5,6,7,8-x h 7 t YU-\H-^J U >-2-3i-> (1-015-03) 

(80 mg, \uXntzo 

>H NMR (300 MHz, CDClg): 6 0.98 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J= 7.5 Hz, 
20 2H), 1.65 (quint, J= 7.5 Hz, 2H), 1.71 (quint, J= 6.0 Hz, 2H), 1.85 (quint, J = 
6.0 Hz, 2H), 2.52 (t, J= 6.0 Hz, 2H), 2.68 (t, J= 6.0 Hz, 2H), 4.00 (t, J= 7.8 Hz, 
2H). 4.53 (s, 2H), 7.02 (s, IH). 

d) i-:^f^;i/-2-;r=3Fy -1,2,5,6,7,8-^ ^-y- 1 Ka-^[^>' u >.3-*;i^#7';i/x t h* 

(1-015-04)® ^fig 

25 DMSO (0.54 ml, 7.64 mmol)^jg<b^ 5^ b > (27 ml)lC ^fp b -78»C L o 

CO^?SK::t^1f U;i/^ D U K (0.4 ml, 4.58 mmol)i: l-:/5^;i/-3-t KD^Pi/^ 
g^;i/-5,6,7,8-7' f 7 t YU-IH-^J U >-2-;t> (1-015-03) (0.9 g, 3.82 mrnol)© 
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mh;^9-vym^ (20 ml)^£CCDJIiS{CrgTU, $ 6 h U ^ > (1.33 

ml, 9.55mmol)SiPX.^ -78»C t S^mnbtz^. (cM'^^iS L o ^IST' 
^ t 20^m#Lfcm. SJ!S?St#^^ (IN, 50 ml)* An ^ if ^315" ;b (200 ml) 

x-mm^^. i^mmm7km± h o^j:.7kmm. (somD^ iasi:tJM7jc (50mi)T-x5fc}t. 

h^^^-f- (>;i/x>/P^aif-;i/)(3-C)ltii b^ l-:/^;i/-2-;r =¥7-1,2,5.6,7,8- 
KD-^y U >-3-*;i/7}f T'^l/T^b K (1-015-04) (0.5 g, 56%)^^||ferg 

NMR (300 MHz, CDCI3): 8 0.99 (t, J= 7.6 Hz, 3H), 1.46 (sextet, J= 7.5 Hz, 
10 2H), 1.68 (quint, J= 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 (quint, J = 
6.0 Hz, 2H), 2.59 (t, J= 6.0 Hz, 2H), 2.76 (t. J=' 6.0 Hz, 2H), 4.05 (t, J= 7.8 Hz, 
2H), 7.76 (s, IH), 10.34 (s, IH). 

e) l-y^J\/-3-t. K D:¥i'-5,6,7.8-x h^h KD-l^-^v' Vy-2-:t> (1-015-05) 

15 l-:/5^;i/-2-;rdpv-l,2,5,6.7,8-'^=¥-y b KD-^^ U >-3-:* T^Pt^ t H (1- 
015-04) (160 mg, 0.69 mmol)<&m'fb^ 9^ V> (10 ml)lc:?gi^ t x NaHjPOi'HaO 
(190 mg, 1.38mmol)i:;<^^DD®$m#® (237 mg, 1.38mmol)?£in;t>^^ 
-e SO^^ifbfeo SiSr^t 5%5^;t?I^:^^ 'J'>A7k^?g (20 ml)^iDx.|f^Ji 

(50mi)-cwffl^> ^m^m.7Kmi- ^ Aykmm (20mi)s iaw:^jg7jc (20 

ml){3S^U> 7j<^'fb:>- h U -i? A7K?§tS (2M, 0.35 ml, 0.7 mmol)S:ia;ix 
30^m.W\^tzoR!lBmi::.^i&m (0.21^,7 m\)^1Si^mmx.^)]y (25ml)-eJfttBm. 

25 :^5^;i/-3-t Kn^i/-5,6,7,8-x h ^ t KD-l/f.^y U >-2-;r> (1-015-05) (82 
mg, 54%)^mn^1^Bt UT^feo 

»H NMR (300 MHz, CDCI3): 8 0.97 (t, J= 7.5 Hz, 3H), 1.42 (sextet, J= 7.5 Hz, 
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2H), 1.60-1.74 (m, 4H), 1.83 (quint, J= 6.0 Hz, 2H), 2.50 (t, J= 6.0 Hz, 2H), 
2.62 (t, J= 6.0 Hz, 2H), 4.02 (t, J= 7.8 Hz, 2H), 6.57 (s, IH). 
f) 3-(^>y;t^-9-l/-;i/ 2--f ;i';r^rS/)l-^5^>'l^-5,6,7,8-x h7t KD-l.ff-^y 
U >-2-:t > (l-015)«D^fi£ 
5 l-y^;i/-3-k H 0^^^-5,6,7,8-7^ b 7 t H P-l^-^-^ U >-2-:t> (1-015-05) 
(10 mg. 0.045 mmol)$ DMF (1 ml)»C^f?bx * lg -fb h U A (60% oil 
suspension, 2.7 mg, 0.068 mmol)$JOX.M«at:. 5 L <^Jf Ufeo ^O^r^fC 
2.^UXl^y^J-ir^^^J-)\^ (7.7fxl^ 0.068 mmol)<&iD^^^g-e 20 ^JES 
(IN, 3 ml)*jD^B^^a:5=-;i/ (8 mI)-CffttB^s ISWAH* (4 ml)T- 

^DThyv7^- (h;i/i>/lf^if^;i/)K:T:!tt^Lx 3-('^>\/;r ^-f-^/-;!/ 

2--f ;i/;i-^i^)l-:/^;V-5,6,7,8-x h 5 t H □-l.H^:3p>' U >-2-:t > (1-015) (12 
mg, 79%)S^Sfe»*i: UTtf fco 

iH NMR (300 MHz, CDCI3): 8 0.94 (t, J"= 7.5 Hz, 3H), 1.40 (sextet, J= 7.5 Hz, 
15 2H), 1-66 (quint, </= 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.87 (quint, J = 
6.0 Hz, 2H), 2.58 (t, J= 6.0 Hz, 2H), 2.69 (t, J= 6.0 Hz, 2H), 4.02 (t, J= 7.8 Hz, 
2H), 7.16-7.26 (m, 2H), 7.24 (s, IH), 7.40 (dd, J= 6.9 Hz, 2.4 Hz, IH). 7.48 (dd, 
J= 6.9 Hz, 2.4 Hz, IH). 

20 <^JI6«?IJ 1-017 > 




Br 



a) l-(2-:rD^ 7 3::^5^;V)-3-^ h:^^/ 2-tfiJ H> (1-017-01)0 -& fig 
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»H NMR (300 MHz. CDCI3): 5 3.22 (t, J= 7.3 Hz. 2H), 3.83 (s, 3H), 4.21 (t. J= 
7.6 Hz, 2H), 5.96. (t, J= 7.3 Hz, IH), 6.60 (m, 2H), 7.07-7.22 (m, 3H). 7.55 (d, J 
= 7.6 Hz. IH). 

5 b) 1-(2.^D^ 7 x;?;g^;i/)-3-t \'a^iy.2-\^V H> (1-017-02)0 fig 
1-004-08 t mm iZhX -^fiS b tz (100%)o 

iH NMR (300 MHz, CDCls): 8 3.23 (t, J= 7.3 Hz, 2H), 4.23 (t, J= 7.3 Hz, 2H), 
6.02 (t, J= 7.0 Hz, IH), 6.57 (dd, J= 7.0, 1.2 Hz, IH), 6.78 (dd, J= 7.3, 1.8 Hz, 
IH), 7.08-7.14 (m, 2H), 7.18-7.23 (m, IH), 7.56 (dd, J= 7.0, 1.2 Hz, IH). 

10 c) 3-('^>^/;t^l?-V-;i/ 2--f ;i':t^i/)-i-(2->^n^7 i^^;i/)-3-t K D^S/- 

Y> (1-017)© ^fig 
1-015 i:P11ttbT-&fiabfc (70%)o 



<IIIS^J 1-018> 



15 




a) 3-^ hdpi/ 6,7-i;t HDl^ U K[2,l,a]'l' V:^^ y >-4-;i-> (l-018-01)CD-&fi!4 

l-(2-:rD^7 i^9^;i')-3-^ f^i^ 2-t'; h*> (1-017-01) (100 mg) © DMF 
(4.0 ml) B^SIC, gat! Pd(dba) • CHCI3 (30 mg), Et4NCl(54mg), :Rt;'|l^;b 
Ue^A (67 mg) Sin^fco 120 •C-C 3f^P^m#bfe^, ^«5SW*b, aSK: 
20 |gS|je'fbT>^:^'i7 A*?§?«i:fi^®:^^^l/*i)D^^t«ffl*^libfco *fflSff^ 

^- (h;i/x>/T-b h> = 1/1) -cmmt?>:itV:X D 3-;p< b 
102 

3*i. 



wo 02/053543 PCT/JPOl/11427 

KDl^U K[2,l,a]>r V^y 'J>-4-;r> (1-017-02) (50.6 mg, 69%) 

'H NMR (300 MHz. CDClg): 8 2.97 (t, J= 6.4 Hz, 2H), 3.88 (s, 3H), 4.34 (t, J= 
6.3 Hz, 2H), 6.64 (d, J= 7.9 Hz, IH), 6.74 (d, J= 7.9 Hz, IH), 7.23-7.34 (m, 3H), 
5 7.64-7.67 (m, IH). 

b) 3-t KDdri/-6,7-$^t b*D tfU K[2,l.a]-< V + y' U >-4-3r> (1-018-02)® 

1-004-08 t L -r ^fig b (98%)o 

^H NMR (300 MHz, CDCI3): S 3.00 (t, J= 6.6 Hz, 2H), 4.35 (t, J= 6.6 Hz, 2H), 
10 6.71 (d, J= 7.8 Hz, IH), 6.93 (d, J= 7.8 Hz, IH), 7.24-7.34 (m, 3H), 7.64-7.68 
(m, IH). 

d) S-{^y'J:i^^ir'J-)\^ 2-'f ;U:r:3fi/)-6,7-S;t HDt;U K[2,l,al-f v^py u > 
■4-:t> (1-018)©-&JSK 

1-004 ^m-m^h-c-^mvtz (47%)o 



15 



<mmm 2-oo4> 



O^^N'^Me toluene S^N'^Me S-^N^^Me 

/iBu "B" nBu 

1-004-07 2-00M1 2-004-02 



NaH/DMF S N Me 

nBu 
. 2-004 

a) l-^^;i/ 5, 6-$;^^;i/-3-^ h ^r'> 2-5=-5j--t; U K> (2-004-0 1)0 ^fig 

l-:/f-;i/5, 6-i?.><f-;i/-3-P< K> (1-004-07) (222mg)Si;fD-V 

20 >iS^(502mg)t h;i/X>(8ml)^2lPx.^«ib> M^^gfE4'> M#ji«S<&ff ^ fco 7 

i^F^^. sjs?i^i^{3^^5'y-;K25nii)^jn^ ^istgjf u^ imm^^. mmw^ 

btzo ^S(0.80g) t: o -A-ij 7 V :f] ^ 7 ^ xj h(h;i/ji>.7 
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■fe h >(4:l))<&ff V^^ 5,6-$^^ 5";!/ -3-^ V ^ 2-5^;t-trU K> (2- 

004-01) (177mg, 74.1%, lll-112*C)o 

»H NMR (300 MHz. CDClg): 8 1.00 (t, J = 7.2 Hz, 3H), 1.43-1.55 (m, 2H), 
1.70-1.95 (br s, 2H), 2.22 (s, 3H), 2.46 (s, 3H), 3.89 (s, 3H), 4.90 (br s, 2H), 6.54 
5 (s, IH). 

b) iV-l-:/f-;i/ 5,6-$^^f-;i/-3-t Ha^i/.2-f-;r-t^ 'J h*> (2-004-02) 

1-013-10 J: isi^fcff a t). 2-004-01 (I70mg)*»e> i-:/^;i/ 5,6-$^^ 

5^;i/-3-t: Yn^i/-2-f-:^-\f.^) h* > (2-004-02) (llSmg, 74.2%, Sl-SS'C). 

10 'H NMR (300 MHz, CDCI3): 6 1.02 (t, = 7.2 Hz, 3H), 1.45-1.57 (m, 2H), 
1.70-1.90 (m, 2H), 2.21 (s, 3H), 2.45 (s, 3H), 4.72 (br s, 2H), 6.87 (s, IH), 8.44 
(br s, IH). 

c) i-r/f^;!/ 5,6-s^^5=-;i'-3-o-('^>X;i-*-y-v^-;i/ 2-'f ;i/)-2-f^;r-ir u Y> (2- 

004) (D-^WL 

15 UM^l 1-004. hnm^ fx O ^ 2-004-02 (llSmg)*^ 6 1-^5=- ;p 5,6-5^ 

j><5^;i/-3-0-(^>X;t^1^-\/-;i'2-'f;i')-2-^;j(--t U H> (2-004) (84mg, 45.9%, 
UiS 185-187"C)%f*fco 

||Sfg«»J 2.001~|IM^J 2-013 tt. 2-004 i^HatZ-^figUfco 



20 <^JS^aj 2-014> 

a) 2-3— K-S-'N'f Kn^5^ 6-.>(^;H^ U (2-014-01) ©-^fig 

1-014-01 2«14-01 CH3 |- 

2-014-02 

HO. 



PhNHCSNHPh 



S^N Me NaH/DMF S^N ^ 



EtgN/CHgCN S-^N Me NaH/DMF S^N'^Me 
Me Me 

2-014 

5./N-f KD:^i/ 2-^5^ ;i/t:Ui;> (1-014-01) (36.11g)H^KV-^ (68.0g) *5 
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A (117g)*5j;tJt2k (810ml)J; D'&S^r^S 35 ^gtT?gTbfco SiS^t^Wm 
UT< S^l^feOi^S&5ii^ mm^mLX 2-3- F 3-^\^ Ko^pi/ 6-^^;H^ 
U (2-014-01) (34.1g, 43.9%, Wi^ 187-190°C)<£^f fee 

5 »H-NMR (300MHz, CDCla+CDsOD): 6 2.45 (s,3H), 6.45 (d, J= 6.9 Hz, IH), 
7.02 (dd, J= 6.6, 1.5 Hz, IH) 

b) 3-J\-^ FD^ri/ 2-3- K l,6-i'^f-;i'-t; 'J t^-t7 A 3-^^^ (2-014-02) © 

7:^^oi!r§»:: 2-3- K 3->'N'r Hn^f^i/ 6-.?( ^;n^ U > 835mg *3 J:i;f3 

10 - Hp< ^ > 3ml 130'Cf 4 ^.{3 ISO'CT- 1 ^^SJSbfeo SJ5&tS 

ltmm^m\u 1.42g © S-^N-f YU^i/ 2-3- K l,6-i?^^;i/-t 'J V=-tf h. 3- 
(2-0 14-02) *f#fco 

c) 1. 6-S^^5^;i/-3-/N'f KD:^i/ 2.f^;ttf U K> (2-014-03) ©-g-fig 
3->'^-^KD^^' 2-3-K l,6-5^;»{f-;i/-t:>J t^-e? A 3 — (2-014-02) 

15 (852mg) C h U 5 > 457mg 43 <t t>*T-fe b ^ h U ;i/ lOmlJ: D * i) . 

1, 3-$^7i-;i/5^3j-^^ 517mg&iJD^ 2^P^S»iEbfeo S^5^> ig^b^^U*^ 
D V ^(n-^^^•9■>-i^^xf■;Hc:■C^§ai)^^TV^ 279mg0 1, 6-i? ;^ f^-^lz-S-ZN 
Ka:^ri' 2-^:^ t: U K> (2-014-03) ^^#feo 

^H NMR (300 MHz, CDClg): 8 2.47 (s,3H),4.12 (s,3H), 6.53 (d, J = 8.1Hz, IH), 
20 6.95 (d, = 8.1Hz, IH), 8.35 (br s, IH). 

d) 3-(^>i;;!r^ifl/-;i^ 2--f ;i/;r*'>)-l,6-S^;>«5';i'-l.ff'-t:>J S^>-2-^;i-> (2- 
014) ©-^fig 

1,6-i?^ ^;i/-3-'N-f HDdpi/ 2.f:;^-lfU K> (2-014-03) (157 mg)S DMF 
(3ml)(;ig*»L 60%7Jc^^b:^^ Ui^A 52mg S:iD;?.-rMig{3T 7 ^^JtS^-frfco 
25 3©S/i£;®t 2-^ O D'^> (184mg)^DMF(0.5ml) {3-C^^^ii 
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l,G-i?^9-JV-lH-\:fVi^>-2-^t> (2-014) (182 mg, 66.8%, 245-247°C) 

5 <^MM 2-015. 2-018. 2-026> 

"■^°Y^ Lawesson's reagent , '^ ^"°Y^ BBfa/CHgClg , " °Y^ 

O^^N-^Me toluene S*^N-^Me S^N^Me 

n-Bu n-Bu 

1-014 2-fl26 M18 

MaH/DMF S*^N Me 

/.-Bu 

a) i--:ff-A Z-:f^)\/-&-^ 5^;i'-2-^;t U H >(2-026)©-&fife 

i-:^5^;i/ 3-7'^;i/-2-t u K> (i-oi4) (8.9i g)i;|g^ h;i/x> (200 mi){c^ip 
bn-v>S5ai (19.41 g)4iPitMISmSSTaSSb-r 3.5I^SSJB$i*feo 

10 (80mi)§initT^?ai;T. i.b^^mw\^KMWL^m^t^o nw.-^ 

3--:f^)]^-6-;^^JV-2-^ti:V K> (2-026) (12.97 g)^». itt^l" 5 C J: * < »J© 

iH-NMR (300MHz, CDCI3): 6 0.94 (t. J= 7.5Hz, 3H). 0.99 (t, J= 7.5Hz, 3H), 
15 1.46 (m, 4H), 1.87 (m, 4H), 2.50 (s,3H), 3.98 (t, J= 6.9Hz, 2H). 4.75 (brs, 2H), 
6.40 (d, J= 7.8Hz, IH), 7.80 (d, J= 7.8H2,1H) 

b) FD:^^' 6-^ -2-5^:4- l^U K >(2-O18)0^fig 

i-:^f-;v 3-7*5^;i/-6-^^;i/-2-5^;rt U K> (2-026) (i2.97g)>£^JiJg'fbp< 1/ 

> (200ml)lC^*»b 1 mmol/ml0 = ||'fl:*'i7^-ll<b;»<5^U>^?& (5.6ml)*«9) 
20 o < i:^D^^ ^atlT 5l^F^jl#S|iS$-frfeo S/S^S* 150ml©*7jct:a2?D U 
aT>^-T{;T pH8-9 ^ D D;lN;i/i:»CTaai. ISffi:ft^7Jc^;-c^5fe^^ bT;i/ 
5:^(150 g)0;!77ASjlb^6{c<5'DD/tt;uA{;-c^it{bfeo 1/ >i^^0fftJK 
tlilbT l-:/f-;i/ Kndpi/ 6-^ 5^;b-2.^;n^ U K> (2-018) (6.439 g, 
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»H-NMR (300MHz. CDCls): 6 1.02 (t, J= 7.8 Hz), 1.50 (m.2H), 1.85 (m,2H), 
2.51 (s,3H), 4.66 (br s,2H), 6.49 (d, J= 7.8 Hz, IH), 6.91 (d, J = 7.8 Hz, 
lH),8.44(brs. IH). 

5 c) l.:^^;i/ 3-(^>X::rdr-b-\;-;i/ 2->f ;i/)-;i-:^re^-6-^f-;i/-2-9^:*-liU K> 
(2-014)CD-&fi)t 

\-y=5-)\^ Yu^^y 6-^^;i/-2-5=-;r t 'J K> (2-OI8) (lia mg)$|£^i 

DMF (1.1 ml)ic:^A^ dCDPfiiC 60%7jc^'fb:h b U "^7^(36 mg)^iPx.T^?a{c: 
T SO^ffijf Ufeo2-^D D^>V^;t:^"y-l/-;i' (112mg)$jD^ 2 I^Pdi 40 ;fl-SjE6; 
10 Ufco SJiSm5!K7jc (20 ml){3iP;?.ff^Ji^;i/(30 ml){c:-C 2 HlJfimUx *«Ji{*^ 

MZ-C!WSIb. :ii-7^;i/J; DSiggUT 1-^5^ ;i/ 3-(^>X;«-=^r-y-^/-;i/ 2- 
'f;l/)-;t^S^-6-;^5^;i/-2-9=-;tl^y H> (2-014) (117 mg, ffli;^ 126.127.6*C)^ff 

15 HJI^J 2-015~||JIS^J 2-029 tt. HM^J 2-014 CipSil Lfe;5S(^T^fiK Ufco 



2-034> 

MeO.^ nBul/NaH *^^Y^ Lawesson's reagent ^^y^ 



X) 



Me 




J jj : — I. 1 I) 

O^N'" DMF S-^N toluene S^N'"^ 

H nBu /iBu 

2-034-01 2-034-02 NMeg 2-034-03 

HO ^ ^ wn JT 1)Mel/CH2Cl2 

Py.HCI MegN^NMeg^ j|1 ^) PPhs/EtOH^ 

^ S^N^ EtOH S^N 3)NaOH/MeOH s'^N" 

nBu nBu nBu 

2-034-04 2-034-05 2-034-06 

NaH/DMF „ ® ^ 

2-034 ^Bu 

a) l-^f-;i'-3-^ h^i/ 2-tU H> (2-034-02) CD 
20 3-^ h^S/ 2(l.H)-t:'J K> (2-034-01) (5.0 g) O DMF (40 ml) ^ISlC, 

•^iXi%\\x-i- Y ^) t> h (60%wt, 2,2 g) 5&i)n;ifc. 20^jJ|J^L/fe^, 1-3- KX^ 
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>(i5.5g) tua^, ^ e>{c 4o^«j$ Lfco 7jc&ip;iSiS^^f±bfc^, mm^^ 

5 4figifej<&*7A^nv h^^^-f - (h;i/i>/T-b h > =4/1) T-Hii-r S c 3; 
t) l-:^^;i/-3-^ h^^i/ K> (2-034-02) (6.7 g, 93%) ^?fiiKtiHii U 

NMR (300 MHz, CDCI3): 8 0.93 (t, J= 7.2 Hz, 2H), 1.30-1.42 (m, 2H), 
1.68-1.78 (m, 2H), 3.81 (s, 3H), 3.97 (t, J= 7.2 Hz, 2H), 6.09 (t, J= 7.2 Hz, IH), 
10 6.59 (dd, J= 7.2, 1.5 Hz, IH), 6.88 (dd, J= 7.2, 1.5 Hz, IH). 

b) l-:^5^;i'-3-P< h^i/1^'Ji^>-2-5^;r> (2-034-03) (D-^m 

l--:f^J]/-S-yf- h:3pi/2-t:U K> (2-034-02) (6.4 g) (Z)h;i/J^> (150 ml) ^ 

wn^u-v>mm (16.8 g) ^in:t, iniftJSSiELfco 3i^F^mif ufe^, ^^at-p* 

^J'y-;!/ (100 ml) §iD^, ^ 30^^J^ bfco ^ETT-jgi^^W^bfe^, 

(h;i/:r>/T-fe b > = 4/1) -Og^t ^ 3 i: C J: D l-:/5^;i/-3-^ b^i^l^ U 
2-5^;^-> (2-034-03) (5.6 g, 80%) ^m^^Mt LXntzc 
20 ^H NMR (300 MHz, CDCls): 8 0.98 (t, J= 7.3 Hz, 3H), 1.36-1.48 (m, 2H), 1.84- 
1.94 (m, 2H), 3.92 (s, 3H), 4.62 (t, J= 7.6 Hz, 2H), 6.61 (dd, J= 7.9, 6.2 Hz, IH), 
6.69 (dd, J= 7.9, 1.2 Hz, IH), 7.38 (dd, J= 6.2, 1.2 Hz, IH). 

c) l-:/5^;i/-3-t H Dipi/tf U i^>-2-5^5r> (2-034-04)6D^fig 
l-:f9-)V-5-?t. V^t/'dV i?>-2.f--t> (2-034.03) (1.4 g) Iz \f V > l&miS. 

25 (3.6 g) ^ia^tzo 190 °C-C' 40^jl#Ufcm, 7jc, SI^'l^Mx5^;^S:^)DX.*^^g 
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SdiltcfcD l-:/5^;i'-3-b h* Ddpi/ t ij j;>.2-5^;t> (2-034-04) (1.02 g. 78%) 

m NMR (300 MHz, CDCI3): 8 0.99 (t, J= 7.3 Hz, 3H), 1.43 (m, 2H), 1.91 (m. 
2H), 4.53 (t, J= 7.6 Hz, 2H), 6.66 (dd, J= 7.6, 6.7 Hz, IH), 6.97 (dd, J= 7.6, 1.2 
5 Hz, IH), 7.34 (dd, J= 6.7, 1.2 Hz, IH), 8.61 (br s, IH). 

d) l-:/f-;v-3-b KDdpi/.4-(JV;iV-i;><5';i/5'$y;>{f-;i/)ti;i?>.2-5^;t> (2- 
034-05) CD-^m 

l-:/5^;i/-3-b KD^i/hfU i^>-2-5=-;t> (2-034-04) (1.0 g) CD lOyo^TkJL^? 
y (20 ml) MM (I , ^Si-e N,N,N'.N'-7- }• ^)]yt^T K ^ ^ ^ > (1.70 g) 
10 ^in;tfco 75 "C-C 24^^Ml^bfcm, mS-T-^mm^^^t ^ Z tiZ ^ •) 1-:/ 

^;i'-3-t F D ^s/-4-(iv;jv-i?;^ $ y p{ ^;i/)tr U s;'>-2-5^;t> (2-034-05) 

(1.3 g, 95%) ^m^mmtLxmzo 

m NMR (300 MHz, CDCI3): 8 0.99 (t, J= 7.3 Hz, 3H), 1.39-1.47 (m, 2H), 
1.86-1.93 (m, 2H), 2.29 (s, 6H), 3.48 (s, 2H), 4.51 (t, J= 7.3 Hz, 2H), 6.87 (d, J= 
15 6.7 Hz, IH), 7.32 (d, J= 6.7 Hz, IH). 

e) i-:/5^;v-3-b KD^5/.4-^^;^bU^^>-2-5^3^> (2-034-06)0^^6 
l-:/'^;i/-3-b K n:^i/.4-(Ar,JV-i7;>< 5 y p< 5^;i/)b U i^>-2-^;^ > (2- 

034-05) (1.0 g) 0Jg'fb^^l'> (20 ml) -M^gtC^^t: 3 - ^ ^ > (2.1 g) $ 
iP;?.:feo l^F^ti^bfe^, jiffTT'Mi«<&®^Ufco ^SCi^ (20 ml), 

20 RV^VVy ^ > (1,6 g) ?feiD^feo 75 'CX 20 mmmWLtzn, W, 

JET-e^i«*@*bfco nm^Zy^^ J -)\, (10ml), 2itJ^ 1^^2k^>^b:^ h 

U'i7A7j(^^^ (8 ml) ^m^, ^^{C 60 'CT- 2 B#F^Jti$ L/ fc o mETXmmt: 

= 4/1) xmW.t?>ZiiizX^ l-7"f-;i/.3-b HDip$/-4-^5^;i/bU i^>-2-5^:t> 
25 (2-034-06) (0.57 g, 70%) ^mi^^WtLXW'tzo 

m NMR (300 MHz, CDCls): 8 0.98 (t, J= 7.3 Hz, 3H), 1.36-1.48 (m, 2H), 
1.84-1.94 (m, 2H), 2.25 (s, 3H), 4.50 (t, J= 7.6 Hz, 2H), 6.55 (d, 6.7 Hz, IH), 
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7.25 (d, J= 6.7 Hz, IH), 8.67 (s, IH). 
(2-034) O-^^ 

1- -3- 1 K D -4- ^ 5^ ;i/ 1 U > -2- ;r > (2-034-06) (50 mg) 0 
5 DMF (1.0 ml) 5§7^K:, ^ig-e*^{b:h h 'J >>A (60%wt, 15 mg) ^jD^feo 20 
tS-jt^^Ufe^, 2-:^ D D^>\/;r=^-9-\/-;i/ (85 mg) ^iQ^, ^ {C 75 'Cl? 17 

y^- (h;i/3i>/T-Ir h > =4/1) t-ilMt--S C i: (3 J; 0 3-(^> ^f" V*-;i/ 
2.'f ;i/:^:3rS/).l->^5';i/-4-^ f-;i/tr ij i?>-2-5^:t> (2-034) (73 mg, 92%) * 



15 



<%MM 2-035 > 

II MegN NMe; ^ J J '^'"^2 2)PPh3/EtOH Ylf 

0*^N^ EtOH O N 3)NaOH/MeOH O^N^ 

2-034-01 ^03&«1 2-a35-02 

MeO ^^^-.^ Me 

Lawessson's reagent ^^jf nBul/NaH Me Oygs^ Me ^^^^^ T ^^^ 

toluene ^ ® ^ DMF S^N*^ S^N^ 

Abu /,Bu 

2-035-03 2-0354M 2-035-05 



Me 



NaH/DMF S*^N^ 
24>35 I 

nBu 

a) 5-iN,N-i?^^fUT 5 ^ ^ ^;i/)-3-p< b :^>> 2(lfi)-l^ U H > (2-035-01)0 -^fig 
3-p< h ^i/2(l/0-t: U H> (2-034-01) (5.0 g) © 10%^7j<3i ^ y -;L/ (150 ml) 
20 {3 , N,N.N\N'-7- h 7 ^ 7 $ y ^ > (54 ml) ^iD ^ , iPitii 
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o V h 7 -f - (i' D ^y-;i//7X = 6/4/1) trMMt^ d i: K: J; 

b-{N,N-V =}- )VT X J ^ 9^;i/)-3-P< h 2(1^- U K > (2-035-01) (4.5 g, 

53%) -^^iskm^hx^xmz^ 

»H NMR (300 MHz, CDCI3): 8 2.21 (s, 6H), 3.17 (s, 2H). 3.87 (s, 3H). 6.86 (d, J 
5 = 1.8 Hz, IH), 6.90 (d, J= 1.8 Hz, IH). 

b) 3-^ y^i/ 5-^ ^;i/-2(l.fl)-l^ U Y > (2-036-02)© ^J5g 
2-034-06 hnmz hX-^^Ltz (71%)o 

NMR (300 MHz, CDCls): 6 2.11 (d, J= 1.2 Hz, 3H), 3.84 (s, 3H), 6.62 (d, J 
= 2.1 Hz, IH), 6.80 (dd, J= 2.1, 1.2 Hz, IH). 
10 c) l-:/^;i/-3-^ hdri/ 5.^^;i/-2-t!U 1<> (2-035-03)© 
2-034-02 t^UiZ LX-^m\ytz (63%)o 

»H NMR (300 MHz, CDCI3): 6 0.94 (t, J= 7.3 Hz, 3H), 1.29-1.42 (m, 2H), 
1.66-1.76 (m, 2H), 2.08 (d, J= 1.2 Hz, 3H). 3.80 (s, 3H), 3.92 (t, J= 7.3 Hz, 2H), 
6.45 (d, J= 1.2 Hz, IH), 6.65 (dd, J= 2.1, 1.2 Hz, IH). 
15 d) l-:^^;i'-3-^ h^^ei^ 5-^5^ ;H:fU -2-5^ (2-035-04)©^!^ 

2-034-03 tmmiZLX^mVtz (100%)o 

iH NMR (300 MHz, CDCI3): 6 0.97 (t, J= 7.4 Hz, 3H), 1.35-1.48 (m, 2H), 
1.83-1.93 (m, 2H), 2.21 (s, 3H), 3.91 (s, 3H), 4.59 (t, J= 7.7 Hz, 2H), 6.55 (s, 
IH), 7.21 (s, IH). 

20 e) l-:/f-;i/-3-t h*Ddpi/-5-j><^;i/t:»J5;>.2.^;t> (2-035-05)© -^J^ 
2-034-04 trnm^Z bT-&^bfe (76%)o 

»H-NMR (CDCI3, 300 MHz): 8 0.99 (t, J= 7.3 Hz, 3H), 1.37-1.50 (m, 2H), 
1.85-1.95 (m, 2H), 2.19 (d, J= 0.9 Hz, 3H), 4.49 (t, J= 7.6 Hz, 2H), 6.86 (d, J= 
1.2 Hz, IH), 7.16 (dd, J= 1.9, 0.9 Hz, IH), 8.55 (s, IH). 

25 f) 3-i-<>'j7t^V-'J—jv 2--f ;i/;t^i/)-i-:/5";i/-5-^g^;n^ U i;>-2-5^:t> 

(2-035)0 fig 

i-:/^;i/-3-h hd:^>>-5-^ y i'>-2-5^;t> (2-035-05) (300 mg) © 
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DMF (6.0 ml) ^^(C, zk^-fbr^ h U A (60%wt, 79 mg) ^m^tco 20 

^Slf^bfc^, 2-{7 Ut!^y'J:t^^^■'J-)l' (432 mg) ^M^, ^^{ZM^-C 2 

5 mtttUbfeo -&t>-&fc*^ffl&2k, <SSl:fe^7K-c]lii>ij5fev^, ftlzkSig^vy;?.^/^? 

(h;i/Jc>/T'fe h > =4/1) -ellM-r^c J: •) 3-(^>y;r^-9-y— ;i' 

2-f ;i/:t=3pi').l-7'5^;i/-4-p<5";H^ 'J i^>-2-?-:t> (2-035) (372 mg. 78%) 
10 t))l5lSlbfeo 

^SS^iJ 2-030~^JiE^J 2-037 it. MMm 2-034^ 2-035 i: lej^K (C-^fig b o 
<^MM 3-003 > 




NC-^CO^a • NC^CONHB -— ^ ► J ^ 

3-003-01 



3HH)34)2 {[])nH/AcOH/DMF O^^N' ^Me 



KOH 



"^'^yr*^^ PyBoP/iPrgNB ^^^^ A^^Me 
i^N^Me BnNH2/DMF " O^^N^K 



EtOH-HaO O'^N "Me BnNHa/DMF "SssX o'^N^Me 

^* 34)03 k 

3-003O4 



a)iV-jif-;i/ i/Ty'T-fe^^H (3-003-02) 

15 j^^}]/i/yy7-t^ — h (3-003-01) (ll.3lg){::^^a^S^T^ 70% 

> 7jc?g^g (15.5ml) *?SiTbfe« zcDl^^ 44•C(;:±#b}fe0•e^ 7Jc}^8l#b 

15 ^^Sb 32~37°CT?=ff ofeo ^O^* 9 ^P^M#^s -IfeMMg b feo S 

B. KUBm^mm^^vtzo ^§e)tlfc^lfeig^^4as(ll.93g)tci-7^;^(20ml) 

i:n-^^1^•>(l0ml)§^P^^ *V>i?e!^IIS5l!ib N-x-^}]/ i/TJT-^^ K 
20 K (3-003-02) (9.05g, 80.7%, ll;^ 54-59*C)<& ft feo 

NMR (300 MHz, CDCI3): 8 1.20 (t. «/ = 7.2 Hz, 3H), 3.31-3.40 (m, 4H), 6.22 
(br s, IH). 
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b) l-x5^;l/3-i/7y'-5,6-S^^5^;i/-2-tr>J H> (3-003-03) 
2-^f-;i/-3-:t^v:/^:f--;i/ ±Y*}^Am. (3.18g)i: JV-i^;i/ 

b* (3-003-02)(2.243g)^ DMF(20ml)K:^Sb^ ^iSMI^Tx Sf^(1.49ml)> 
i^V^-C t'^Ui^ > (0.40ml) an ^AJXs 135°C?ft ^tf fe o 5 

(15ml)-e 3 II1^5fe?tL/x 1-31 5^ ;i/ S-i/T^ 5^;i/-2-t; U F> (3-003-03) 
(3.38g. 96%)^^ifej^^i: [yXmtzo 

NMR (300 MHz, CDCI3): 6 1.33 (t, J = 1.2 Hz, 3H), 2.13 (s, 3H), 2.43 (s, 
10 3H), 4.19 (q, J = 1.2 Hz, 2H), 7.59 (s, IH). 

c) i-i5=-;i/ 3-*;i/^sdi=-s/-5,6-i^p(f-;i/-2-t:u h*> (3.003-04) 

l.x5^;i/3-$^7'y'-5,6-i^^^;i/-2-h:U H> (3-003-03) (3.37g)^ 80% ^ ^ — 
;i/(65ml){c:^SPU> 7jcK^b*U'>A (7.96g)?&*D^x gjS^Jfecfs 102*0 ^^^SE^'-e 

^j^iiss^fTtjfeo 24 mm^^s ^}!t^m^nBEmmL7k (50mV) t mm :^^)]^ 
15 (50mi)?s:sp;t. ^i^^mw'^. d ^mh7i^m^7kWT . mi^m asmD^mxx 

ti. «ftBbfc^^*5BKb?^7j<-ei5fc^Lx i-3i^;v 3-*;i/7j?:3^i/-5,6-i;p<.^;i/-2- 

IfU H> (3-003-04) (2.734g, 73.3%, W^f^ lG4-165°C.)^m±^^^t\^Xntzo 
>H NMR (300 MHz, CDCI3): 6 1.38 (t, J = 7.2 Hz, 3H), 2.20 (s, 3H), 2.49 (s, 
3H), 4.28 (q, J" = 7.2 Hz, 2H), 8.28 (s. IH), 14.73 (br s, IH). 
20 d) l-i.^;i/-2-::r^V-5,6.$^^5^;i/-l,2.S?t Kn 3-*;l/I^^>^ ^>i^)]/ 

K (3-003) 

l-x^;]/ 3- ;!/ # ^ -5,6- 5^ -2- 1: U K> (3-003-04) (195mg) ^ 
DMF(3ml){;^«? U> ^> ^ > (O-llml)^ P a \i }V x.^ )VT ^ > 

(0.35ml)> »:V^■r•^>^>^ b U T\/-;V Ji^-V ^) X-\^tlt/V y -t^Xt^-^A^ 
25 )\/:i-n^^7.y h(PyBOP, 624mg)SrjD^Atl> ^UMW^fj-otzo 

p^^> s/i&^s*B^^:ii5^;i'T'^f?bs mmyi^mmx 2mm^\^. m^'^xmrna^m 
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;t^V-5,6-i'p<9^;i/.l,2-5^t Hn l^y J?> 3-i3JV:r^>m '^>5^;i/7$ K (3- 
003)CDie^(259mg, 91.1%)<&^s ifi^b^ 5^ V V/n-'^^-y >t!SiSS b^ ilSthtt 
^(207mg, 72.9%, iij^ llT'O^tffc. 
5 ^SE^J 3-001~||JiB^?"J 3-036 it. Mt^m 3-004 i: l^l^^C^ fig bfco 

<^J£^?iJ 3-067^ 3-068^ 3-069> 




3-087 

a) 2-t HD^i/-3f^y^ (3-067-02)O-&JSg 



10 2-\i Y U^i/=.-:2'^ym. (3-067-01) (50 g) <Dy^'S'>'—)V (500 ml) ■^^ttI^ ^ 
^•CM^ (15 ml) ^ ST>*h;i/x> (100 ml) ^M^fzo ^ -■!7 

15 ^^SatJET-C®*t--5C: J; t) 2-t.Yu^i/-zi^>m.:)^^)^/:^X'r)V (3- 
067-02) (46 g. 84%) ^eft@<*:i:brf?fco 

NMR (300 MHz, CDCI3): 6 3.92 (s, 3H), 6.45 (dd, J= 7.3, 6.4 Hz, IH), 7.78 
(dd, J= 6.4, 2.4 Hz, IH), 8.29 (dd, J= 7.3, 2.4 Hz, IH). 
\i)2-\LYU^l^.b'-B~Y-^^yWL yi'^)V:r.7.y'}V (3-067-03) ©-^j^ 
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2-t \^U^i^~=i^>^ ^f-JV:cXy'J]/ (3-067-02) (20 g) (Dm<t^f-U> 
(500 ml) ^WLlZ, ^U-^ U-3-h'V-^i^>H 5, K (NIS, 38 g)*JD iOlStigSE 

btzo lemmm^Ltz^. mm^^^Lmmizmm^^^ji (200 mi) ^mx.. ^ 

5 i/-5-3- H::i3 9^>K p{ -'W x ;^ X ;i/ (3-067-03) (30g, 81%) ^^^WO^tL 

»H NMR (300 MHz, CDCI3): 6 3.97 (s, 3H), 8.33 (brs, IH), 8.43 (d, J= 2.4 Hz, 
IH). 

c) l-:^5=-;i/-5-3- H 2-:r*V-l,2-e;h KnliU 3-i3)\^7fi>m :^^J\^:i^X7- 
10 ;i/ (3-067-04) CD-&J^ 

2- 034-02 ilPiat fife Ufe (89%)o 

»H NMR (300 MHz, CDClg): 6 0.96 (t, J= 7.4 Hz, 3H), 1.31-1.44 (m, 2H), 
1.69-1.79 (m, 2H), 3.90 (s, 3H), 3.94 (t, J= 7.4 Hz, 2H). 7.71 (d, J= 2.8 Hz, IH), 
8.24 (d, J= 2.8 Hz, IH). 
15 c) l-:/5^;i/-5-3— F 2-;t^V-l,2-S^t Kd trU Z-:fy)V!i'^>m (3-067-05)CD 

3- 003-04 iim^iZbX b fc (89%)o 

m NMR (300 MHz, CDCI3): 6 0.99 (t, J= 7.4 Hz, 3H), 1.35-1.47 (m, 2H), 
1.74-1.84 (m, 2H), 4.05 (t, J= 7.5 Hz, 2H), 7.83 (d, J= 2.7 Hz, IH), 8.63 (d, J= 
20 2.7 Hz, IH), 14.13 (s, IH). 

d) i-:/f-;i/-5-3— H 2-:t:^^v-i,2-i^ t Katu y> 3-:fy)]/n'^>M ^yV)\/T X 

K (3-067)CD-&fig 
3-003 i: l^lil L T U (82%)o 
||Jl6fi»J 3-037^ 3-038 HiS^flJ 3-067 i: lil^^t-^fife L feo 
25 e) l-:/5^;V-2-:t^ V-5-7 ir:;i/.i,2-i; t KD >J 3-:ij;i/7j1>^ '^>i^;i/7' 

^ K (3-068)©-&fig 

l-:/^;i/-5-3- K 2-:t:^V-l,2-i?t Hp t U 3.5!3;i/7t? >^ ^Vi'^l/T^ 

115 



wo 02/053543 



PCT/JP01/n427 



H (3-067) (100 mg) CD DMF (2.0 ml) ^r^H. ^jST- Pd(PPh3) 4 (20 mg). 7x 
(89 mg), Syf^K* U "^ATlc^^g (2M. 0.24 ml) ^M^tzo 90 'C 

titzn^m<^^^mnmi7a-^v^^y ^ - (h;i/x>/7-b b> =1/1) -cmm. 

t^c:tizx\) i-7'5^;i/-2-:t^v-5-7iz:;!/-i,2-i^t h-D tru 3-*;p^> 

m. ^>i^;i'T^F (3-068) (77 mg, 88%) <l:^ftt^^g i; LTfifeo 
£) l.::^^;i/-2-:t^V-5-7 Jix;bx^n;i/.i,2-i;'b Kd tfU ^ 3-A;1'j}^>^ 
10 >i^)\^TKY: (3-069)0 ^fig 

i-rf-^u-s-a— K 2-:t^ v-i,2-i'* t K D tr u 3-*;i/4?>^ ^>t;;i/T 5 

H (3-067) (78 mg) 0 DMF (2.0 ml) ^jST- PclCl2(PPh8) 2 (15 mg)^ 7 

3LZL)\,7'z^\yy (89mg)s Cul(llmg). Si;^ h U $ > (48 mg) SiD 

^fco 90 -CT? 18^^^^$ |gffiJe<bT>^x.>i.;dc^?gi:S^^xf-;i.4 

7/1) T-ltS-T'Sc: J: ♦) i-y5^;u-2-;t^ v-5-7 3::^;i/ai5^-;i/.i,2-i;' t K n 
liU ^> 3-*;i/xh*>m (3-068) (65 mg, 89%) &?fl^^!^H tT 

20 lifco 

l^!iS^« 3-039~|ISg^J 3-044 3-O61~||JIS0!I 3-066 li. HJig^!! 3-067^ 

3-068 illllfi|t-&figLfco 

<%M.m 3-101 > 
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a) 2-\^YO^i/-l-{2-ZfU'Ey 3i:^^)V)=.Z2^yM ^ ^ ^^7.7- )\/ (3-101-01) 

2-034-02 ilP^t:: LT-^J^Ufc (59%)o 
5 NMR (300 MHz, CDCI3): 8 3.25 (t, J= 7.2 Hz, 2H), 3.93 (s, 3H), 4.23 (t, «/= 

7.2 Hz, 2H), 6.09 (t, J= 7.5 Hz, IH), 7.08-7.23 (m, 4H), 7.56 (dd, J= 8.1, 2.1 Hz, 
IH), 8.15 (dd, J= 7.5, 2.4 Hz, IH). 

b) 4-:t=^V-6,7-i;b Kn tf y K [2,l,a]W V U >-3-*;i';J1 >i? ^?-;i/a:;^x 
;i/ (3-lOl-O2)0-&J5g 

10 1-018-01 i: infill;: UT fife bfe (42%)o 

^H NMR (300 MHz, CDCls): 6 3.01 (t, J= 6.7 Hz, 2H), 3.93 (s, 3H), 4.35 (t, J 
=6.7 Hz, 2H), 6.76 (d, J= 7.6 Hz, IH), 7.32 (dd, J= 7.3, 1.2 Hz, IH), 7.39 (ddd, 
J= 7.6, 7.3, 1.5 Hz, IH), 7.46 (ddd, «/= 7.9, 7.6, 1.2 Hz, IH), 7.78 (dd, «/= 7.9, 
1.5 Hz, IH), 8.25 (d, J= 7.6 Hz, IH). 
15 c) 4-;r^V-6,7-i; t HDl^ U K[2,l,a]'f V ^ J ^) > -3-* >^ (3-101-03)® 

4-:t^V-6,7-5;b V K[2,l,a]'f V^y U >-3-*;i/5K>^ :^^)\^:i.-?.=T 

;i/ (3-101-02) (252 mg) ©i^:t^1?-> (2.0 ml) ^iSt? 2^^*^'^b:^ 

V ^) t) hix^^m. (2.0ml) ?&in^feo m^8S#bfe^x 
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t h' D t U H [2,l.a]-^ V 'J >-3.*;i/* >^ (3-101-03) (209 mg, 88%) 

»H NMR (300 MHz, CDCI3): 6 3.10 (t, J= 6.7 Hz, 2H), 4.42 (t, J= 6.7 Hz, 2H), 
7.05 (d, J= 7.6 Hz, IH), 7.36 (d, J= 7.3 Hz, IH), 7.41-7.56 (m, 2H), 7.84 (d, J= 
5 7.3 Hz, IH), 8.56 (d, J= 7.6 Hz, IH), 14.40 (s, IH). 

d) 4-:t -6,7-5^ h l^U K [2,l,a]>f V ^^r >"J >-3-* ;1/>J? >^ 

^ K (3-101)®-&fig 

4-;r^V-6,7-i^ t KDl^i; K[2,l,a]'f >J >-3-;b ^I/tJI >M (3-101-03) (76 

mg) © DMF (2.0 ml) ^W-iCs 1-xf ;i'-3-(3-i?.>< ^ ^ 7*0 t:;i/) 

10 ;i/:^5^'f 5 Kie^Ji[(EDC, 83mg) >l-t h*D:^S/'^>\; h U7\/-;i/ (HOBt, 58 
mg). ^ > (80 mg) SSPx.fco IS^F^^JfLfc^. 0.5 M^Jtg 

15 {zj;f) 4-;r:^V-6,7-S^t KDtfU K[2,l,a]'l' >-3-:i!7;i/*">^ 7i^f^ 
(3-101) (84 mg, 74%) ^n^l^B t LX^tzo 




<^Jtg^J 4-002 > 

Meor HOC ^ 0SOa2.DMF(cat) yr-^ 

O^^n"^^ 0*^N''^^ H) Phenelhylamine " <sL j 

rvBu 

1-015-02 4-ooaoi 

20 a) l-:r5^;i/-2-;r=3p V-l,2,5,6,7,8-'s^it t K D-^^y U >-3-:*;i/:^>^ (4-002- 
01)O^fiji 

i-:rf-;i/-2-:rdpv -1,2,5,6,7,8-^:^ l^-t HD--f v^y u >-3-*;i/;J<>S?^5^;i/ 

x;;^x;b (1-015-02) (263 mg, 1 mmol)$x^ y-;!/ (6 m\)izmML. 7k^^b:^ 
h >J ^2^7kmW (2M, 0.6 ml, 1.2 mmoD^iOX.. M^X SO'^mnLfco 
25 (0.4N, 6 ml)$ia;lSfKx5^;i/ (25 ml)-eaffl> zk® ^ 5> {C:tJ®T-m#r 
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LtzW.. (25 ml)tjaai. ^^Mtt^- LTil7jcaM V ^7^^ i/ "i? A t: 

V -1,2,5,6,7,8-^ K 0.:3Fy ij >-3-*;i/3}?>K (4-002-01) (220 mg, 

5 »H NMR (300 MHz. CDCls): 8 1.00 (t, J= 7.5 Hz. 3H), 1.46 (sextet, J= 7.5 Hz, 
2H), 1.68-1.73 (m. 2H), 1.77 (quint. J= 6.0 Hz, 2H), 1.92 (quint, J= 6.0 Hz, 2H), 
2.65 (t, J= 6.0 Hz, 2H), 2.80 (t, J= 6.0 Hz, 2H), 4.10 (t, J= 7.8 Hz, 2H), 8.22 (s, 
IH), 14.82 (s, IH). 

b) i-:7'f-;i/-2.3r dp V -1,2,5,6,7,8-^ ^-y-t Ko-^y ij >-s-t))vm>my 3^^'^ 

10 }]/-T 5. K (4-002)® fig 

l-r5^;i/-2-^arV -1,2,5,6,7,8--^ ^tJ-t K a ^ >J > -3-:^3 > ^ (4-002- 
01) (100 mg, 0.38 mmol)^ (10 ml){c:i§M L> jg-fb 5=- * - ;i/ (83 1.14 

mmoDtmmmco DMFSiD^s 75»c "e 30 ^s-sjss^-frfeo zoRj^^m^mmmm 

^ii^^'fb^^^> (5 ml)fc^^bfc#s 7^;f5^;i/r$> (143 nl, 1.14 
15 mmol)Sin^^ja-e lO^mfl^-rSo (IN, 10 ml)*Sn^i^^J^5^ 

(30ml)■^^^a^^ s@«:tm2k (iomi)t^5fc?t. M7jceiii?-^^^i^'>A-eigj^b 

f■;l/){3T)itML^ 3i-x;bi)^6lliS^LT l-7'5^;i/-2-;r^V-l,2,5,6,7,8-^^-y- 
t: HD-^y U >-3-:ti;i/:^^>^7 5 H (4-002) (100 mg, 74%)$:^^ 

20 ^^tbXntzo 

>H NMR (300 MHz, CDCI3): 6 0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, J= 7.5 Hz, 
2H), 1.63 (quint, J= 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 (quint, J= 
6.0 Hz, 2H), 2.62 (t, J= 6.0 Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 2.93 (t, J= 7.8 Hz, 
2H), 3.66 (dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.03 (t, J= 7.8 Hz. 2H), 7.20-7.33 (m. 5H), 

25 8.25 (s, IH), 10.05 (br t. J= 6.0 Hz, IH). 

mmm 4-ooi'^mmm 4-310 it. mmm 3-002 ^igiati^sgbfeo 
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<MM0'i 4-501 > 




4-501-05 



a) 3-^ D D-2-i/^' D'v^-fe >-l-;t> (4-501-03)0 -^fiS; 

Ld'-yi' tl^^V>i^t> (4-501-01) (8.72 g, 77.6 mmol) -fb ^ 5=" ^ > 
5 (400ml)(::^MUx ^ ^ >7.)VTi^-)\/^ U 0 \i (6 ml, 77.6mmol)i:^^* U 'i'A 
(32 g, 232 mmol)^&Jnx.s MUl! 2mmWiWVtzo Rj&WL^i^<b^^ ly > (1.4 1) 
t7k (4OOmi)0rI^M(;JD^^M U^^«{iiaffl:i;^7j< (400 mi)-e^^^^. ^tK 
BSMv^^i/<i7A-C'|£*ib^i*:S*s 300ml K:^i:2.$T-ma?ii^Lfe<, ilO^i/b 
-l-<*:(l)©m^b^^U>^?Sfe:^'fb'<>i^;i/h Ux^;i/T>^-«i7A (25 g, no 
10 mmol) t^^ay h U7;i/;rU h*x5^;i/ac — x;i/3>n^!yi';^ (1.9 ml, 15.4 
mmol)^iU^. ^U-^ l.SmmmWl^tzo S.}:BW.^mih?if-ly> (0.81)^7jc (400 
mD<Dm-^WHZj]QX^Wi\^^nmii$&mMWk (400 ml)T-l5fe?^^x ftl*?SSMv</ 

(h ;i/3i>/P^3^f-;i/){3TJl^L-r 3-^ n D-2-i>i{' D^:^-fe >.i.;i-> (4-501- 

15 03) (7.24 g, 72%)S||feat^i^Hi: UTftfco 

NMR (300 MHz, CDCI3): 8 2.09 (quint, J= 6.0 Hz, 2H), 2.40 (t, J= 6.6 Hz, 
2H), 2.69 (td, J= 6.0 Hz, 1.5 Hz, 2H), 6.23 (t, J= 1.5 Hz, IH). 
h) 3-iy7 ^ T^^ K ¥-2-iy^ a^^-\^>-l-:t> (4- 50 1-04) CD 

2-i/7y T-fe^' 5 K (4.42 g, 52.8 mmol);&i'^7'f A (50 ml){3 U^ 7Jc^ 
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'^b:^ b 'J "i? A (60% oil suspension, 2.1 g, 52.8 mmol)$iPx.^^at- 5 ^fS^ U < 
i&WLfzo Z(DmWHZ 3-'!7 UU.2-i/i^ U^^^2>.l-t> (4-501-03) (6.24 g, 48 

i/T^ 5 Y (1.6 g, 19.2 mmol)il7Kf^i\j± h U "^7 A (60% oil suspension, 

5 0.76 g. 19.2 mmol)SilDx.^aT- 1.5 ^MtSffbfco SJ5S?g{c:#Jfi^ (IN, 100 ml) 

(300ml)-e»ffi^ ^^M{*-&-bTte|7j<a^V^^.iyi;A-f^^iU^E?ii^ 

10 l-:4-> (4-501-04) (6.5 g, 76%)* 6 Si^^i: b-C^feo 

*H NMR (300 MHz, rf^DMSO) : 6 1.71 (quint, J= 6.0 Hz. 2H), 1.79 (quint, J= 
6.0 Hz, 2H), 2.78 (t, J= 6.0 Hz, 2H), 5.90 (s, IH), 6.90 (s, IH), 11.16 (br d. J= 
1.5 Hz, 2H). 

c) 3,8-i?;r^V-2,3,5,6,7,8-'v^1?-t h-D-'f V:^^ U >-4-*;i/;l^^ b (7- 
15 010)CD-&fiK 

S-S^T^T-fe^^ H-2-i'i' n-^^-k>-l-:r> (4-501-04) (1.25 g, 7 mmol)* 
DMF (25 ml){3^ilb N, N'-i^ ;>< A T 5 H 5^;i/T-lr (1.1 ml, 

8Ammol)^mx.^We 70I^F^^#bfeo KiiSrltC^Jl^ (IN, 100 ml)$ xl^ 
^X5^;V (300ml)-eaiBLfco7jcSa^ e.t3:ftJgT>J®«f L;fe:^s (300 

20 ml)•c•^^^iJ^ ^«Mtt^-bTiizk5S®v^:!^i/e7A-rigjsujieffi?iJibfco f§6 

Mbs b;bx>A^€>SieSbT 3,8-i';t + V-2,3,5,6,7,8-^=^-!tt FD-'f V^y 
U >-4-A;i/7}^- h U;i/ (7-010) (0.92 g, 70%)&^*ieig^il b-Cff fco 
'H NMR (300 MHz, CDCls + (a small amount of CD3OD)) : 6 2.17 (quint, J= 
25 6.3 Hz, 2H), 2.63 (t, J= 6.3 Hz, 2H), 3.09 (t, J= 6.3 Hz, 2H), 8.34 (s, IH). 

d) 2-:?'f-;i/-3,8-i^;r^V-2,3,5,6,7,8-^=Jp-9- 1 KP--I' V^y U > -4- * ;b Jt^ - h 
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3,8-i^;!|-^V -2,3,5,6,7,8- ^^^-y-b K D.-f V^^r^ U >-4->!7 h >) )V (7- 

010) (770 mg, 4.1 mmol)^ DMF (15 ml)l;i^^ Us 1-3 - H rJ? > (0.51 ml. 4.5 
mmol)i:7K^'fb:^ h U 'i' A (60% oil suspension, 180 mg, 4.5 mmol)$iP;ls 

5 m^> mm^kmyk (50mi)-c-i5E#. mMm-^i^^i^^j^X'^mLmmmmi-^o 

m^tirzmm^i^Vitj^juifu^hy^y^- (h;i'X>/fif^jc^;i/)CT)^lg 
2-:r^;U-3,8-i^:t^ V -2,3,5,6,7,8-^:^ it t H D-'f V^^ U >-4-:3b h 
V)]^ (7-011) (610 mg, 61%)^ ee^^i: Ltfffeo 
iH NMR (300 MHz, CDCla): S 0.97 (t, J= 7.5 Hz, 3H), 1.38 (sextet, J= 7.5 Hz, 
10 2H), 1.76 (quint, J= 7.5 Hz, 2H), 2.15 (quint, J= 6.3 Hz, 2H), 2.61 (t, J= 6.3 Hz, 
2H), 3.06 (t, J= 6.3 Hz, 2H), 4.03 (t, J= 7.5 Hz, 2H), 8.39 (s, IH). 

e) 2-75^;i/.3-:r=^V-2,3,5,6,7,8-^dp-if t KD--f V*^ U >-4-*;i/5i^r: h i; ;i/ 
(7-O12)0^fig 

2-7'5^;i/-3,8-i:^:t:'r V-2,3,5,6,7,8-'v^-9-t: b* D-^ V^>' U >-4-*;i/:^:::: h U 
15 )V (7-011) (100 mg, 0.41 mmol)* THF (7 m.l)lC^m L> ** O > b U 'J h* 

a:.f-;i/x— (0.21ml, 1.64 mmol)J:*^'fbi'T>' ^^-i?^:?- h U A (90 
mg, 1.44mmol)?&in;l> ^^-C 30;9-m3f bfco S^S^^K:^fP^K*^:^ h U -^A 

7k?§M (30ml)^iP^i^M:i^5^;i/ (60ml)-e^^aim^ mm-k^Tk (30ml)-C^#. 

20 hi^77'f- (h;V3i>/|^Kx5^;i/)K:Ti»®its 2-yg^;p-3-::r=3fV -2,3,5,6,7,8- 
^^^M YU.-(V^J U>-4-*;i/^^b (7-012) (70 mg, 74%)$:^^©* 

^H NMR (300 MHz, CDClj): 6 0.96 (t, «/■= 7.5 Hz, 3H). 1.37 (sextet, J'= 7.5 Hz, 
2H), 1.67-1.86 (m, 6H), 2.54 (t, J= 6.3 Hz, 2H), 2.87 (t, J= 6.3 Hz, 2H), 3.93 (t, 
25 J= 7.5 Hz, 2H), 7.22 (s, IH). 

f) 2-7*^;i/-3-^=^V -2,3,5,6.7,8-^ ^itb KP-'f U > -4-:^ >^ (4- 
5Ol-O5)0-&fig 

122 



wo 02/053543 



PCT/JPOl/11427 



2- 7'5';i/-3-;t^V -2,3.5.6,7,8-^ ^ti-t h* D.-f V^J U y -4.-f} =- h ^) )\/ 
(7-012) (260 mg, 1.13 nimol)S7jc (6ml) / (26 ml)K:?g||tx *^{b 

*U>>A (444mg, 7.91mmol)?&]ftn;i 24l^iaiP^i8SltUfeo 
^ (2N, 8 ml)^?iTUs (70 ml)f}am^s IS^JcBS^V if 4^ H? A 

-2,3,5,6,7,8-^ ^-IJ-t H n.-f V^y U >-4-3!3;i/7}?>^ (4-501-05) (197 mg, 70%) 

NMR (300 MHz, CDCI3): 8 0.97 (t, J= 7.5 Hz, 3H), 1.37 (sextet, J= 7.5 Hz, 
2H), 1.70-1.82 (m, 6H), 2.56 (t, J= 6.0 Hz, 2H), 2.87 (t, J= 6.0 Hz, 2H), 3.95 (t, 
10 J- 7.5 Hz, 2H), 7.27 (s, IH). 

g) 2-:/5^;i/-3-:t^ V -2,3,5,6, 7,8-'v.^-y-t Yu-iV^ J U > -4-* ;i/*f >^-^ > 
(4-501)CD-&fig 

2- -3- ;a-^v -2,3,5,6,7,8-^ :^-9-t Y XI ■>{ V ^ J U > -4-:^j;w^ >®? (4- 
501-05) (5 mg, 0.02 mmol)^ h;i/ai> (1 ml)(;^]§iL> tg{bf^:t-;i/ (4.4 nl. 
15 0.06 mmol)i:M^«0 DMF ^Ja;ts 75°C 30 ^SJSS^ -frfe o CCDS/iS^SS:^ 
EliimUx^S^ig-fb^^U^ (lml){C^^Ufe^.'>5:>i/*;i/7^ > (6.2 0.06 
mmol)*AD^^a-C 10 ^JSjs|i Lfeo SJiS^StC^f^JEg^ (IN. 3 ml)<&ini;lfffi?x5^;i/ 
(8 ml)T'ttttl^s ltS]:feJM7j< (4 ml)-eiJt^. MtKM V i^ >^ A T- b ^iE 

20 C-CiltSbx 2-:/^;i/-3-;;^-^ V-2,3,5,6,7,8-'\^1tt KD.>f v^y U >-4-;!j;i/7l^ 
>^^>i?;i/T5 F (4-501) (5mg. 74%)?fe66J|&*i:bt:^*feo 

^H-NMR (CDCI3, 300 MHz): 6 0.95 (t, J= 7.5 Hz, 3H), 1.37 (sextet, «/= 7.5 Hz, 
2H), 1.66-1.77 (m, 6H), 2.57 (br t, J- 6.3 Hz, 2H), 3.27 (br t, J'= 6.3 Hz, 2H), 
3.92 (t. J= 7.5 Hz, 2H), 4.60 (d, J= 6.7 Hz, 2H), 7.12 (s, IH). 7.23-7.40 (m. 5H). 
25 9.58 (br t, 5.7 Hz, IH). 

4-502~|liS«aj 4-504 tt. ||M^«J 4-501 ilH^t^fig bfeo 



123 



wo 02/053543 



PCT/JPOl/11427 



<mMm 6-oo4> 



Pd-C / H2 



MeOH 



nBu 
5-004-01 




^ TY 



Me 



Me 



nBu 



a) 3-'^>i^;i/;t^i':*;V;K-;b5'$y-l-:75^;i/5,6-S^;>{5^;i/.2-l^ U K> (5-017) 

5 l-zr^)l 3-*;i/;}?:3p$/-5,6-$^^^;i'-2-t U (5-004-01) (2.233g)§ i'^:^ 
■y■>(50ml)iI^i?b^ h 'Jxf-;i/7'^ >(4.2ml)> igV^T 7 i >^ U 

^*(2.4ml)^JDx.Atl^ llO'C^a^StfT-j^J^jiJit^&ff o fee 5^ia^. 

'<>s^;^T;^^-;l/(l.lml)^&lI^;i^ Plfiltiofim^^i^tt fco 4 ^p^^. sjsSM 
10 1 IHl^TV^^6^^x'^^i^■i7 AT-^Ag^. MJES*Lfeo ffe>nfe^ffi 

(3.56g)^5/ U * -y;!/* V A ^ D -7 h (n -^'l-;!? 7 A B, h ;i/ > - 7 -t h > 
(29:l))*fTV^> 3-^ V ^ * ;i/3if :r 5 ^ -l-!/ 5,6-i^ ^ f-;i/-2-i; U 

F> (5-017)$M^i^^(2.477g, 75.4%, Ifij^ 65-66°C)-r o 

b) 3-7 $ y -i-yg^;i/ 5,6-i?p< 5=-;i/-2-t >j H> (5-004-02) ©-^fiS 

15 3-'<>s?;i/:;r^i'p!j;i/^-;i/7'§ /■i-7'5^;i/ 5,6-i?;>(^;i/-2-b:u K> (5-01?) 

(2.487g)^ ^ iS' y —)U(25ml)lzmm b 10%yt 7 A M^(373mg)07k(2.5ml)«l 

-cmML^ ^^5'y-;^^Jt^b^SJE@*bT 3-T^y-isr-i.:r5^;u 6,6-s?^f-;i/.2- 

ij K> (5-004-02) (1.438g, 97.8%, Hljj^ 94-97'C)^&^i^^^ i: bT^#feo 
20 NMR (300 MHz, CDCls): 6 0.97 (t, J = 7.2 Hz, 3H), 1.37-1.49 (m, 2H), 

1.60-1.71 (m, 2H), 4.08 (d, J = 7.8 Hz, 2H), 6.42 (s, IH). 

c) N-l-zr^J]/ 3-i4-y )]/tU^yJ ^ K J yt'f-)V-2-\^ ^) H> (5- 
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004) CD-^fig 

3-T ^ J -l-Zf^)]/ 5,6-$;^ 5^;i/-2-l^ »J Y y (5-004-02) (117mg)$ t 'J > 
(lml)lC^PL> Ml^MaE*^ ?X^^j56*^Tx 4-7;i/:^D^>^/-f p U K(0.08ml) 

;i/-2-h:U H> (5-004) (103mg, 54.2%, WkJ^ 129-130*'C)*^fc o 

10 HJS^J 5-ooi~|ISis0'J 5-017 tt. Hifi^aj 5-001 fee 

<^MM 5-018> 




/iBu 54118 
5-004-02 



15 t: i; i/>-2-:ty (5-018) 

2.7'a ^7 i::i-;i/'f V i^T^> — h (80mg)^7^ h 5 t K n 7 7 >(2ml)(;:^^ b 
M^^^il^x ^ia^#Tx 3-T^ ^-l-7"5^;i/ 5,6-i?^5';i/-2-t 'J h*> (5-004-02) 
(78mg)©x h7t H^77>(2ml)^^gS: 10 ^T'SST b-Hfe^Jaifett bfeo SB 
KJsSr^*iijE@*b#^nfei©ffl*i^^D;i/^^?>-j:-x;i/t-||ig^b. 4.('^> 
20 v*;t^it^y-;i/ 2-'(';i/;2rdpt/)-i-^>i^;i/ 3-p< h^i' f^;i'-ifr-t^ u 

.2-;t> (5-018) (142mg, 89.9%. 197-8'C) ^cfffco 

nmm 6-019 mum 5-018 i:iiii!i(::^^bfc. 



<IISS«^J 6-OOlx 6-005x 6-007> 
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0SOa2/DMF(cat.) „ 
"^'^W^ /toluene <^ 7^0>^N^^.v.^v,^ 



i o 

Iv) BnOH. A n-Bu 



4-002-01 

AcOH • HgN, 
Pd-C/Hg/AcOH 



Benzoyl chloride ^^V^yV^ 



MeOH ' B3N - 

n-Bu 6-001 »j.Bu 



6-001-01 

\ ^ Benzyl isocyanate \ — ^||^ 

DMAP/CH2CI2 ^O'" . 

n-Bu 

a) (l-:/f-;i/-2-;«-df^ V-l,2,5.6,7,8-'^:Jr-y-t KD-dpy U > •S-'f ^ >^ 

'<>i;;i/i;^5^;i/ (6-007) ©^fift 

l->^5^;i/-2-:t^ V-l,2,5,6,7,8.'\^r1tb K D.:^y U > -3-* ;i/5j-> >^ (4-002- 
5 01) (100 mg, 0.38 mmol)^ h^l/x-y (5 ml){::g|? l/> mit"^ :!$■=■ )l (57(11,0.76 
mmoI)i:Mi^fiO DMF ^JnXs 75''C T' 30 :9-SJ5£:^-&fc<. d 0R*S|g§iJJE?ii^ 
b^ (5ml){3S^bfe^^ T -fb h U "i? A (29 mg, 0.42 mmol) 

7KmWi (0.5 ml)^Jnx.^fi-^ 15:S-^^Ufco RH^WUZTk (5 ml)^jD X^^^alf=- 
;l/ (10 ml)-efftlll^^ mm-kmyk (5 ml)t•^}fe^t^ M2K«Simv^4.i'«i7A-^^*ib 
10 J^Eigl^Ufco m^^V}]/J^y (5 ml)CMb 120''C 30:9•S^SiUfem^ 

i^;!/^;!/^— ;i/ (46 ^i. 0.44 mmoi)^jnx.$ t: i20"'C t- 2 ^p^sjiS^-a-fco S 
jiS;?St:i^u?b>y;i'^D x-h^v^^- (^;l/3^>/i^m^5^;^)tT]i^b^ (i->^ 

f-;i/.2-:t^V-l,2,5,6,7,8-^:^r-y-t h-D-df-y i; >.3--f ;i/)-3tj;i/-''^§ ^^'^yi?;!/ 
x;^5";i/ (6-007) (90 mg, 63%)^ B^^^^W h LXntzo 
15 »H NMR (300 MHz, CDCI3): 6 0.96 (t, J= 7.5 Hz, 3H), 1.41 (sextet, J= 7.5 Hz, 
2H), 1.63 (quint, ./■= 7.5 Hz, 2H), 1.70 (quint, J= 6.0 Hz, 2H), 1.83 (quint, J= 
6.0 Hz, 2H), 2.53 (t, J= 6.0 Hz, 2H), 2.63 (t, J= 6.0 Hz, 2H), 4.01 (t, J= 7.8 Hz, 
2H), 5.19 (s, 2H), 7.29-7.41 (m. 5H), 7.76 (s. IH), 7.86 (br s, IH). 

b) S-T 5 y -1-:J^^;1/-5,6,7,8-x h 7 t K D-lif-dpy U >-2-;:r >Sf^iS (6-001- 
20 01) 
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(i-7'5^;i/-2-;r^ V -1,2,5,6,7,8-^ 1ft Y o J U > -3-f ;i/ ^ >^ 
(6-007) (100 mg. 0.28 mmol)* p< ^ ^ (7 inl)lC^fP bs 
i^® (16nl,0.28mmol)i:/'^^^^'i7 (10%, 30 mg)^£^^X.^7k^#HmT 1.5 

6 ^^'^^•9->*^?>S^^bT y-l-:rf-;i/.5,6,7,8-x t KD-lfl'-^Jpy U 

>-2-^>if^ig (6-001-01) (60 mg, 76%)$ 6 feig^ i: bTff o 

»H NMR (300 MHz, CDCI3): S 0.98 (t, J= 7.5 Hz, 3H). 1.43 (sextet, J= 7.5 Hz, 
2H), 1.67 (quint, J= 7.5 Hz, 2H), 1.76 (quint, J= 6.0 Hz, 2H). 1.88 (quint, J= 
6.0 Hz, 2H), 2.05 (s, 3H), 2.58 (t, J= 6.0 Hz, 2H), 2.67 (t, J= 6.0 Hz. 2H), 4.04 
10 (t, J= 7.8 Hz, 2H), 8.27 (s, IH). 

c) JV.(l.:/^;i/.2-;r=3r V-l,2,5,6.7,8-'s*-y- 1 H D-^^ V > -3-^ JV)-^> XT < 
K (6-001)<Z)-&fiK 

3-7 5 y ■l-y5^;i/-5,6,7,8-7" t KD.l.H-.de>> U >.2-;r>gf^ffi (6-001- 
01) (5 mg, 0.018 mmol)%m'fhp< 5^ b > (1 ml)^C^Mb^ ^yj^ U V H 
15 (2.3 (il, 0.02 mmol)i; b U ^^5^;!/^ § > (5.6 jil, 0.04 mmol) S: in X ^ ^Sl'Q 10 tS- 
S3f bfco (O.IN, 3 ml)SiD^Sfi?:i^5^;i' (10 ml)-e^4tt5^^ tg 

«l:tm2lc (3ml)t^5feJ#. ftl*?)KMv^^^i/>i7At$g^gb^jE?i«ibfco 
Bm^iyViJ^)V^o^h^'yy^~ (b;i/Jc>/i^^x5^;i/){CTlli^bs iV-(l- 

:rf-;i/-2-;r^ v-i,2,5,6,7,8-^^-y-h K D-:^y >; >-3--f ;i/)-'^>X:p ^ H (6- 

20 001) (4.9mg. 83%)<&e^?a:|:^^Si: bt^fco 

'H NMR (300 MHz, CDCI3): 6 0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, J= 7.5 Hz, 
2H), 1.66 (quint, J= 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.87 (quint, J = 
6.0 Hz, 2H), 2.60 (t, J= 6.0 Hz, 2H). 2.69 (t, J= 6.0 Hz, 2H), 4.06 (t, J= 7.8 Hz, 
2H), 7.43-7.56 (m, 3H), 7.94 (d, J= 6.9 Hz, 2H), 8.31 (s, IH), 9.26 (br s, IH). 

25 ^ss^y 6-002- 6-004 Mmm 6-001 tmmiz^mbTzo 



d) 3-(l-:r5=-;i/-2-;r^V-l,2,5,6,7,8.'s^r1i-t KD-^y' >-3--f ;!/)- 

127 



wo 02/053543 



PCT/JPOl/11427 



10 



15 



tPl'T (6-005)CD-&^ 

3-T ^ >'-l-:/5^;!/-5,6,7,8-x h 5 b Kn.l^-:^^ U >-2-:t>i^^Jl (6-001) (5 
mg, 0.018 mmol)§m-fbp« 5^1/ > (lml){C^SIb> ^ > i^;i/'f V b (2.5 

0.02 mmol)^: 4-i;p<5^;i/5' ^ y K U (2.4 mg, 0.02 inmol)SiPX.^ M^"? 
4SfF^^#Lfco (O.IN, 3ml)?&JP^S^^x5^;U (10 Inl)•r•^ftttS^^ 

fe^a[^i/U*^f;i^i7nx'bi^^7^- (h;bJi>/i^^ji^;i/)f::t)»^U^ 

■»^>i6^e)|fMS Ur l-^>i^;i/ 3-(l-7'^;i/-2-:tdrV-l,2,5,6,7,8-'v=^r-9- 1 H D- 
:^r^ U >-3-f ;i/)-'>UT (6-005) (5.0 mg, 79%) sanies i: UTWfeo 

NMR (300 MHz, CDCI3): 5 0.92 (t, J= 7.5 Hz, 3H), 1.32 (sextet, J= 7.5 Hz, 
2H), 1.57-1.65 (m, 2H), 1.69 (quint, J= 6.0 Hz, 2H), 1.82 (quint, J= 6.0 Hz, 2H), 
2.55 (t, J= 6.0 Hz, 2H), 2.59 (t, J= 6.0 Hz, 2H), 3.90 (t, J= 7.8 Hz. 2H), 4.46 (d, 
J= 6.0 Hz, 2H), 5.72 (br s, IH), 7.24-7.32 (m, 5H), 7.95 (s, IH), 8.00 (br s, IH). 

<mMm 7-oo4> 



a) i-(2-:/D^ .7 3i-;i/)-3-(i->^5";i/-5.6-i?^ 5f-;i/-2-:r ^ v-i,2-s^ t K D b: u 

y 3--f ;!/)-«> l/T (7-004) 

l.^>$;;i/ 5,6-i^^ f-;i/-4-h K D :?pS/-3-^ Y^i^ 2-tf'; H> (l-004-04) 
(259mg)« DMF(3ml)^;:^«?b^ Slim«E*s ^mm#T^ 60%2K3g'^b:^ b U -^A 
(48mg)?&-l$(3ia^ AiX> 10 2-^ n;i/'^>X3r:3r1?-i;-;i'(261mg)£D 

DMF(0.5ml)^M^Ja;lx 5 ^P^^^^-Rjfe^jSStB U fe o SJ^Yl-^tl '^^JctK 43 

Ji^, Ufco ^ 5. ttfei^attB^(278mg.73.9%)^ T-b h bfflSfe^ 




' I 
Bn 

7-004 



Me 



Bn 
1-004-04 
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;i/)-3-(l-:/^;b-5,6-i';>{ ^;i/-2-3r:5rV -1,2-5^ t Y D-t: 'J i/>-S-^ ;i/)->^7 I' 7" 
(7-004) (144mg, 38.3%, 154~ 155°C) 4 ^fe 7* U X A ^ h b Tftfc o 

. »H NMR (300 MHz, CDCI3): 6 2.07 (s, 3H), 2.28 (s, 3H). 3.88 (s, 3H), 5.42 (br 
5 s, 2H), 7.19-7.54 (m. 9H). 



<llill^J 7-008 > 

o 



^°^y^ HMDS/TMSa MegSiO^Y*^ DIBAL " "^"yi 

O^^N"^ toluene MeaSiO-^N-^ to'"**"* ° h 

^ 7-008-01 7-008-02 
3-067-01 

n-Bul/KzCOs "°'^^f^ 



DMF ° CHaOz 

n-Bu 



^-Bu NaH/DMF o^N^ 



n-BU -• — Tjino I 

7-008-03 7-008-04 ^-"^ n-Bua) 



3-h l«D^S/p{^;i/-2(l//)-t^U H> (7-008-0 1)0 

10 2-\::.YV^iy — Zl^ym. (3-067-01) (5.0 g) ©h;i/3i> (70 ml) ^ftC,S^ 

XHMDS. 19 ml).St>'^nn b U p< 7 >(TMSC1. 

0.23ml) ^ia^m^mmLtco 2mm^n\.rc'^. ^ji^gstast h;p:>^> 

(loomi) ^Anx.feo»ttx Tkl^flji^-^ v:^^;i/t;i/5 -1^ A (Dibal,2M 

90 ml) S -78 °CT•^PX.4B#F^M^^bfc^^^^^-;^^J^^TSJ5S;?&^? 

* ^ *i § 7jc X IS ^ P :t ^ 7jc M i5t V ^ . ftl 7j< K ^ V ^- 5/ A -r- |g *a b o 7§ 4 M 
£ET-e®5fe-r?) ilfc J: «3 3-t K n:Jri/^5";i/-2(l.H)-t^ y h'> (7-008-01) (2.6 

g, 59%) ^s^ma^tLxmco 

20 »H NMR (300 MHz, CDCI3): 8 4.50 (s, 2H), 6.43 (t, J= 6.7 Hz, IH). 7.33-7.36 
(m, IH), 7.64-7.67 (m, IH). 

b) l-:/5^;i/-3-b Y a^i/:>i^)]/-2-\iV K> (7-008-02)® -^fig 

3-t K n :3PS/ ^ g^;V-2(liO-t^ U K > (7-OO8-OI) (0.63 g) 0 DMF (15 ml) mWi 
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t.^^g-e^^A U >i7 A aAs)sii^Xfl-3-Yy^> (1.86 g) tJnx.fco70 'C 

^^i 7jc. tg^n ^Tlc f fil^Jcgfe l^ s li7jcE^ V ^ ^> 't' A T- b o ^ $1 S m£E 
= 2/1) -e)|i|S{-r-5C:i;{c:j; D l-:^5";i/-3-t H ndp j/^ ^;i/-2-t 'J K > (7-008- 

02) (0.56 g, 61%) ^m^mntLxmtzc 

NMR (300 MHz, CDCI3): 6 0.96 (t, J= 7.3 Hz, 3H), 1.32-1.45 (m, 2H), 
1.69-1.79 (m, 2H), 3.95 (t, J= 7.6 Hz, 2H), 4.57 (s, 2H), 6.20 (t, J= 6.7 Hz, IH). 
10 7.24 (dd, J= 6.7, 1.2 Hz. IH), 7.28-7.31 (m, IH). 

c) 3-{^>'J:t^v-'J-ji' 2--r + ?-;i/)-i-7'5^;i/-2-t: u f> (7-008-03) 

2-034-03 tmrniZLX-^^Ltz (50%)o 

d) l-r5=•>'^-3-^^D;<5^;l/-2-t^|J H > (7-008-04)© -^gg 

15 l-7^^)l-3-\l h'tl^i^?i^)]/-2-t:V K> (7-008-03) (169 mg) (D^ih^f-V 

> (4.0ml) S^g^::^M^T•JfiflJ5=•:^--;l/ (122 mg) ^Sn^fco il^MSIf^bfc^s 
c: J; D i-:/^;i/-3-i' a np< f-;i/.2-t: u K > (7-008-04)*ia 

^H NMR (300 MHz, CDCls): 6 0.96 (t, J^= 7.3 Hz, 3H), 1.32-1.45 (m, 2H), 
20 1.69-1.79 (m, 2H), 3.96 (t, J= 7.3 Hz, 2H), 6.19 (t, J= 6.7 Hz, IH), 7.27 (dd, J= 
6.7, 2.1 Hz, IH), 7.49 -7.53 (m, IH). 

e) 3-('^>y;r=Jp-b-y-;i/ 2-'f ;i/;^;i'7 7-;i/p(^;i/)-i-^^;i/-2-i:u K> (7- 

008)CD-&J5e 

2-035 tl^^t UT^figbfe (97%)o 

25 

<%Mm 7-009> 
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5 



O fjl NaH/DMF 0*^N 
"-^ 7^09 A-Bu 



7-00843 

a) 3-('^>y;r=¥1tv'-;u 2-'f ;i/;r^i/p<^;v)-i-:r^;i/.2-t:U H> (7-009)cDi 

m 

2-035 tmmiZlyX^mLtz (50%)o 
<Slffi««J 7-013~|IJS««J 7-017> 



O^N THF . o^^N toluene S^N^ toluene 

n-Bu n-Bu ;,.bu 

7-011 7-013 7-014 7-015 

NaBH4 HO'^'N^^v^ 





EtOH S*^N ADDP/PMes S*^N 



/Imidazole /THF ^^^j^^ |!,.bu 



- h V )V (7-013)CD^J^ 
10 2-:::^5^;i/-3,8-i^:4-:^ V-2,3,6,6,7,8-'x:^-9- 1 YU-^V^J ^) > -A-i] )]/ HT^ - Y U 
;i/ (7-011) (10 mg, 0.04 mmol)^ THF (1 ml){I^^b> 7jc^-fb* "i7^:M> i; ^7 A 
(2.1 mg, 0.056 mmol)SiP;i^ ^^T* 10 ^^3$ U fco SJiK^tC^Jl^ (IN, 3 ml) 

^nxmWt3L^)\^ (10 ml)Ttt^iB^^ ia?n:$ffi* (5ml)Tfi56}t. ^icM^vi^;?. 

^7 A T- ig^i u Mff ^iis b fc o ^f e> n fe ^ jg^b ^ 5^ p > e, ^ L ^ 

15 2-:/5=-;i'-8-b h* D :^^i/'-3-;r^V-2,3,5,6,7,8-'\^-9- 1. KD--f V^y 'J>-4-*;i' 
jt?J:i h U ;i/ (7-013) (7.4 mg, 75%)^^ fifi^Si: brfffco 

NMR (300 MHz, CDCy: 8 0.97 (t, J= 7.5 Hz, 3H), 1.38 (sextet, J= 7.5 Hz, 
2H), 1.76 (quint, J= 7.5 Hz, 2H), 2.15 (quint, J= 6.0 Hz, 2H), 2.61 (t, J= 6.0 Hz, 
2H), 3.06 (t, J= 6.0 Hz, 2H), 3.45-3.58 (m, IH), 4.03 (t, J= 7.5 Hz, 2H), 8.39 (s. 

20 IH). 
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b) 2-:/5^;i/-3-5=-;t^ V-2,3,5,6.7,8-^^tl-h h' □--f V^J 'J >-4-*;i/4^- h U 
;i/ (7-014)(Z)-^fig 

2.-:^5^-'l/-3-;t^ V-2,3,5,6,7,8-'^:^^1?-b K D-^- V^^ U >-4-*;i/7}?r. h ij ;i/ 
(7-012) (80 mg, 0.35 mmol)§ (8 ml){C; ?§P t s n-VylS^ (169 mg, 

5 0.42 mmol)i£in;t> 12 i^P^JP^am bfco ^JS^-C^^^I^s ^ ^ (14 ml) 

i'DVh 15^77^- (b;i/3ii'/ffm^5^>>V)lC-CiitMbs 2-7*f-;V-3-5^;r=^V- 
2,3,5,6,7,8-^^ 1ft KD--f V^x' U >-4-:ij h \) }\, (7-014) (63 mg, 73%) 

10 NMR (300 MHz, CDCI3): 6 0.98 (t, J= 7.5 Hz, 3H), 1.41 (sextet, J= 7.5 Hz, 

2H), 1.75-1.90 (m, 6H), 2.60 (t, 6.3 Hz, 2H), 2.87 (t, J= 6.3 Hz. 2H), 4.81 (t, 
7.5 Hz, 2H), 7.50 (s, IH). 

c) 2-:/g^;b-3.^:;r^V-2,3,5,6,7,8-'xdp-y-t D ->f V^J U >-4-*;i/>ilT;i/7' 
fc K (7-O15)0-&J^ 

15 2-:/5^;i'-3-5^;r^ V-2,3,5,6,7,8-^^-9-b KD.-f V:3f y 'J >-4-*;i/4?:=. h U 
(7-014) (220 mg, 0.89 mmol)^ hiVi^ (20 ml){c:Si?l/N *^tTs zk^-fbi^-f 

v::^f-;i'r;i/$-'i7A (iM 1.7 mi, 1.7 mmoD^Jn^ 30^si#b 

fee SjSl^gtl^mm (IN, 5 ml)t:i)Pxi^m:i^^;V (10 ml)T-Jfiai^s fiSWr^m^k 

(10ml)t:?5fe#s M7lciSiE^V>7-;|ii>ii7A-t?|£^LME^i^-r?.o ff^.^lfc^S^^i' 
20 «J ptJ'jT';!/^ D V h 7 ^ - (b;i/J:>/M3i5^;i/)tT)liiib>2-7'^;l/-3-5^;^ 

:3pV-2,3,5,6,7,8-^=^r-tJ- 1 FD--f V* / U > -4-:i7 t H (7-015) (44 mg, 

20%)§^lifiie^i: UTff fee 

^H NMR (300 MHz, CDCI3): 6 0.99 (t, J= 7.5 Hz, 3H), 1.44 (sextet, J= 7.5 Hz, 

2H), 1.74 (quint, J= 3.3 Hz, 4H), 1.87 (quint, J= 7.5 Hz, 2H), 2.62 (br t, J= 6.3 
25 Hz, 2H), 2.95 (br t, J= 6.3 Hz, 2H), 4.51 (t, J~ 7.5 Hz, 2H), 7.53 (s, IH), 10.60 

(s, IH). 

d) 2-:?'9^;b-4-t KDd?^5/^f-;b.5.6,7,8.7' h7 b HD.2.ff-'f V^^ U >-3-5^;^- 
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> (7-016)£?)-&fi56 

2-:r^;i/-3-^;r^v-2,3,5,6,7,8-'v^-y-b Yu-^v^y >-4-*;i/7H7;i/7't 

H (7-015) (10 mg, 0.04 mmoDt^tJ'y-;!/ (2 ml)^^!? ykmib^t^ '^Mi- V 
UC^A (4.6mg, 0.12mrQol)$iD^^a-e 10^^#bfco^J5Sr^(;^^^ (IN, 4 
5 ml)SiQx.lf^:ii5^;U (10 ml)t!iSltB^s taifl:tm7jc (5 ml)-C-t5fe?l^. il7m^v 

(b;i/3i>/|^^aig^;i/)f3-Ci»MU^ 2-y9";i/-4-h K □ :3ri>P< ^;i/-5,6,7,8-x 
t: K P-2^-'f y:^y U >-3-5^;t> (7-016) (9mg, 90%)^^n^m^t UTfffeo 
NMR (300 MHz, CDClg): 6 0.99 (t, J= 7.2 Hz, 3H), 1.43 (sextet, J= 7.2 Hz, 
10 2H), 1.71-1.95 (m, 6H), 2.66 (br t, J= 6.3 Hz, 2H), 2.83 (t, J= 6.3 Hz, 2H), 4.58 
(br t, J= 7.2 Hz, 2H), 4.79 (s, 2H), 7.61 (s, IH). 

e) 4-(^>'J:t^V-'/ — J)y 2--f JU^:tj< 0-Jl')-2-y^Jl -5,6,7. 8-7- h 7 h ]^ U -2H- 
V^^' U >-3-^::r> (7-017)©-&J^ 

2-7'^;i/-4-b H ndps/^ 9^;i/-5,6,7,8-x b 7 b K D.2^-W V*^ U >-3-5f-:t > 
15 (7-016) (14 mg, 0.056 mmol)^ THF (1 inl)H^^ U^ 2-;< y h ^> V 

'J-)V (16.3 mg, 0.11 mmol)^ 1,1'-(T \/ ;!j ;i/^-;!/)i^ tT'^ U > (28.1 mg, 
0.11m^lol)^ 5 5^^;— ;i/ (7.6 mg, 0.11 mmol)^ h U ^ 7 -f > (IM h 

0.11 ml, 0.11 minol)^*n^'ninx.s ^^ST- IS^F^ggJf Lfeo SJES 
m^&sifEiiJiU h;V^> (2ml)^JP;l^J±lbT < 
20 ti^JV^f U-T h V^y >f — (h;i'Ji>/»Ki5^;i/){Cti©MUx 4-(^>\/;t^-tJ- 

v^-;i/ 2-^^ ;i/^;t^f-;i/)-2-:/^;i/-5,6,7,8.'5^ h7h Hd.2^-1' v^/ U>-3-f- 

:t> (7-017) (6.5 mg, Bo%)^mn&m^<tbxntzo 

'H NMK (300 MHz, CDCI3): 8 0.99 (t, J'= 7.5 Hz, 3H), 1.43 (sextet, J= 7.5 Hz, 
2H), 1.70-1.95 (m, 6H), 2.62 (t, J= 6.3 Hz, 2H), 3.01 (t, J= 6.3 Hz, 2H), 4.58 (t, 
25 J= 7.5 Hz, 2H), 5.05 (s, 2H), 7.15-7.30 (m, 2H), 7.42 (dd, J= 7.2 Hz, J= 1.8 Hz, 
IH), 7.48 (br s, IH), 7.60 (dd, J= 7.2 Hz, J= 1.8 Hz, IH). 
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7-012 • 7-018 

■ a) 2-:^^;U-3-;r^ V-l,2,3,4.5,6,7,8-:ti'^ t KD-'f V^^r^ 'J >-4-*;i/;l?- h >J 
5 ;i/ (7-018)CD'&Sa 

2-^^;i/-3-:^-^ V-2,3.5,6,7,8-'v:3^-9-t K D-^f V^aey* 'J > -4-* ^J? :^ h U )V 
(7-012) (100 mg, 0.43 mmol)?g: (10 ml)^C^§i|b^ ?Jc^^T^ Tk^'fbS^'f 

V:/^;i/7;i/5-'i7A (IM 0.8 ml, 0.8 mmol)^iPi lOtS-mJf b 

fco (IN, 5 ml)%lini?.@^mx^;V (10 ml)-^iftHi^x fiSSBlt^ffi* 

*'^;i/^DV h^^^-f- (h;i/j:>/P^Ji^;i/)lcTi»Mbs2-^^;i'-3-;!}-=!pv 

-1,2,3,4,5,6.7,8-:^^^$' t HD-WV*/' U >-4.* ;V^- b V ;V (7-018) (70- mg, 
70%)^ &^mMt LT^fco 

NMR (300 MHz, CDCI3): S 0.93 (t, J= 7.5 Hz, 3H), 1.32 (sextet, J= 7.5 Hz, 
16 2H), 1.42-1.59 (m, 5H), 1.88 (s, IH). 1.97-2.08 (m, 2H), 2.20-2.32 (m, IH), 
2.54-2.66 (m, IH), 3.06-3.19 (m, 2H), 3.33-3.43 (m, 3H). 
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«1 



No. 










^H-NMR (CDCI3) 


1-001 


H 


Me 


Me 


Me 


2.16 (s, 3H), 2.33 (s, 3H), 
3.62 (s, 3H), 7.17-7.26 (m, 
2H). 7.34 (s, IH), 7.34-7.43 
(m ,1H), 7.46-7.50 (m, IH). 


1-002 


H 


Me 


Me 


Et 


1.32 (t, J= 7.2 Hz, 3H), 2.15 
(s, 3H), 2.36 (s, 3H), 4.19 (q, 
J = 7 2 Hz 2H^ 7 19-7 25 
(m, 2H), 7.34 (s, IH), 7.39- 
7.42 (m ,1H), 7.46-7.49 (m, 
IH). 


1-003 


H 


Me 


Me 


nPr 


0.98 (t, J = 7.2 Hz, 3H), 
1.65-1.78 (m, 2H), 2.15 (s, 
SH") 2 34 Cs SH'i 4 0.^-4 08 
(m ,2H), 7.16-7.26 (m, 2H), 
7.33 (s, IH), 7.38-7.41 (m, 
IH), 7.46-7.49 (m. IH). 


1-004 


H 


Me 


Me 


nBu 


0.95 (t, J = 7.5 Hz, 3H), 
1.35-1.48 (m, 2H), 1.62-1.72 
(m ,2H), 2.15 (8, 3H), 2.35 
(s, 3H). 4 10 (t. e7" = 7 8 Hz 
2H), 7.19-7.25 (m, 2H), 7.33 
(s, IH), 7.38-7.42 (m, IH), 
7.46-7.49 Cm". IH). 


1-005 


H 


Me 


Me 


Bn 


2.14 (s, 3H), 2.25 (s, 3H), 
5.42 (br s, 2H), 7.17-7.51 
(m, lOH). 


1-UUb 


TT 

xl 




TT 

M 


nBu 


0.94 (t, J = 7.4 Hz, 3H), 
1.35-1.48 (m, 2H), 1.76-1.86 
(m, 2H), 4.06 (t, 7.4 Hz, 
2H), 7.22-7.28 (m, 3H), 7.34- 
7.51 (m, 7H), 7.81 (d, e/= 2.5 
Hz, IH). 


1-007 


H 




H 


nBu 


0.96 (t, J = 7.3 Hz, 3H), 
1.35-1.48 (m, 2H), 1.75-1.85 
(m, 2H), 4.05 (t, c/= 7.3 Hz, 
2H), 7.10-7.17 (m, 2H), 
7.22-7.24 (m, 3H), 7.37-7.44 
(m, 3H), 7.48-7.52 (m, IH), 
7.76 (d. c/= 2.7 Hz. IH). 


1-008 


H 




H 


nBu 


0.97 (t, J = 7.3 Hz, 3H), 

1.36- 1.49 (m, 2H), 1.79-1.87 
(m, 2H), 4.08 (t, </= 7.3 Hz, 
2H), 7.23-7.27 (m, 2H), 

7.37- 7.44 (m, 2H), 7.45-7.52 
(m, IH), 7.50 (d, J= 2.7 Hz, 
IH), 7.75-7.78 (m, IH), 7.81 
(d, J= 2.7 Hz, IH), 8.61 (d, 
J=3,7 Hz. IH), 8.74 (s, IH). 
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m2 



R^ 



No. 






R^ 


Rs 


iH-NMR (CDCI3) 


1-009 


H 




H 


nBu 


0.97 (t, J = 7.4 Hz, 3H), 
1.38-1.48 (m, 2H), 1.75-1.85 
(m, 2H), 4.05 (t, J= 7.4 Hz, 
2H), 6.92 (s, IH), 7.23-7.52 
(m, 6H), 7.67-7.69 (m, 2H), 
7.71 (d, J=2.7Hz, IH), 7.89 
(d, J'=2.7Hz, IH). 


1-010 


Me 


H 




nBu 


0.94 (t, J= 7.5 Hz, 3H), 1.39 

1.61-1.71 (m, 2H), 2.21 (s, 
3H), 2.37 (s, 3H), 3.99 (t, J= 
7.8 Hz, 2H), 5.95 (s, IH), 
7.18 (ddd, J = 7,5, 7.5, 1.8 
Hz), 7.23 (ddd, J = 7.6, 7.5, 
1.8 Hz, IH), 7.40 (m, IH), 
7.47 (m, IH). 


1-011 




H 


Me 


nBu 


0.94 (t, c/=7.5H2, 3H), 1.37 
(sextet, J = 7.5 Hz, 2H), 
1.68-1.78 (m, 2H), 1.73 (d, J 
= 1.0 Hz, 3H), 3.32 (s, 2H), 
3.94 (t, J= 7.6 Hz, 2H), 4.82 
(s, IH), 4.88 (s, IH), 6.13 (d, 
e/= 7.2 Hz, IH), 7.17 (d, J = 
7.2 Hz. IH), 7.19 (ddd, 
7.5, 7.5, 1.5 Hz, IH), 7.23 
(ddd, J = 7.5, 7.5, 1.5 Hz, 
IH), 7.40 (m, IH), 7.48 (m, 
IH). 
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3 



No. 


mm. 


^H-NMR (CDCI3) 


1-012 


^ Me 


2.16 (s. 3H). 2.36 (s, 3H), 7.20-7.29 
(m, 2H), 7.40.7.44 (m, 1H9, 7.58-7.61 
(m, IH), 7.83 (s, IH). 


1-013 


nBu 


0.95 (t, 7.2 Hz), 1.35-1.48 (m, 
2H), 1.60-1.72 (m, 2H), 2.15 (s, 3H), 
2.39 (s, 3H), 4.11 (t, 7.8 Hz, 2H), 
7.22-7.29 (m, 2H), 7.41-7.44 (m, IH), 
7.57-7,61 (m, IH), 7.81 (s, IH). 


1-014 


' nBu 


0.96 (t, J= 7,2 Hz, 6H), 1.30-1.60 (m, 
4H), 1.60-1.75 (m, 2H), 1.76-1.90 (m, 
2H), 2.31 (s, 3H), 3.89 (t, J= 6.9 Hz, 
2H), 4.02 (t. J= 8.1 Hz, 2H), 5.88 (d, 
J= 7.8 Hz, IH), 6.52 (d, c/= 7.2 Hz, 
IH). 


1-015 




0.94 (t, J= 7.5 Hz, 3H), 1.40 (sextet, 
J= 7.5 Hz, 2H), 1.66 (quint, c/= 7,5 
Hz, 2H), 1.74 (quint, J= 6.6 Hz, 2H), 
1.87 (quint, J= 6.0 Hz, 2H), 2.58 (t, 
6.0 Hz, 2H), 2.69 (t, J= 6.0 Hz, 
2H), 4.02 (t, e/= 7.8 Hz, 2H), 7.16- 
7.26 (m, 2H), 7,24 (s, IH), 7.40 (dd, J 
= 6.9 Hz, 2.4 Hz, IH), 7.48 (dd, J = 
6.9 Hz. 2.4 Hz, IH). 


1-016 


nBu 


0.96 (t, J= 7.5 Hz, 3H), 1.42 (sextet, 
«r= 7.5 Hz, 2H), 1.60-1.76 (m, 4H), 
1,81 (quint, J= 6.0 Hz, 2H), 2.43 (t, 
J= 6.0 Hz, 2H), 2.61 (t, J 6.0 Hz, 
2H), 4.01 (t, J= 7,8 Hz, 2H), 5.07 (s, 
2H), 6.43 (s, IH), 7.28-7,39 (m, IH), 
7.34 (d, 7.5 Hz, 2H), 7.45 (d, J = 
7.5 Hz, 2H). 


1-017 


Br 


3.23 (t, 7.5 Hz, 2H), 4.24 (t, «/ = 
7.5 Hz, 2H), 6.10 (t, J= 6.9 Hz, IH), 
6.99 (dd, J= 1.8, 6.9 Hz, IH), 7,08- 
7.29 (m, 5H), 7.42-7.45 (m, IH), 
7.49-7.52 (m, 2H), 7.56 (dd, t/= 1.2, 
7.8 Hz, IH). 


1-018 




3.03 (t, J= 6.1 Hz, 2H), 4.34 (t, J = 
6.1 Hz, 2H), 6.74 (d, J= 7.9 Hz, IH), 
7.19-7.45 (m, 6H), 7.50 (d, J= 6.4 
Hz, IH), 7.61 (d, J = 7.9 Hz, IH), 
7.73 (d, J= 7.3Hz, IH). 


1-019 


n-Bu 


0.96 (t, J= 7.5 Hz, 3H), 1.41 (sextet, 
J= 7.5 Hz, 2H), 1.58-1.73 (m, 4H), 
1.81 (quint, 6.0 Hz, 2H), 2.45 (t, 
J= 6.0 Hz, 2H), 2.61 (t, J=: 6,0 Hz, 
2H), 3.18 (t, J= 7.5 Hz, 2H), 4.00 (t, 
J= 7.8 Hz, 2H), 4.07 (t, J= 7.5 Hz, 
2H). 6.34 (s. IH). 7.21-7.33 (m, 5H). 



[ 
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is 



No. 








2-001 


Me 


Me 


2.28 (s, 3H), 2.49 (s, 3H), 4.17 (s, 3H), 
7.19-7.24 (m, 2H), 7,40 (s, IH), 7.43-7.49 
(m, 2H). 


2-002 


Me 


Et 


1.46 (t, J= 7.2 Hz, 3H), 2.25 (s, 3H), 2.55 
(s, 3H), 4.92 (br s, 2H), 7.18-7.24 (m, 2H), 
7.37 (s. IH). 7.42-7.49 (m, 2H). 


2-003 


Me 


nPr 


1.04 {t, J= 7.2 Hz, 3H), 1.89 (br s, 2H), 
2.25 (s. 3H), 2.52 (s, 3H), 4.71 (br s, 2H), 
7.19-7.26 (m, 2H), 7.36 (s, lH),7.42-7.49 

(m, 2H). 


2-004 


Me 


nBu 


0.99 (t, c/= 7.2 Hz, 3H), 1.42-1.54 (m, 2H), 
1.83 (br s, 2H), 2.25 (s, 3H), 2.53 (s, 3H), 
4.80 (br s, 2H), 7.18-7.26 (m, 2H), 7.36 (s, 
IH), 7.42-7.49 (m. 2H). 


2-005 


Me 


iBu 


0.97-0.99 (m, 6H), 2.27 (s, 3H), 2.51 (s, 
3H), 2.51-2.66 (m, IH), 3.81 (br s, IH), 
5.64 (br s. IH), 7.20-7.24 (m. 2H), 7.39 (s, 
IH). 7.42-7.48 (m. 2H). 


2-006 


Me 


nPent 


0.92 (t, J= 7.2 Hz, 3H), 1.36-1.48 (m, 4H), 
1.85 (br s, 2H), 2.25 (s, 3H), 2.53 (s, 3H), 
4.76 (br s, 2H), 7,18-7.26 (m, 2H), 7.36 (s, 
IH), 7.42-7,49 (m, 2H). 


2-007 


Me 


nHexyl 


0.89 (t, c/= 7.2 Hz, 3H), 1.30-1.50 (m, 6H), 
1.84 (br s, 2H), 2.25 (s, 3H), 2.52 (s, 3H), 
4.79 (br s, 2H), 7,17-7.26 (m, 2H), 7.35 (s, 
IH), 7.42-7.49 (m, 2H). 


2-008 


Me 


Bn 


2.24 (s, 3H), 2,38 (s, 3H), 6.27 (br s, 2H), 
7.14-7.52 (m, lOH). 


2-009 


Et 


Me 


l.ZO \t, tf — 1 ,0 JtlZ, OJtl}, Z.DK) \S, OIl)f ^.Ol 

(q, J= 7.8 Hz, 2H), 4.17 (s, 3H), 7.19-7.24 
(m, 2H), 7.42 (s, IH), 7.42^7.49 (m, 2H). 


2-010 


Et 


Et 


1.23 (t, 7.5 Hz, 3H), 1.47 (t, J= 7.2 Hz, 
3H), 2.57 (s, 3H), 2.59 (q, J= 7.5 Hz, 2H), 
4.92 (br s, 2H), 7.18-7.24 (m, 2H), 7.39 (s, 
IH), 7.43-7.49 (m, 2H). 


2-011 


Et 


nPr 


1.04 (t, J= 7.2 Hz, 3H), 1.22 (t. J= 7.5 Hz, 
3H), 1.89 (br s, 2H), 2.54 (s, 3H), 2.59 (q, J 
= 7.5 Hz, 2H), 4.72 (br s. 2H), 7.18-7.24 
(m, 2H), 7.38 (s, IH), 7.42-7.49 (m. 2H). 


2-012 


Et 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.22 (t, J= 7.5 Hz, 
3H), 1,42-1.54 (m, 2H), 1,83 (br s, 2H), 
2.55 (s, 3H), 2.59 (q, J= 7.5 Hz, 2H), 4.77 
(br s, 2H), 7.20-7.24 (m, 2H). 7.38 (s, IH), 
7.42-7.49 (m, 2H). 


2-013 


Et 


Bn 


1,22 (t, J'= 7.5 Hz, 3H), 2.40 (s, 3H). 2.57 
(q, J= 7.5 Hz, 2H), 6.26 (br s, 2H), 7.13- 
7.51 (m, lOH). 
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«5 

I. 



No. 






^H-NMR (CDCls) 


2-014 




Me 


2.55 (s, 3H), 4.10 (s, 3H), 6.57 (d, J 
= 7.8 Hz, IH). 7.20-7.26 (m, 2H), 
7.40-7.50 (m, 3H), 


2-015 


ay 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.47 
(sextet, J = 7.5 Hz, 2H), 1.84 
(m ,2H), 2.58 (s, 3H), 4.69 (br s, 
2H), 6.52 (d, J= 7.8 Hz, IH), 7.20- 
7.26 (m, 2H). 7.30-7.50 (m. 3H). 


2-016 


ay. 


nBu 


0.82 (t, J = 7.5 Hz, 3H), 1.32 
(sextet, J= 7.5 Hz, 2H), 1.47-1.52 
(m. 2H). 2.46 (s, 3H), 4.37 (br s, 
2H), 4.80 (s, 2H), 7.06 (d, J= 9.0 
Hz, IH), 7,26-7.35 (m, 3H), 7.38- 
7.44 (m, IH), 7.60-7,67 (m. IH). 


2-017 


Ac 


nBu 


0.99 (t, J = 7.5 Hz, 3H), 1.47 
(sextet, J = 7.5 Hz, 2H), 1.83 (m, 
2H), 2.38 (s, 3H), 2.54 (s, 3H), 4.70 
(br s, 2H), 6.44 (d, c/^= 7,8 Hz, IH), 
7.04 (d, J= 7.5 Hz, IH). 


2-018 


H 


nBu 


1.02 (t, J = 7.8 Hz, 3H), 1.50 
(sextet, J= 7.8 Hz, 2H), 1.80-1.90 
(m, 2H), 2.51 (s, 3H), 4.66 (br s, 
2H), 6.49 (d, J= 8.1 Hz, IH), 6.91 
(d, c/= 7.8 Hz, IH), 8.44 (br s, IH). 


2-019 


u 


nBu 


0.96 (t, J = 7.5 Hz, 3H), 1.41 
(sextet, 7,5 Hz, 2H), 1.70 (m, 
2H), 2,43 (s, 3H), 2.52 (s, 3H), 4.61 
(brs, 2H), 6.38 (d, e/= 8.1 Hz, IH), 
7.26-7.35 (m, 3H), 7.97 (d, J= 8.7 
Hz. IH). 


2-020 


H3C-S02- 


nBu 


1.01 (t, J = 7.5 Hz, 3H), 1.49 
(sextet, J = 7.2 Hz, 2H), 1.82 (m, 
2H), 2.57 (s, 3H), 3.48 (dd, «A= 3.0, 
1.5 Hz. 3H), 4.70 (brs, 2H), 6.47 (d, 
J= 7.8 Hz, IH), 7.31 (dd, J= 7.8, 
1.8 Hz, IH). 


2-021 


err 


nBu 


0.98 (t, J = 7.2 Hz, 3H), 1.46 
(sextet, J= 7.5 Hz, 2H), 1.81 (m, 
2H), 2.51 (s, 3H), 4.00 (s, 2H), 4.67 
(brs, 2H), 6.39 (d, J= 7.8 Hz, IH), 
6.98 (d, J=^ 7.8 Hz, IH), 7.10-7.50 
(m, 5H). 


2-022 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.47 
(sextet, J= 7.2 Hz, 2H), 1.85 (m, 
2H), 2.54 (s, 3H), 2.90-3.00 (m, 
2H), 3.10-3.20 (m, 2H), 4,70 (brs, 
2H), 3.10-3.20 (m, 2H), 4.70 (brs, 
2H), 6.42 (d, J=S,1 Hz, IH), 6.97 
(d, 8.1 Hz, IH), 7.18-7.34 (m, 
5H). 
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^6 



No. 






*xi-NMK (ODCI3) 


2-023 




nBu 


0.92 (t, c/= 6,9 Hz, 3H), 1.37 (m, 
4H), 2.41 (s, 3H), 4.17 (brs, 2H), 
4.47 (s, 2H), 6.99 (d, J= 9.0 Hz, 


2-024 




nBu 


0.94 (t, J' = 6.9 Hz. 3H), 1.40 
(sextet, = 7.8 Hz, 2H), 1.70 
(m .2H), 2.48 (s, 3H), 2.89 (s, 6H), 
4.60 (br s, 2H), 6.27 (d, J= 8.1 Hz, 
IH), 6.97 (dd, J= 8.1, 1.2 Hz, IH), 
7.21 (d, J= 7.8 Hz, IH), 7.51 (dd, J 
= 8,1, 7.8 Hz, IH), 7.61 (dd, J= 8.4, 
7.8 Hz, IH), 8.28 (dd, J= 7.2, 0.9 
Hz, IH). 8.61 (t, J= 8.4 Hz, 2H). 


2-025 




nBu 


1.02 (t, J = 7.5 Hz, 3H), 1.50 
(sextet, c/= 7.5 Hz, 2H), 1.80-1.85 
(m ,2H), 2.51 (s, 3H), 4.67 (br s, 
2H), 6.51 (dd, e/= 5.1, 4.8 Hz, IH), 

6.57 (d, c7= 7.8 Hz, IH), 7.38 (d, 
8.1 Hz, IH), 7.70-7.85 (m, 2H). 


2-026 


nBu 


nBu 


0.90-1.03 (m, 6H), 1.4-1.6 (m, 4H), 
1.8-1.9 (m, 4H), 2.50 (s, 3H), 3.98 
(t, 6.9 Hz, 2H), 4.76 (brs, 2H), 
6.40 (d, J= 8.1 Hz, IH), 6.60 (d, J= 
7.8 Hz, IH). 


2-027 




nBu 


0.91 (t, J= 7.2Hz, 3H), 1.25-1.44 
(m, 4H,), 1.25-1.44 (m, 4H), 2,40 (s, 
3H), 3.75 (s, 3H), 4.18 (brs, 2H), 
4.44 (s,2H), 6.73 (A2B2-type, J = 
8-7Hz, 2H), 6.98 (d, c/=9.3Hz, IH), 
7.09 (A2B2-type, J = 8.4Hz, 2H), 
7.25 (d, c/= 9.0Hz, IH). 


2-028 


EtOgC- 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.40 (t, 
7.2 Hz, 3H), 1.47 (sextet, J = 7.5 
Hz, 2H), 1.84 (m, 2H), 2.55 (s, 3H), 
4.35 (q, J= 7.5 Hz, 2H), 4.69 (brs, 
2H), 6.45 (dd, J= 7.5, 0.6 Hz, IH), 
7.12 (d, c/=7.5Hz, IH). 


2-029 


0 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.48 
(sextet, J= 7.2 Hz, 2H), 1.85 (m, 
2H), 2.57 (s. 3H), 4.73 (brs, 2H), 
6.48 (d, J= 7.8 Hz, IH), 7.18 (d, e/= 
7.5 Hz, IH), 7.20-7.70 (m, 3H), 
8.20-8.30 (m, 2H). 



140 



wo 02/053543 PCT/JPOl/1 1427 




No. 










^H-NMR (CDCI3) 


2-030 


H 


H 


H 


iPr 


1.45 (s, 3H), 1.48 (s, 3H), 6,31- 
6.45 (m, IH). 6.76 (t, J= 7.0 Hz, 
IH), 7.03-7.29 (m, 3H), 7.43-7.29 
(m, 3H), 7.43-7.54 (m, 2H), 7.74 
(dd, J== 1.5, 7.0 Hz, IE). 


2-031 


Me 


H 


H 


nPr 


1.00 (t, J = 7.3 Hz, 3H), 1.83- 
2.02 (m, 2H), 4.48 (t, «/= 7.7 Hz, 
2H), 6.56 (d, J = 6.6 Hz, IH), 
7,20-7.28 (m, 2H), 7.43-7.49 (m, 
2H), 7.57 (d, 6.6 Hz, IH). 


2-032 


-CHjOMe 


H 


H 


nPr 


0,96 (t, J = 7.3 Hz, 3H), 1.35- 

1.47 (m, 2H), 1,81-1.91 (m, 2H), 
3.43 (s, 3H), 4.48-4.56 (m, 3H), 
6.89 (d, </= 6.7 Hz, IH), 6.97- 

7.48 (m, 4H), 7.68 (d, c/= 6.7 Hz, 
IH). 


2-033 


H 


H 


H 


nBu 


0.98 (t, J = 7.3 Hz, 3H), 1.37- 
1.49 (m, 2H), 1.83-1.94 (m, 2H), 
4.57 (t, J = 7.6 Hz, 2H), 6.65- 
6.70 (m, IH), 7.22-7.27 (m, 2H), 

7.43-7.51 (m, 3H), 7.68 (dd, 
1.5, 6.4 Hz, IH). 


2-034 


Me 


H 


H 


nBu 


0.95 (t, J= 7.3 Hz, 3H), 1.34- 

2.29 (s, 3H), 4.51 (t, J= 7.4 Hz, 
2H), 6.55 (d, J = 6.6 Hz, IH), 
7,20-7.28 (m, 2H), 7.43-7.48 (m, 
2H), 7.59 (d, e/= 6.6 Hz, IH). 


2-035 


H 


Me 


H 


nBu 


0.97 (t, J = 7.3 Hz, 3H), 1.36- 
1.46 (m, 2H), 1.82-1.92 (m, 2H), 
4.54 (t, J = 7.6 Hz, 2H), 7.19- 
7.27 (m, 2H). 7.40-7.52 (m, 4H). 


2-036 


H 


Br 


H 


nBu 


0.99 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J= 7.5 Hz, 2H), 1.83- 
1.93 (m , 2H), 4.53 (t, J= 7.5 Hz, 
2H), 7.21-7.30 (m, 2H), 7.42-7.52 
(m, 2H), 7.64 (d, J= 2.1 Hz, IH), 
7.79 (d, J= 2.1 Hz. IH). 


2-037 


H 




H 


nBu 


1.00 (t, J = 7.3 Hz, 3H). 1.45 
(sextet, J = 7.3 Hz, 2H), 1.85- 
1.97 (m, 2H), 4.57 (t, e/= 7.6 Hz, 
2H), 7.22-7.28 (m, 2H), 7.34-7.44 
(m, 3H), 7.44-7.52 (m, 4H), 7.61 
(d, J= 1.8 Hz, IH), 7.89 (d, e/ = 
1.8 Hz, IH). 
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^8 

O 



No. 






^H-NMR fCDCh) 


3-001 


or 


Me 


2.20 (s, 3H), 2.39 (s. 3H), 3.62 (s, 
3H), 4.65 (d, J= 6.0 Hz, 2H), 7.21- 
7.38 (m, 5H), 8.37 (s. IH), 10.28 
(br s, IH). 


3-002 




Me 


2.19 (s. 3H), 2.38 (s, 3H), 2.93 (t, J 
= 7.2 Hz, 2H), 3.62 (s, 3H), 3.65- 
3.72 (m, 2H), 7.21-7.33 (m, 5H), 
8.34 (s. IH), 9.99 (br s. IH). 


3-003 




Et 


1.32 (t, 7.2 Hz, 3H), 2.18 (s, 
3H), 2.42 (s, 3H), 4.20 (q, J= 7.2 
Hz, 2H), 4.64 (d, J= 6.0 Hz, 2H), 
7.24-7.38 (m, 5H), 8.35 (s, IH), 
10.30 (br IH). 


3-004 




Et 


1.33 (t, J= 7.2 Hz, 3H), 2.18 (s, 
3H), 2.42 (s, 3H), 2.93 (t, J= 7.5 
Hz, 2H), 3.64-3.71 (m, 2H), 4.21 (q, 
J= 7.2 Hz, 2H), 7.18-7.33 (m, 5H), 
8.32 (s, IH), 10.03 (br s, IH). 


3-005 




nPr 


1.03 (t, J= 7.8 Hz, 3H), 1.65-1.78 
(m, 2H), 2.19 (s, 3H), 2.42 (s, 3H), 
4.07 (t, J= 8.1 Hz, 2H), 4.65 (d, c/= 
6.0 Hz, 2H), 7.24-7.38 (m, 5H), 
8,36 (s, IH), 10.30 (br s, IH). 


3-006 




nPr 


1.05 (t, J= 7.5 Hz, 3H), 1.67-1.80 
(m, 2H), 2.19 (s, 3H), 2.42 (s, 3H), 
2.92-2.97 (m, 2H), 3.64-3.72 (m, 
2H), 4.09 (t, c7= 7.8 Hz, 2H), 7.20- 
7.35 (m, 5H), 8.33 (s, IH), 10.05 
(br s, IH). 


\J \J\J 1 






1.60 (s, 3H), 1.63 (s, 3H). 2.17 (s, 
3H), 2.40 (s, 3H), 4.64 (d. J= 6.0 
Hz, 3H), 7.24-7.34 (m, 5H), 8.31 (s, 
IH), 10.31 (br s. IH). 


3-008 




iPr 


1.62 (s, 3H), 1.64 (s, 3H), 2.17 (s, 
3H), 2.40 (s, 3H), 2.93 (d, tA= 7.8 
Hz, 2H), 3.62-3.69 (m, 2H), 4.64 
(br s, IH), 7.18-7.33 (m, 5H), 8.28 
(s. IH), 10.04 (br s. IH). 


3-009 




ixBu 


0.98 (t, J= 7.2 Hz, 3H). 1.38-1.51 
(m, 2H), 1.61-1.71 (m, 2H). 2.18 (s, 
3H), 2.41 (s, 3H), 4.10 (t, 8.1 
Hz, 2H), 4.64 (d, J= 6.0 Hz, 2H), 
7.21-7.38 (m, 5H), 8.35 (s, IH), 
10.30 (br s, IH). 


3-010 


0^ 


nBu 


1.00 (t, J= 1.2 Hz, 3H), 1.40 (m, 
2H), 1.61-1.72 (m, 2H), 2.93 (t, J = 
7.2 Hz, 2H), 3.63-3.70 (m, 2H), 
4.11 (t, 7.8 Hz, 2H), 7.18-7.32 
(m, 5H), 8.32 (s, IH), 10.03 (br s, 
IH). 
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O 



No. 






^H-NMR (CDCI3) 


3-011 


on 


nHexyl 


0.89 (t, J= 7.2 Hz. 3H), 1.30-1.60 
(m, 6H), 1.60-1.75 (m, 2H), 2.18 (s, 
3H), 2.41 (s, 3H), 4.09 (t, J= 7.8 
Hz, 2H), 4.64 (d, </ = 5.7 Hz, 2H), 
7.23-7.38 (m, 5H). 8.35 (s, IH). 








0.91 (t, c/= 6.9 Hz, 3H), 1.32-1.45 
(m, 6H), 1.63-1,70 (m, 2H), 2.18 (s, 
3H), 2.40 (s, 3H), 2.93 (t, J= 7.5 
Hz, 2H), 3.63-3.70 (m, 2H), 4.10 
(t, J = 7.8 Hz, 2H), 7.18-7.32 (m, 
5H). 8.31 (s, IH). 10.04 (br s, IH). 


3-013 




Bn 


2.19 (s, 3H), 2,31 (s, 3H), 4.64 (d, J 
= 5.7 Hz, 2H), 5.44 (br s, 2H), 
7.07-7.38 (m, lOH), 8.44 (s, IH), 
10.24 (br s, IH). 


3-014 




Bn 


2.18 (s, 3H), 2.31 (s, 3H), 2.93 (t, J 
= 7.5 Hz, 2H), 3.64-3.71 (m, 2H), 
5.45 (br s, 2H), 7.08-7.36 (m, lOH), 
8.41 (s. IH), 9.98 (br s, IH). 


3-015 




Ph 


2.00 (s, 3H), 2.22 (s. 3H), 4.58 (d, J 
= 5.7 Hz, 2H). 7.15-7.32 (m, 7H), 
7.49-7.58 (m, 3H), 8.49 (s, IH), 
10.02 (br s, IH). 


3-016 




Ph 


2.00 (s, 3H), 2.22 (s, 3H), 2.88 (t, J 
= 7.8 Hz, 2H), 3.59-3.66 (m, 2H), 
7.16-7.29 (m, 7H), 7.51-7,61 (m, 
3H). 8.46 (s. IH), 9.82 (br s. IH). 
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m 1 0 

o 



nBu 



No. 






^H-NMR (CDCI3) 


3-033 




nBu 


0.93 (t, 7.2 Hz, 3H), 0.98 (t, J = 
7.2 Hz, 3H), 1.32-1.51 (m, 6H), 
1.61-1.69 (m, 2H), 2.41 (s, 3H), 2.48 
(t, 7.8 Hz, 2H), 4.09 (t, 7.8 
Hz, 2H), 4.64 (d, J = 6.0 Hz, 2H), 
7.23-7.38 (m, 5H), 8.35 (s, IH), 10.30 
(br s, IH). 


3-034 




nBu 


0.93 (t, c/= 7.2 Hz, 3H), 1.00 (t, c/ = 
7.2 Hz, 3H), 1.30-1.54 (m, 6H), 
1.63-1.72 (m, 2H), 2.42 (s, 3H), 2.48 
(t, J = 7.8 Hz, 2H), 2.93 (m, 2H), 
3.62-3,70 (m, 2H), 4.10 (t, J= 7.8 
Hz, 2H), 7.16-7.32 (m, 5H), 8.32 (s, 
IH), 10.04 (br s, IH). 


3-035 




nPentyl 


0.90 (t, c/= 6.9 Hz, 3H), 0.98 (t, c7' = 
7.2 Hz, 3H), 1.30-1,53 (m, 8H), 
1.62-1.69 (m, 2H), 2.47 (s, 3H), 2.48 
(t, 7.5 Hz, 2H), 4.09 (t, J= 7.8 
Hz, 2H), 4.64 (d, J = 5.7 Hz, 2H), 
7.23-7.38 (m. 6H), 8.35 (s, IH), 10.31 
(br s, IH). 


3-036 




nPentyl 


0.90 (t, e7'= 6.9 Hz, 3H) , 1.00 (t, J = 
7.2 Hz, 3H), 1.28-1.39 (m, 4H), 
1.40-1.55 (m, 4H), 1.62-1.72 (m, 2H), 
2.42 (s, 3H), 2.47 (t, J= 7.5 Hz, 2H), 
2.93 (t, J = 7.2 Hz, 2H), 3.63-3.70 
(m, 2H), 4.10 (t, J = 7.8 Hz, 2H), 
7.20-7.32 (m, 5H), 8.32 (s, IH). 10.04 
(br s, IH). 


3-037 




I 


0.98 (t, «/= 7.3 Hz, 3H), 1.38-1.50 
(m, 2H), 1.61-1.71 (m, 2H), 2.71 (s, 
3H), 4.16 (t, J= 7.9 Hz, 2H), 4.63 (d, 
5.8 Hz, 2H), 7.22-7.37 (m, 5H), 
8.78 (s, IH), 10.4 (br s, IH). 


3-038 




I 


1.00 (t, c/= 7.3 Hz, 3H), 1.39-1.51 
(m, 2H), 1.59 (s, 3H), 1.61-1.71 (m, 
2H), 2.71 (s, 3H), 2.92 (t, 7.6 Hz, 
2H), 3.62-3.69 (m, 2H), 4.17 (t, J = 
7.9 Hz, 2H), 7.19-7.33 (m, 5H), 8.74 
(s, IH). 9.77 (br s. IH). 


3-039 




X) 


1.00 (t, J = 7.3 Hz, 3H), 1.41-1.53 
(m, 2H), 1.68-1.78 (m, 2H), 4.15 (t, J 
= 7.6 Hz, 2H), 4.65 (d, e/^ = 6.8 Hz, 
2H), 7.22-7.45 (m, lOH), 8.46 (s, 
IH). 10.25 (br s, IH). 


3-040 




X) 


1.02 (t, J= 7.3 Hz, 3H), 1.43-1.55 
(m, 2H), 1.69-1.79 (m, 2H), 2.41 (s, 
3H), 2.94 (t, c7= 7.9 Hz, 2H), 3.65- 
3.72 (m, 2H), 4.16 (t, J= 7.6 Hz, 2H), 
7.19-7.45 (m, lOH), 8.43 (s, IH), 9.98 
(br s. IH). 
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1 1 




No. 






^H-NMR (CDCI3) 


3-044 




CF3 


1.02 (t, c7= 6.7 Hz, 3H), 1.42-1.54 
(m, 2H), 1.66-1.74 (m, 2H), 2.61 (s, 
3H), 2.93 (t, J= 7.3 Hz, 2H), 3.64- 
3.69 (m, 2H), 4.14 (t, J= 7.9 Hz, 2H), 
7.20.7.33 (m, 5H), 8.69 (s, IH), 9.61 
(brs, IH). 
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O 



nBu 



No. 






^H-NMR (CDCI3) 


3-061 


n-Hexyl 


0 

II 

X^j^-{CH2)5CH3 

H 


0.86-0.91 (m, 6H), 0.95 (t, J = 
7.3 Hz, 3H), 1.26-1.47 (m, 16H), 
1.54-1.65 (m, 4H), 1.73-1.83 (m, 

ZXl;, 0.00-0. 40 ^±1), 4.U/ Vt, 

c/= 7.3 Hz, 2H), 6.72 (t, J= 5.5 
Hz, IH), 8.40 (d, J = 2.7 Hz, 
IH), 8.83 (d, J= 2.7 Hz, IH), 
9.69 (t, J= 5.5 Hz, IH). 


3-062 




O 


1,02 (t, J= 7.3 Hz, 3H), 1.33- 
1,45 (m, 2H), 1.72-1.82 (m, 2H), 

4.06 (t, J= 7.6 Hz, 2H), 4.58 (d, 
c/= 5.5 Hz, 4H), 6.81 (br s, IH), 

rj ty A n OC /_ 1 ATTN *7 A Ct /J T 

7.24-7.36 (m, lOH), 7.42 (d, J = 

2.7 Hz, IH), 8.78 (d, J= 2.7 Hz, 
IH), 10.00 (br s, IH). 


3-063 




A— 0 

H 


0.97 (t, 7.3 Hz, 3H), 1.33- 
1.46 (m, 2H), 1.72-1.82 (m, 2H), 
2.88-2.94 (m, 4H), 3.63-3.72 (m, 
4H), 4.06 (t, J = 7.6Hz, 2H), 
7.20-7.34 (m, lOH), 8.37 (d, J = 
2.7 Hz, IH), 8.65 (d, J= 2,7 Hz, 
ixi), y.o^ (br s, iJi). 


3-064 


or- 


0 

X^jy|''(C^^2)3CH3 
{CH2)3CH3 


0.91-0.96 (m, 6H), 0.93 (t, J = 
7.3 Hz, 3H), 1.32-1.44 (m, 4H), 
1.54-1.65 (m, 6H), 1.71-1.81 (m, 
2H), 3.38 (br s, 4H), 4.02 (t, 
7.3 Hz, 2H), 4-64 (d, J= 5.8 Hz, 
2H), 7.23-7.39 (m, 5H), 7.85 (d, 
2.7 Hz, IH), 8.58 (d, J= 2.7 
Hz. IH), 10.04 (t, J = 5.5 Hz, 
IH). 


3-065 


or 


H 


0.96 (t, J= 7.3 Hz, 3H), 1.15- 
1.49 (m, 6H), 1.64-1.81 (m, 6H), 
1.96-2.05 (m[ 2H), 3.87-3.99 (m, 
IH), 4.05 (t, J= 7.3 Hz, 2H), 
4.64 (d, c/= 5.8 Hz, 2H), 6.10 (d, 
c/= 7.9 Hz, 2H), 6.92-7.38 (m, 
5H), 8.38 (d, J= 2.7 Hz, IH), 
8.72 (d, 2.7 Hz, IH), 10.05 
(t, J= 5.8 Hz. IH). 


3-066 


Or^ 


0 

H 


0,89 (t, J' 6.7 Hz, 3H), 0,97 (t, 
J= 7.3 Hz, 3H), 1.27-1.45 (m, 
8H), 1.54-1.63 (m, 2H), 1.73- 
1.82 (m, 2H), 2.93 (t, J = 7.6 
Hz, 2H), 3.38-3.45 (m, 2H), 
3.65-3.72 (m, 2H), 4.06 (t, J = 
7.6 Hz, 2H), 6.44 (t, c/= 5.5 Hz, 
IH), 7.20-7.34 (m, 5H), 8.39 (d, 
J= 2.7 Hz, IH), 8.74 (d, J= 2.7 
Hz, IH), 9.78 (t, J= 5.5 Hz, 
IH). 



146 



wo 02/053543 



PCT/JPOl/11427 



m 1 3 



o 

nBu 



No. 




R8 


iH-NMR (CDCI3) 


3-067 




I 


U.yO \Zy d — 1.0 xlZ, OXl), i.t)i-i.44 

(m, 2H), 1.68-1.78 (m, 2H), 3.95 (t, J 
= 7.3 Hz, 2H), 4.62 (d, J= 7.3 Hz, 
2H), 7.23-7.36 (m, 5H), 7.70 (d, J = 
2.6 Hz, IH), 8,67 (d, J= 2.6 Hz, IH), 
10.03 (br s. IH). 


3-068 




X) 


A tiO /X T _ ^ 0 TT_ oTT\ •% Otf « AO 

0.98 (t, J = 7.3 Hz, 3H), 1.36-1.48 
(m, 2H), 1.75-1.85 (m, 2H), 4.08 (t. J 
= 7.6 Hz. 2H), 4.67 (d, J= 5.8 Hz, 
2H), 7.22-7.50 (m, lOH), 7.69 (d, J= 
2.7 Hz, IH), 8.87 (d, e/= 2.7 Hz, IH), 
10.25 (br s, IH). 


3-069 






0.98 (t, J= 7.6 Hz, 3H), 1.34-1.46 
(m, 2H), 1.72-1.82 (m, 2H), 4.01 (t, J 
= 7.6 Hz, 2H), 4.65 (d, J= 5.8 Hz, 
2H), 7.23-7.40 (m, 8H), 7.45-7.51 
(m, 2H), 7.73 (d, J = 2.7 Hz, IH), 
8.66 (d, J= 2.7 Hz, IH), 10.03 (t, 
5.8 Hz, IH). 


3-070 


nBuO 


H 


0.95 (t, J= 7.5 Hz, 3H), 1.38 (sextet, 
J= 7.8 Hz, 2H), 1.73-1.79 (m, 2H), 
3.90 (s, 3H), 3.98 (t, c7= 7.5 Hz, 2H), 
6.24 (d, 6.9 Hz, IH), 7.53 (dd, J 
= 6.7, 2.1 Hz, IH), 8.14 (dd, 7.5, 
2.4 Hz, IH). 


3-071 


(j 


H 


0.95 (t, J= 6.9 Hz, 3H), 1.36 (sextet, 
7.8 Hz, 2H), 1.66-1.80 (m, 2H), 
3.96 (t, J= 7,2 Hz, 2H), 4.60 (d, J = 

6.0 Hz, 2H), 6.36 (t, J= 7.5 Hz, IH), 
7.20-7.40 (m, 5H), 7.46 (dd, 6.3, 

2.1 Hz, IH), 8.47 (dd, J= 7.2, 2.4 
Hz, IH). 


3-072 




CFs 


0.99 (t, c/= 7.3 Hz, 3H), 1.34-1.47 
(m, 2H), 1.72-1.82 (m, 2H), 2.93 (t, J 
= 7.3 Hz, 2H), 3.66-3,73 (m, 2H), 
7.20-7.34 (m, 5H), 7,83 (m, IH), 
8.69 (d, c7= 2.7 Hz, IH), 9.62 (br s, 
IH). 


3-073 






0.99 (t, J= 7.3 Hz, 3H), 1.37-1.49 
(m, 2H), 2.96 (t. J= 7.3 Hz, 2H), 
3.66-3.73 (m, 2H), 4,07 (t, J = 7.3 
Hz, 2H), 7.19-7.31 (m, 6H), 7.34 (d, 
J= 2.4 Hz, IH), 7.42 (d, J= 8.5 Hz, 
IH), 7.65 (d, J:= 2.7 Hz, IH), 8.63 
(dd, 2.7, 0.6 Hz, IH), 9.89 (t, J= 
5.8 Hz, IH). 



147 



wo 02/053543 



PCT/JPOl/11427 



m 1 4 

0 



No. 


R' 




^H-NIMR (CDCI3) 


3-074 




x6 


1.00 (t, J= 7,3 Hz, 3H), 1.38- 
1.50 (m, 2H), 1.70-1.87 (m, 2H), 
2.97 (t, J= 7.3 Hz, 2H), 3.69- 
3.76 (m, 2H), 4.09 (t, J = 7.3 
Hz, 2H), 6.58 (brs, IH), 7.20- 
7.34 (m, 6H), 7.44-7.47 (m, 2H), 
8.63 (s, IH), 8.89 (d, J= 2.4 Hz, 
IH), 10.11 (t. J= 5.8 Hz, IH). 



148 



wo 02/0S3543 



PCT/JPOl/11427 



^ 1 5 



O 

nBu 



No. 






^H-NMR (CDCI3) 


3-081 




Me 


0.98 (t, J = 7.2 Hz, 3H), 1.43 
(sextet, t7"= 7.5 Hz, 2H), 1.60-1.70 
(m, 2H), 2.46 (s, 3H), 4.05 (t, 
8.1 Hz, 2H), 4.27 (dd, J= 7.2, 6.6 
Hz, IH), 4.64 (d, J= 5.7 Hz, 2H), 
7.20-7.40 (m, 5H), 8.41 (d, J=^ 7.5 
Hz, IH), 10.2 (br s, IH). 


3-082 




nPentyl 


0.93 (t, e/= 7.2 Hz, 3H), 0.98 (t, J 
= 7.2 Hz, 3H), 1.37-1.50 (m, 6H), 
1.62.1.70 (m, 4H), 2.67 (t, 7.8 
Hz, 2H), 4.05 (t, J= 7.8 Hz, 2H), 
4.64 (d, J- 6.0Hz, 2H), 6.27 (d, J 
= 7.5 Hz, IH), 7.20-7.40 (m, 5H), 
8.44 (d, 7.5 Hz, IH), 10.21 (br 
s, IH). 


3-083 




nPentyl 


0.93 (t, J= 6.9 Hz, 3H), 1,00 (t, J 
= 7.2 Hz, 3H), 1-38-1.49 (m, 6H), 
1.63-1.70 (m, 4H), 2.66 (t, 7.8 
Hz, 2H), 2.93 (t, c7= 7.5 Hz. 2H), 
3.63-3,68 (m, 2H), 4.06 (t, J= 7.8 
Hz, 2H), 6.27 (d, J= 7.5 Hz, IH), 
7.17-7,32 (m, 5H), 8.40 (d, J= 7.5 
Hz, IH), 9.94 (br s. IH). 


3-084 




nHexyl 


0.91 (t, J= 7.2 Hz, 3H), 0.98 (t, J 
= 7.2 Hz, 3H), 1.30-1.50 (m, 8H), 
1.60-1.72 (m, 4H), 2.67 (t, J= 7.8 
Hz, 2H), 4.05 (t, c/= 8.1 Hz, 2H), 
4.64 (d, c/= 5.7 Hz, 2H), 6.28 (d, J 
= 7.8 Hz, IH), 7.20-7.40 (m, 5H), 
8.44 (d, J= 7.8 Hz, 1H),10.21 (br 
IH). 


3-085 




nHexyl 


0.91 (t, c/= 7.2 Hz, 3H), 1.00 (t. J 
= 7.2 Hz, 3H), 1.31-1.49 (m, 8H), 
1.61-1.71 (m, 4H), 2.67 (t, c/= 7.8 
Hz, 2H), 2.93 (t, J= 7.2 Hz, 2H), 
3.63-3.70 (m, 2H), 4.06 (t, J= 7.8 
Hz, 2H), 6.27 (d, c/= 7.8 Hz, IH), 
7.18-7.33 (m, 5H), 8.41 (d, J= 7.8 
Hz, IH), 9.94 (t, c/= 5.1 Hz,lH). 



149 



wo 02/053543 



PCT/JPOl/11427 



^1 6 



No. 



^H-NMR (CDCI3) 



3-101 




3.03 (t, J= 6.4 Hz, 2H). 4.35 (t, J = 

6.4 Hz, 2H), 4.68 (d, J = 5.8 Hz. 
2H), 6.94 (d, J= 7.9 Hz, IH), 7.23- 
7.49 (m, 8H), 7.81 (d, J" = 7.3 Hz, 
IH), 8.63 (d, e;'=7.9 Hz, IH), 10.22 
(br s, IH). 



3-102 



1.79-1.88 (m, 2H), 1.95-2.03 (m, 
2H), 2.88 (t, c7= 6.4 Hz, 2H), 4.04 (t, 
J= 6.1 Hz, 2H), 4.65 (d, /= 5.8 Hz, 
2H), 6.26 (d, 7.3 Hz, IH), 7.20- 
7.38 (m, 5H), 8.46 (d, J= 7.3 Hz, 
IH), 10.19 (br s. IH). 



3-103 




2.97 (t, = 7.3 Hz, 2H), 3.04 (t, J== 
6.4 Hz, 2H), 3.68-3.75 (m, 2H), 4.35 
(t, 6.4 Hz, 2H), 6.92 (d, J= 7.9 
Hz, IH), 7.19-7.35 (m, 5H), 7.37- 
7.43 (m, 3H), 7.80 (dd, J= 1.5, 7.3 
Hz, IH), 8.59 (d, J = 7.9 Hz, IH), 
9.93 (br s, IH). 



3-104 




1.79-1.88 (m, 2H), 1.95-2.04 (m, 
2H), 2.87 (t, J'= 6.4 Hz, 2H), 2.93 (t, 
c/= 7.3 Hz, 2H), 3.65-3.72 (m, 2H), 
4.04 (t, c/= 6,4 Hz, 2H), 6.24 (d, J 
=7.3 Hz, IH), 7.18-7.33 (m, 5H), 
8.42 (d, J= 7.3 Hz. IH), 9.90 (br s, 
IH). 



O Me 



3-105 




hBu 



0.97 (t, J = 7.5 Hz, 3H), 1.42 
(sextet, c/= 7.5 Hz, 2H), 1.60-1.70 
(m, 2H), 2.39 (s, 3H), 2.63 (s, 3H), 
3.91 (t, J= 7.9 Hz, 2H), 4.60 (s, 2H), 
6.05 (s, IH), 7.20-7.40 (m, 5H). 



3^106 



nBu 



0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J= 7.5 Hz, 2H), 1.60-1.72 
(m, 2H), 2.39 (s, 3H), 2.61 (s, 3H), 
2.93 (t-like, 2H), 3.63 (t-like, 2H), 
4.00 (t, J= 7.9 Hz, 2H), 6.04 (s, IH), 
7.17-7.33 (m. 5H). 



O Me 



3-107 




Me 



O-^'N Me 
nBu 



0.97 (t, J = 7.5 Hz, 3H), 1.42 
(sextet, J= 7.5 Hz, 2H), 1.58-1.72 
(m, 2H), 2.08 (s, 3H), 2.41 (s, 3H), 
2,52 (s, 3H), 4.08 (t, 7,5 Hz, 2H), 
4.62 (s, 2H), 7,20-7.42 (m, 6H), 9.02 
(br s, IH). 



3-108 



O Me 



Me 



C^N Me 
nBu 



0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J= 7.5 Hz, 2H), 1.58-1.72 
(m, 2H), 2.07 (s. 3H), 2.40 (s, 3H), 
2.44 (s, 3H), 2,93 (t, J= 7.5 Hz, 2H), 
3.67 (t, J= 7.5 Hz, 2H), 4.07 (t, J = 
7,8 Hz, 2H), 7.16-7.34 (m, 5H), 8.47 
(br s, IH). 



150 



wo 02/053543 



PCT/JP01/n427 



^1 7 



No. 




^H-NMR (CDClg) 


3-109 


0 

0'*^N Me 


1.00-1.28 (m,. 4H), 1.56-1.90 (m, 
7H), 2.18 (s, 3H), 2.39 (s, 3H), 4.00 
(br s, 2H), 4.64 (d, J= 6.0 Hz, 2H), 
7.20-7.40 (m, 5H). 8.35 (s. IH), 10.3 
(br s, IH). 


3-110 




1.00-1.30 (m,. 4H), 1.58^.90 (m, 
7H), 2.93 (t, J= 7.6 Hz, 2H), 3.62- 
3,69 (m, 2H), 4.01 (br s, 2H), 7.18- 
7.35 (m, 5H), 8.32 (s, IH), 10.3 (br 
s, IH). 


3-111 


nPentyl 


0.92 (t, J= 7.2 Hz, 3H), 1.37-1.42 
(m, 4H), 1.60-1.75 (m, 2H), 2.18 (s, 
3H), 2.40 (s, 3H), 4.08 (t, J= 8.1 Hz, 
2H), 4.64 (d, c/= 5.7 Hz, 2H), 7,20- 
7.40 (m, 5H), 8.35 (s, IH), 10.3 (br 
s. IH). 


3-112 


nPentyl 


0.94 (t, t/= 7.2 Hz, 3H), 1.38-1.42 
(m, 4H), 1.60-1.75 (m, 2H), 2.18 (s, 
3H), 2.40 (s, 3H), 2.93 (t, J= 7.8 Hz, 
2H), 3.60-3.70 (m, 2H), 4.10 (t, J = 
7.8 Hz, 2H), 7.20-7.35 (m, 5H), 8.31 
(s, IH). 10.03 (br s, IH). 



; 151 

\ 



wo 02/053543 



PCT/JPOl/11427 



g 1 8 

nBu 



No. 


K 1 1 


^H-NMR (CDCI3) 


4-001 




-CH2- 


0.97 (t, J- 7.5 Hz, 3H), 1.43 (sextet, </= 
7.5 Hz, 2H), 1.62 (quint, J = 7.5 Hz, 
2H), 1.74 (quint, 6.0 Hz, 2H), 1.88 
(quint, 6.0 Hz, 2H), 2.62 (t, J= 6,0 
Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 4.03 (t, 
J= 7.8 Hz, 2H), 4.64 (d, 6.0 Hz, 2H), 
7.23-7.38 (m, 5H), 8.28 (s, IH). 10.32 

yijj. b, e/ *~ D.tr iJL£, xxX), 


4-002 




-CH2- 


0.99 (t, c/= 7.5 Hz, 3H), 1.45 (sextet, J= 
7.5 Hz, 2H), 1.63 (quint, J = 7.5 Hz, 
2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, c/= 6.0 Hz, 2H), 2.62 (t, J= 6.0 
Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 2.93 (t, 
J= 7.8 Hz, 2H), 3.66 (dt, J= 9.0 Hz, 6.0 
Hz, 2H), 4.03 (t, J= 7.8 Hz, 2H), 7.20- 
7.33 (m, 5H), 8.25 (s, IH), 10.05 (br t, J 


4-003 




•CH," 


0.99 (t, c/= 7.5 Hz, 3H). 1.45 (sextet, J= 
7.5 Hz, 2H), 1.66 (quint, J = 7.5 Hz, 
2H), 1.73 (quint, J= 6.0 Hz, 2H), 1.87 
(quint, J= 6.0 Hz, 2H), 2.61 (t, J= 6.0 
Hz, 2H), 2.73 (t, </= 6.0 Hz, 2H), 2.82 (t, 
J= 7.8 Hz, 2H), 3.60 (dt, J= 9.0 Hz, 6.0 
Hz, 2H), 4.03 (t, c/= 7.5 Hz, 2H), 6.65 
(dd, J= 6.3 Hz, 2.1 Hz, 2H), 7.05 (dd, J 
= 6.3 Hz, 2.1 Hz, 2H), 8.23 (s, IH), 
10.01 (br t, J= 6.0 Hz, IH). 


4-004 




-CH2- 


0.99 (t, </= 7.2 Hz, 3H), 1.44 (sextet, J= 

7.2 Hz, 2H), 1.65 (quint, J = 7.2 Hz, 
2H), 1.74 (quint, 6.0 Hz, 2H), 1.88 
(quint, J- 6.0 Hz. 2H), 2.64 (t, 6.0 
Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 2.94 (t, 
J= 7.5 Hz, 2H). 3.70 (q, J= 6.9 Hz, 2H), 

4.03 (t, 7.8 Hz, 2H), 7.20 (d, 4.8 
Hz, 2H), 8.22 (s, IH), 8.51 (br s, 2H), 
10.10 (br t, e/= 6.0 Hz. IH). 


4-005 


a 


-CH2- 


1.01 (t, e/= 7.5 Hz, 3H), 1.44 (sextet, J = 
7.5 Hz, 2H), 1.70 (quint, J = 7.5 Hz, 
2H), 1.76 (quint, J= 6.0 Hz, 2H), 1.91 
(quint, J= 6.0 Hz, 2H), 2.66 (t, J= 6.0 
Hz, 2H), 2.78 (t, J= 6.0 Hz, 2H), 4.09 (t, 
7.8 Hz, 2H), 7.09 (t, e/= 7.5 Hz, IH), 
7.34 (t, 7.5 Hz, 2H), 7.77 (d, J= 7.5 
Hz, 2H), 8.34 (s, IH), 12.18 (br s, IH). 



152 



wo 02/053543 



PCT/JPOl/11427 




No. 




1 


^H-NMR (CDCI3) 


4-006 




-CH2- 


0.98 (t, 7.5 Hz, 3H), 1.43 (sextet, J = 
7.5 Hz, 2H), 1.65 (quint, J = 7.5 Hz, 
2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, J= 6.0 Hz, 2H), 2.62 (t, 6.0 
Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 4.02 (t, 
J= 7.8 Hz, 2H), 4.53 (d, J= 6.0 Hz, 2H), 
5.02 (s, 2H), 6.74 (d, J= 7.8 Hz, IH), 
6.81 (dd, */= 7.8 Hz, 1.8 Hz, IH), 6.86 
(d, J= 1.8 Hz. IH), 8.27 (s, IH), 10.26 
(br t, e/= 6.0 Hz, IH). 


4-007 




-CH2- 


0.98 (t, J= 7.5 Hz, 3H), 1.44 (sextet, 
7.5 Hz, 2H), 1.63 (quint, J = 7.5 Hz, 
2H), 1.73 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, J - 6.0 Hz, 2H), 2.62 (t, 6.0 
Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 4.03 (t, 
^= 7.8 Hz, 2H), 4.62 (d, J= 5.4 Hz, 2H), 

6.25 (dd, J= 3.0 Hz, 0.9 Hz, IH), 6.28- 
6.31 (m, IH), 7.35 (d, J 0.9 Hz, IH), 

8.26 (s, IH). 10.25 (br t. e/= 5.4 Hz, IH). 



153 



wo 02/053543 



PCT/JPOl/11427 




No. 


R' 


1 


^H-NMR (CDCI3) 


4-008 




-CHa- 


U.^O ^t, e/ — /.O XIZ, «5xlA l-^tJ 

(sextet, = 7.5 Hz, 2H), 1.62 
(quint, J'= 7.5 Hz, 2H), 1.74 (quint, 
c/= 6.0 Hz, 2H), 1.88 (quint, J= 6.0 
Hz, 2H), 2.62 (t, J = 6.0 Hz, 2H), 
2.74 (t, J= 6.0 Hz, 2H), 4.03 (t, J = 
7.8 Hz, 2H), 4.59 (d, J = 6.0 Hz, 
2H), 7.26 (s, 2H), 7.28 (s, 2H). 8.26 

V,S, JlXI.), lU.OD \DT If eJ ~~ D.U xlZ, Irl). 


4-009 




-CH2- 


0.97 (t, = 7,5 Hz, 3H). 1.43 
(sextet, J = 7.5 Hz, 2H), 1.64 
(quint, J= 7.5 Hz, 2H), 1.74 (quint, 
e/=: 6.0 Hz, 2H), 1.88 (quint, J= 6.0 
Hz, 2H), 2.62 (t, J= 6.0 Hz, 2H), 
2.73 (t, J = 6.0 Hz, 2H), 3.78 (s, 
3H), 4.01 (t, J= 7.8 Hz, 2H), 4.57 
(d, J= 6.0 Hz, 2H), 6.85 (d, c/= 9.0 
HZ, ^Jti/, /.^y (a, «/ — y.u ±iz, ^ti), 
8.27 (s, IH), 10.24 (br t, 6.0 Hz, 
IH). 


4-010 


cr 


-0- 


0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J = 7,5 Hz, 2H), 1.66 
(quint, t/= 7.5 Hz, 2H), 2.82 (t, J = 
6.0 Hz, 2H), 4.01 (t, J= 6.0 Hz, 2H), 
4.02 (t, J = 7.5 Hz, 2H), 4.60 (s, 
2H), 4.64 (d, J= 6.0 Hz, 2H), 7.24- 
7.38 (m, 5H), 8.22 (s, IH), 10.22 (br 
t, J= 6.0 Hz. IH). 


4-011 




-0- 


1,00 (t, J = 7.5 Hz, 3H), 1.45 
(sextet, J = 7.5 Hz, 2H), 1.69 
(quint, J= 7.5 Hz, 2H), 2.83 (t, J- 

6.0 Hz, 2H), 2.93 (t, 7.5 Hz, 2H), 
3.67 (dt, c/= 9.0 Hz, 6.0 Hz, 2H), 

4.01 (t, c/= 6.0 Hz, 2H), 4.03 (t, c/ = 
7.5 Hz, 2H), 4.60 (s, 2H), 7.18-7.36 
(m, 5H), 8.19 (s, IH). 9.96 (br t, J = 
6.0 Hz, IH). 


4-012 




-0- 


0.99 (t, J = 7.5 Hz, 3H), 1.45 
(sextet, J = 7.5 Hz, 2H), 1.67 
(quint, J= 7.5 Hz, 2H). 2.82 (t. J = 

6.0 Hz. 2H), 2.83 (t, 7.5 Hz, 2H), 
3.61 (dt, J = 9.0 Hz, 6.0 Hz, 2H). 

4.01 (t, J= 6.0 Hz, 2H), 4.03 (t, J = 
7.5 Hz, 2H), 4.59 (s, 2H), 6,71 (d, J 
= 7.5 Hz, 2H), 7.07 (d, J = 7.5 Hz, 
2H), 8.17 (s, IH), 9.92 (br t, c/= 6.0 
Hz. IH). 



154 



wo 02/053543 



PCT/JPOl/11427 



^2 1 

nBu 



No. 




1 


^H-NMR (CDCI3) 


4-013 






0.96 (t, J = 7,5 Hz, 3H), 1.41 
{sextet, J= 7,5 Hz, 2H), 1.60-1.73 
(m, 2H), 2.78 (d, J" = 4.2 Hz, 2H), 
2.84 (d, J= 4.2 Hz, 2H), 3.48 (s, 
2H), 3.69 (s, 2H), 3.99 (t, J= 7.5 
Hz, 2H), 4.63 (d, c/ = 6.0 Hz, 2H), 
7.26-7.37 (m, lOH), 8.21 (s, IE), 
10.24 (br t. J= 6.0 Hz. IH). 


4-014 






0.98 (t, J = 7.6 Hz, 3H), 1.43 
(sextet, J = 7.5 Hz, 2H), 1.65 
(quint, 7.5 Hz, 2H), 2.78 (d, J = 
4.5 Hz, 2H), 2.85 (d. J = 4.5 Hz, 
2H), 2.92 (t, J= 7.5 Hz, 2H), 3.48 
(s, 2H), 3.66 (dt, c7= 9.0 Hz, 6.0 Hz, 
2H), 3.69 (s, 2H), 4.01 (t, c/ = 7.8 
Hz, 2H), 7.23-7.38 (m, lOH), 8.18 
(s, IH), 9.99 (br t, J= 6,0 Hz. IH). 



155 



wo 02/053543 



PCT/JPOl/11427 



S2 2 

nBu 



No. 




1 


^H-NMR (CDCI3) 


4-015 




1 


0.97 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J = 7.5 Hz, 2H), 1.65 
(quint, J= 7.5 Hz, 2H), 2.77 (t, J = 
6.0 Hz, 2H), 3.19 (t, J = 6.0 Hz, 
2H), 3.86 (s, 2H), 4.01 (t, J= 7.8 
Hz, 2H), 4.64 (d, J= 6.0 Hz, 2H), 

10.27 (br t, 6.0 Hz. IH). 


4-016 




^NH 
1 


0.99 (t, J = 7.5 Hz, 3H), 1.45 
(sextet, J = 7.5 Hz, 2H), 1.66 
(quint, J= 7.5 Hz, 2H), 2.78 (t, J = 
6.0 Hz, 2H), 2.93 (t, J = 7.5 Hz, 
2H), 3.19 (t, J= 6.0 Hz, 2H), 3.67 
(dt, J= 9.0 Hz, 6.0 Hz, 2H), 3.86 (s, 
2H), 4.02 (t, e/= 7.8 Hz, 2H), 7.18- 
7.34 (m, 5H), 8.21 (s, IH), 10.01 (br 
t. J'=6.0Hz, IH). 


4-017 


cr 




0.98 (t, J = 7.5 Hz. 3H), 1.44 
(sextet, J = 7.5 Hz, 2H), 1.66 
(quint, 7.5 Hz, 2H), 2.93 (br t, J 
= 6.0 Hz, 2H), 3.80 (br t, 6.0 Hz, 
2H), 4.02 (t, J= 7,8 Hz, 2H), 4.49 
(s, 2H), 4.62 (d, 6.0 Hz, 2H), 
7.23-7.35 (m, 5H), 7.43-7.51 (m, 
5H), 8.10 (s, IH), 10.16 (br t, J = 
6.0 Hz, IH). 


4-018 






0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, c/= 7.5 Hz, 2H), 1.55-1.90 
(m, lOH), 2.84 (quint, J = 6.0 Hz, 
IH), 2.91 (t, J= 7.5 Hz. 2H), 3.82 
(t, e/= 6.0 Hz, 1/3 X2H), 3.91 (t, J = 
6.0 Hz, 2/3 X2H), 4.01 (t, J= 7.8 
Hz, 2H), 4.52 (s, 2/3 X2H), 4.59 (s, 
1/3 X2H), 4.65 (d, J= 6.0 Hz, 2H), 
7.24-7.39 (m, 5H), 8.31 (s, 2/3 X 
IH). 8.33 (s. 1/3 X IH). 10.20 (br t, J 
= 6.0 Hz. IH). 



156 



wo 02/053543 



PCT/JPOl/11427 




No. 




1 


^H-NMR (CDClg) 


4-019 




o 

1 


0.98 (t, J= 7.5 Hz, 3H), 0.99 (t, c/ = 
7.5 Hz. 3H), 1.43 (sextet, J= 7.5 
Hz, 2H), 1.66 (quint, J= 7.5 Hz, 
2H), 1,67 (quint, J= 7.5 Hz. 2H), 
2.37 (t, e/= 7.5 Hz, 2H), 2.84 (t, 
6.0 Hz, 2/3X2H), 2.89 (t, «/ = 6.0 
Hz, 1/3 X2H), 3.77 (t, c/ = 6.0 Hz, 
1/3 X2H), 3.90 (t, c7= 6.0 Hz, 2/3 X 
2H), 4.01 (t, 7.8 Hz, 2H), 4.47 
(s, 2/3 X 2H), 4.58 (s, 1/3 X 2H), 4.65 
(d, 6,0 Hz, 2H), 7.24-7.39 (m, 
5H), 8.30 (s, 2/3 XIH), 8.33 (s, 1/3 
X IH), 10,19 (br t, c/= 6.0 Hz, IH). 


4-020 


0^ 


0 


0.98 (t, J = 7.5 Hz, 3H), 1.29 (s, 
9H), 1.43 (sextet, 7.5 Hz, 2H), 
1.65 (quint, J= 7.5 Hz, 2H), 2.85 (t, 
6.0 Hz, 2H), 3.90 (t, </= 6.0 Hz, 
2H), 4.00 (t. J= 7.8 Hz, 2H), 4.62 
(s, 2H), 4.64 (d, c/= 6.0 Hz, 2H), 
7.24-7.38 (m, 5H), 8.31 (s, IH), 
10.20 (br t. 6.0 Hz. IH). 



157 



wo 02/053543 



PCT/JPOl/11427 




No. 




1 


^H-NMR (CDCI3) 


4-021 




O 


O.S8 (t, t/= 7.5 Hz, 1/3 X3H), 0.99 
(t, J = 7.5 Hz. 2/3 X 3H), 1.44 
(sextet, J = 7.5 Hz, 2H), 1.66 
(quint, J= 7.5 Hz, 2H), 2.86 (t, J = 
6.0 Hz, 1/3 X2H), 2.99 (t, J= 6.0 
Hz, 2/3 X2H), 3.69 (t, J = 6.0 Hz, 
1/3 X2H), 4.02 (t, J= 6.0 Hz, 2/3 X 
2H), 4,06 (t, 7,8 Hz, 2H), 4.40 
(s, 1/3 X2H), 4.62 (s, 2/3 X2H), 4.63 
(d, J= 6.0 Hz, 2H), 7.24-7.38 (m, 
7H), 8.11 (s, 2/3 XIH), 8.39 (s, 1/3 
X IH), 8.76 (d, J = 5.4 Hz, 2H), 
10.12 (br t, c/= 6.0 Hz, IH). 


4-022 




o 


1.00 (t, J = 7.5 Hz, 3H), 1.46 
(sextet, J = 7.5 Hz, 2H), 1.67 
(quint, 7.5 Hz, 2H), 2.91 (t. J = 
7.5 Hz, 2H), 2.92 (t, J = 6.0 Hz, 

^x±/f 0.00 V***"* ^ — D.O XiZ, D.»7 HZ, 

2H), 4.03 (t, J= 6.0 Hz, 2H), 4.04 
(t, J= 7.5 Hz, 2H), 4.48 (br s, 2/3 X 
2H), 4.68 (br s, 1/3 X2H), 7.20-7.32 
(m, 5H), 7.44-7.51 (m, 5H), 8.08 (br 
s, 2/3 XIH), 8.37 (br s, 1/3 XIH), 
9.89 (br t. e/= 6.0 Hz, IH). 


4-023 






0.99 (t, J = 7.5 Hz, 3H), 1.44 
(sextet, J= 7.5 Hz, 2H), 1.60-1.88 
(m, lOH), 2.83 (t, 6.0 Hz, 2H), 
2,89 (quint, 6.0 Hz, IH), 2.93 (t, 
J= 7.5 Hz, 2H), 3.68 (dt, J= 6.6 Hz, 
7.2 Hz, 2H), 3.82 (t, J= 6.0 Hz, 1/3 
X2H), 3.91 (t, J= 6.0 Hz, 2/3 X2H), 
4.02 (t, tA= 7.8 Hz, 2H), 4.52 (s, 2/3 
X2H), 4.58 (s, 1/3 X2H), 7.18-7.34 
(m, 5H), 8.27 (s, 2/3 XIH), 8.30 (s, 
1/3 X IH). 9.93 (br t, J - 6.0 Hz, 
IH). 



158 



wo 02/053543 



PCT/JPOl/11427 




No. 




I 


^H-NMR (CDCI3) 


4-024 




o 

1 


0.98 (t, 7.5 Hz, 3H), 0.99 (t, 
7.5 Hz, 3H), 1.45 (sextet, J = 7.5 
Hz, 2H), 1.66 (quint, J = 7.5 Hz, 
2H), 1.67 (quint, e/ = 7.5 Hz, 2H), 
2.37 (t, «/= 7.5 Hz, 2H), 2.84 (t, J = 
6.0 Hz, 2H), 2.93 (t, J = 7.6 Hz, 
2H), 3.68 (q, J= 6.9 Hz, 2H), 3.77 
(t, J= 6.0 Hz, 1/3 X2H), 3.90 (t, t/ = 
6.0 Hz, 2/3 X2H), 4.03 (t, = 7.8 
Hz, 2H), 4.47 (s, 2/3 X2H), 4.58 (s, 
1/3 X2H), 7.20-7.33 (m, 5H), 8.27 
(s, 2/3 XIH), 8.30 (s, 1/3 XIH), 9.81 
(br t, e/= 6.0 Hz, 1/3 x IH), 9.93 (br 
t, J= 6.0 Hz, 2/3 XIH). 


4-025 




0 

1 


1.00 (t, 7.5 Hz, 3H), 1.30 (s, 
9H), 1.45 (sextet, «/= 7.5 Hz, 2H), 
1.66 (quint, J = 7.5 Hz, 2H), 2.85 (t, 
J= 6.0 Hz, 2H), 2.93 (t, J= 7.5 Hz, 
2H), 3.68 (dt, J= 9.0 Hz, 6.0 Hz, 
2H), 3.90 (t, e/^ 6.0 Hz, 2H). 4.01 
(t, J = 7.8 Hz, 2H), 4.62 (s, 2H), 
7.18-7.33 (m, 5H), 8,28 (s, IH), 9.94 
(br t, c/= 6.0 Hz, IH). 


4-026 






0,88 (t, e/= 7.5 Hz, 1/3 X3H), 1.00 
(t, J = 7.5 Hz, 2/3 X 3H), 1.46 
(sextet. J = 7.5 Hz, 2H), 1.65 
(quint, 7.5 Hz, 2H), 2.82-3.01 
(m, 4H), 3.66 (dt, 9.0 Hz, 6.0 
Hz, 2H), 4.04 (t, J = 6-0 Hz, 2H), 

4.07 (t, J= 7.8 Hz, 2H), 4.39 (br s, 
2/3 X 2H), 4.73 (br s, 1/3 X 2H), 
7.20-7.37 (m, 7H), 8.07 (s, 2/3 X 
IH), 8.35 (s, 1/3 XIH), 8.76 (d. c7 = 

4.8 Hz, 2H), 9.85 (br t, J= 6,0 Hz, 
IH). 



159 



wo 02/053543 



PCT/JPOl/11427 



2 6 



nBu 



No. 




n 


^H-NMR (CDCI3) 


4-051 


U 


1 


0.97 (t, e/= 7.5 Hz, 3H), 1.41 (sextet, 
7.5 Hz, 2H), 1.69 (quint, c/= 7.5 Hz, 2H). 
2.19 (quint, J= 7.5 Hz, 2H), 2.85 (t, eA = 
7.5 Hz, 2H), 3.00 (t, J= 7.5 Hz, 2H), 3.98 
(t, J = 7.8 Hz, 2H), 4.64 (d, J = 6.0 Hz, 
2H), 7.23-7.39 (m, 5H), 8.46 (s, IH), 10.31 
(br t, J= 6.0 Hz, IH). 


4-052 




1 


0.98 (t, J= 7.5 Hz, 3H), 1.41 (sextet, = 
7,5 Hz, 2H), 1.70 (quint, J= 7.5 Hz, 2H), 
2.19 (quint, J= 7.5 Hz, 2H), 2.85 (t, J = 
7.5 Hz, 2H), 2.93 (t, J= 7.5 Hz, 2H), 3.00 
(t, J= 7.5 Hz, 2H), 3,67 (dt, J= 9.0 Hz, 
6.0 Hz, 2H), 3.99 (t, J = 7.8 Hz, 2H), 
7,18-7,34 (m, 5H), 8.43 (s, IH), 10.05 (br 
t, J =6.0 Hz. IH). 


4-053 




3 


0.98 (t, e/= 7.5 Hz, 3H), 1.44 (sextet, e/ = 
7.5 Hz, 2H), 1.57-1.65 (m, 4H), 1.68 
(quint, J= 6.0 Hz, 2H), 1.86 (quint, J =^ 
6.0 Hz, 2H), 2.71 (t, J= 6.0 Hz, 2H), 2.94 
(t, J= 6.0 Hz, 2H), 4.15 (br t, 7.8 Hz, 
2H), 4.64 (d, */= 6.0 Hz, 2H), 7.22-7.38 
(m, 5H), 8,33 (s, IH), 10.31 (br t, J= 6.0 
Hz, IH), 


4-054 




3 


0.99 (t, J= 7.5 Hz, 3H), 1.46 (sextet, 
7.5 Hz, 2H), 1.60-1.67 (m, 4H), 1.69 
(quint, «/= 6.0 Hz, 2H), 1.86 (quint, J = 
6,0 Hz, 2H), 2.71 (t, J'= 6.0 Hz, 2H), 2.71 
(t, 7.5 Hz, 2H), 2.72 (t, J= 6,0 Hz, 
2H), 3.66 (dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.17 
^br t, e/ = /,o xiz, Zrijj /.iy-/.o4 (m, oxl^ 
8.29 (s, IH), 10.05 (br t, J= 6.0 Hz, IH). 


4-055 




3 


0.98 (t, c/= 7.5 Hz, 3H), 1.44 (sextet, 
7.5 Hz, 2H), 1.58-1.65 (m, 4H), 1.69 
(quint, J= 6.0 Hz, 2H), 1.86 (quint, </ = 
6,0 Hz, 2H), 2.71 (t, 6.0 Hz, 2H), 2.94 
(t, J= 6.0 Hz. 2H), 4.15 (br t, J= 7.8 Hz, 
2H), 4.59 (d, J= 6.0 Hz, 2H), 6.99 (t, 
9.0 Hz. 2H), 7.32 (dd, J= 9.0 Hz, 6.0 Hz, 
2H), 8.32 (s, IH), 10.32 (br t. e/= 6.0 Hz. 
IH). 


4-056 




3 


0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, 
7.5 Hz, 2H), 1,57-1.66 (m, 4H), 1.69 
(quint, J= 6.0 Hz, 2H), 1.86 (quint, J = 
6.0 Hz, 2H), 2.71 (t, J= 6,0 Hz, 2H), 2.89 
(t, J= 7.5 Hz, 2H), 2.94 (t, c/ = 6,0 Hz, 
2H), 3.63 (dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.16 
(br t, J= 7.8 Hz, 2H), 6.97 (t. e/= 9.0 Hz, 
2H), 7.20 (dd, J = 9.0 Hz, 6.0 Hz, 2H), 
8.29 (s. IH), 10.04 (br t, 6.0 Hz. IH). 



160 



wo 02/053543 



PCT/JPOl/11427 



m2 7 

o 



L 

nBu 



No. 




n 


^H.NMR (CDCI3) 


4-057 




3 


0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, J = 
7.5 Hz, 2H), 1.57-1.68 (m, 4H), 1.69 
(quint, J = 6.0 Hz, 2H), 1.86 (quint, J- 
6.0 Hz, 2H), 2.70 (t, J= 6.0 Hz, 2H), 2.84 
(t, J= 7.5 Hz, 2H), 2.94 (t, J= 6.0 Hz, 
2H), 3.63 (dt. J = 9.0 Hz, 6.0 Hz, 2H), 
4.16 (br t, J= 7.8 Hz, 2H), 6.22 (br s, 
IH), 6.76 (d, J= 8.4 Hz, 2H), 7.06 (d, J = 
8.4 Hz, 2H), 8.29 (s, IH), 10.10 (br t, c/ = 
6.0 Hz, IH). 



161 



wo 02/053543 



PCT/JPOl/11427 



a2 8 

o 



L 

nBu 



No. 




n 


^H-NMR (CDCI3) 


4-058 




3 


0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, J= 7.5 
Hz, 2H), 1.57-1.68 (m, 4H), 1.69 (quint, J = 
6.0 Hz, 2H), 1.86 (quint, J= 6.0 Hz, 2H), 
2.70 (t, 6.0 Hz, 2H), 2.81 (t, «A= 7.5 Hz, 
2H), 2.93 (t, </= 6.0 Hz, 2H), 3.60 (dt, J = 
9.0 Hz, 6.0 Hz, 2H), 4.16 (br t, J= 7.8 Hz, 
2H), 6.40 (d, e/= 8.4 Hz, 2H), 7.05 (d, J= 8.4 
Hz, 2H), 8.29 (s, IH), 10.00 (br t, J = 6.0 
Hz, IH). 


4-059 




3 


0,98 (t, ^= 7.5 Hz, 3H), 1.44 (sextet. J= 7,5 
Hz, 2H), 1.56-1.68 (m, 4H), 1.69 (quint, c/ = 
6.0 Hz, 2H), 1.87 (quint, J= 6,0 Hz, 2H), 
2.71 (t, J= 6.0 Hz, 2H), 2.94 (t, 6.0 Hz, 
2H), 4.16 (br t, J = 7.8 Hz, 2H), 4.48 (d, J= 
6.0 Hz, 2H), 6.05 (br s, IH), 6.53 (br s. IH), 
6.74 (s, 2H), 6.87 (s, IH), 8.30 (s, IH). 10.35 
(br t, 6.0 Hz, IH). 


4-060 




3 


0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, J= 7,5 
Hz, 2H), 1.56-1.69 (m, 4H), 1.70 (quint, 
6.0 Hz, 2H), 1.87 (quint, J= 6.0 Hz, 2H), 
2.72 (t, J= 6.0 Hz, 2H), 2.95 (t, 6.0 Hz, 
2H), 4.18 (br t, J= 7.8 Hz, 2H), 4.70 (d, J = 
D.U xiz, ^ri)f /.4o (a, J — 0.1 xlz, Zrijf o.OO 
(d, J= 8.1 Hz, 2H), 8.33 (s, IH), 10.44 (br t, 
c/=6.0 Hz. IH). 


4-061 




6 


0.97 (t, J= 7.5 Hz, 3H), 1.26-1.34 (m, 4H), 
1.42 (sextet, J= 7.5 Hz, 2H), 1.46-1.60 (m, 
4H), 1.65 (quint, J = 7.5 Hz, 2H), 1.80 
(quint, J"= 6.0 Hz, 2H), 1.87 (quint, J= 6.0 
Hz, 2H), 2.73 (t, J= 6.0 Hz, 2H), 2.93 (br t, 
c/= 6.0 Hz, 2H), 4.12 (br t, J= 7,8 Hz, 2H), 
4.64 (d, J= 6.0 Hz, 2H), 7,23-7.41 (m, 5H), 
8.38 (s, IH), 10.36 (br t, </= 6.0 Hz, IH 


4-062 


0^ 


6 


0.98 (t. J= 7.5 Hz, 3H), 1.24-1.33 (m, 4H), 
1.46 (sextet, J= 7.5 Hz, 2H), 1.47-1.58 (m, 
4H), 1.66 (quint, J = 7.5 Hz, 2H), 1.80 
(quint. 6.0 Hz. 2H), 1.86 (quint, 6.0 
Hz, 2H), 2.73 (t, 6.0 Hz, 2H), 2.94 (t, c/= 
7.5 Hz, 2H), 2.95 (t, J= 6.0 Hz, 2H), 3.67 
(dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.14 (br t, c/ = 
7.8 Hz, 2H), 7.21-7.34 (m, 5H), 8.35 (s, IH), 
10.10 (br t, J= 6.0 Hz. IH). 



162 



wo 02/053543 



PCT/JPOl/11427 



«2 9 



to 

nBu 



No. 




^H-NMR (CDCI3) 


4-101 




0.97 (t, 7.5 Hz, 3H), 1.35-1.53 (m, 4H), 
1.44 (sextet, c/= 7.5 Hz, 2H), 1.60-1.78 (m, 
6H), 2.64 (t, J= 6.0 Hz, 2H), 2.88 (t, 
6.0 Hz, 2H), 4.09 (br t, ^ = 7.8 Hz, 2H), 
4.64 (d, c/= 6.0 Hz, 2H), 7.17-7.39 (m, 5H), 
8.34 (s, IH), 10.34 (br t, J= 6.0 Hz, IH). 


4-102 




0.99 (t, J= 7.5 Hz, 3H), 1,34-1.53 (m, 4H), 
1.46 (sextet, J= 7.5 Hz, 2H), 1,62-1.80 (m, 
6H), 2.64 (t, 6.0 Hz. 2H). 2.89 (t, 
6.0 Hz, 2H), 2.94 (t, «/= 7.5 Hz, 2H). 3.67 
(dt, 9.0 Hz, 6.0 Hz, 2H), 4.10 (br t, c/= 
7.8 Hz, 2H), 7.18-7.34 (m, 5H), 8.31 (s, 
IH), 10.07 (br t, 6.0 Hz. IH). 


4-103 




0,99 (t, 7.5 Hz, 3H), 1.36-1.58 (m, 4H), 
1.46 (sextet, 7.5 Hz, 2H), 1.59-1.74 (m, 
4H), 1.76 (quint, J= 6.0 Hz, 2H), 2.64 (t, J 
= 6.0 Hz, 2H), 2.89 (t, 6,0 Hz, 2H), 
2.90 (t, J= 7.5 Hz, 2H), 3.64 (dt, J= 9.0 
Hz, 6.0 Hz, 2H), 4.09 (br t, c/ = 7.8 Hz, 
2H), 6.98 (t, 8.4 Hz, 2H). 7.21 (dt, 
9.0 Hz, 6.0 Hz, 2H), 8.30 (s, IH), 10.06 (br 
t, J= 6.0 Hz, IH). 


4-104 




0.99 (t, J= 7.5 Hz, 3H), 1.37-1.52 (m, 4H), 
1.46 (sextet, c/= 7.5 Hz, 2H), 1.61-1.73 (m, 
4H), 1-76 (quint, J= 6.0 Hz, 2H), 2.64 (t, J 
= 6.0 Hz, 2H), 2.82 (t, J = 7.5 Hz, 2H), 
2.88 (t, 6.0 Hz, 2H), 3.61 (dt, J= 9.0 
Hz, 6.0 Hz, 2H), 4.09 (br t, J ^ 7.8 Hz, 
2H), 6.64 (d, J= 8.4 Hz, 2H), 7.05 (d, J 
8.4 Hz, 2H), 8.30 (s, IH), 10.02 (br t, = 
6.0 Hz, IH). 


4-105 




0.99 (t, J= 7.5 Hz, 3H), 1.36-1.52 (m, 4H), 
1.45 (sextet, J= 7.5 Hz, 2H), 1.60-1.72 (m, 
4H), 1.76 (quint, 6.0 Hz, 2H), 2.63 (t, J 
= 6.0 Hz, 2H), 2.85 (t, J= 7.5 Hz, 2H), 
2.88 (t, J= 6.0 Hz, 2H), 3.63 (dt, J= 9.0 
Hz, 6.0 Hz, 2H), 4.10 (br t, J= 7.8 Hz, 
2H), 6.76 (d, 8,4 Hz, 2H), 7.08 (d, c/ = 
8,4 Hz, 2H), 8.31 (s. IH). 10.10 (br t, = 
6.0 Hz, IH). 



163 



wo 02/053543 



PCT/JPOl/11427 



0 



is 



No. 






^H-NMR (CDCI3) 


4-301 




L^OMe 


(quint, t/= 6.0 Hz, 2H), 1.61-1.68 
(m, 2H), 1.69 (quint, c/= 6.0 Hz, 
2H), 2.66 (t, J= 6.0 Hz, 2H), 3.03 
(t, c/= 6.0 Hz, 2H), 3.30 (s, 3H), 
3.67 (t, J= 5.4 Hz, 2H), 4.32 (t. J 

2H), 7.26-7.40 (m, 5H), 8,36 (s, 
IH), 10.25 (br t, J= 6.0 Hz, IH). 


4-302 




L^OMe 


1.38 (quint, J= 4,8 Hz, 2H), 1.49 
(quint, J= 4.8 Hz, 2H), 1.60-1.67 
(m, 2H), 1.70 (quint, J= 6.0 Hz, 
2H), 2.66 (t, t/= 6.0 Hz, 2H), 2.94 

6.0 Hz, 2H), 3.31 (s, 3H), 3.67 
(dt, 9.0 Hz, 6.0 Hz, 2H), 3.68 
(t, 5.4 Hz, 2H), 4.33 (t, J = 
5.4 Hz, 2H), 7.24-7.34 (m, 5H), 
8.33 (s, IH), 9.98 (br t, J = 6.0 
Hz, IH). 


4-303 






1.82 (m, IIH), 2.64 (t, J'= 6.3 Hz, 
2H), 2.87 (t, J = 6.3 Hz, 2H), 
3.98-4.20 (br s, 2H), 4.64 (d, J = 
5.8 Hz, 2H), 7.23-7.40 (m, 5H), 
8.34 (s, IH), 10.3 (t-like). 


4-304 




uG 


(CD3OD): 1.24-1.57 (m, 2H), 
1.64-1.85 (m, 2H), 2.70 (t-like, 
2H), 2.94 (t-like, 2H), 3.06 (t, J= 
7.5 Hz, 2H), 4.41 (t, «/= 7.5 Hz, 
2H), 4.61 (s, 2H), 7.22-7.40 (m, 
7H), 8.44 (A0B2, J= 5.2 Hz), 8.26 
(d, J= 0.9 Hz, IH). 


4-305 






1.32-1.82 (m, 14H), 2.38-2.53 (m, 
4H), 2.57 (t, c/= 7.5 Hz, 2H), 2.64 
(t, J= 6.0 Hz, 2H), 2.94 (t, J = 
6.4 Hz, 2H), 4.26 (t-like, IH), 
4.64 (d, J = 5.8 Hz, 2H), 7.22- 
7.39 (m, 5H), 8,34 (s, IH), 10.29 
(d, J= 5.8 Hz, 2H). 


4-306 


ex 




1.32-1.50 (m, 4H), 1.52-1.72 (m, 
4H), 2.17 (quint, J= 6.7 Hz, 2H), 
2.52-2.70 (m, 4H), 3.98-4.10 (m, 
2H), 4.10 (t, J= 6.7 Hz, 2H), 4.65 
(d, J= 5.8 Hz, 2H), 6-98 (s, IH), 
7.10 (s, IH), 7.22-7.40 (m, 5H), 
7.54 (s, IH), 8.35 (s, IH), 10.19 
(t, J= 5.8 Hz. IH). 
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T> r 
K 


"DS 


*H-NMR (CDCI3) 


4-307 


or 




1.34-1.54 (m ,4H), 1.60.1.81 (m, 
4H), 1.82-1.94 (m, 2H), 2.28-2.60 
(m, 6H), 2.64 (t, J= 6.4 Hz. 2H), 
2.93 (t, c/= 6.4 Hz, 2H), 3.70 (t, J 
= 4.5 Hz, 2H), 4.17 (t, J= 7.5 Hz, 

7.20-7.39 (m, 5H), 8.34 (s, IH), 
10.29 (t-like. IH). 


4-308 


u 




1.30-1.42 (m, 2H), 1.42-1.62 (m, 
2H), 1.60-1.80 (m, 4H), 2.64 (t, J 
= 5.9 Hz, 2H), 2.79 (t, c/= 6.1 Hz, 
2H). 3.01 (t, c/= 7.7 Hz, 2H), 4.31 
it J ^ 1 1 Hz 2H'i 4 87 J = 
5.8 Hz, 2H), 7.14-7.28 (m, 2H), 
7.30-7.42 {m, 4H), 7.57 (ddd, J = 
6.0, 1.9, 1.9 Hz, 2H), 8.38 (s, 
IH). 8.51 (d-like, 2H), 10.3 (t, J 
= 5.8 Hz. IH). 


4-309 






1.37-1.53 (m, 4H), 1.60-1.80 (m. 
4H), 2.66 (t, J= 6.1 Hz. 2H), 2.81 
(t. 6.4 Hz. 2H). 4.64 (t. J = 
5.8 Hz, 2H), 5.44 (br s, 2H), 
7.20-7.42 (m, 7H), 8.45 (s. IH), 
8.45-8.58 (m. 2H). 10.1 (t, J= 5.8 
Hz,lH). 


4-310 


0^ 




1.35-1.55 (m, 4H), 1.60-1.80 (m, 
4H). 2.68 (t, J= 5.9 Hz. 2H), 2.74 
(t, c/= 6.1 Hz, 2H), 4.62 (t, J = 
5.8 Hz, 2H), 5.42 (br s, 2H), 6.97 
(A2B2, J= 6.1 Hz, 2H), 7.19-7.37 
(m, 5H), 8.47 (s. IH), 8.54-8.58 
(m. 2H), 10.1 (t-like. IH). 
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4-311 


Me 0 

nBu 


0.99 (t, </= 7.4 Hz, 3H), 1.36-1.75 
(m, 12H), 2.62 (t, J= 5,9 Hz, 2H), 
2.88 (t, J= 6.3 Hz, 2H), 4.08 (brs, 
2H). 5.31 (m. IH). 7.14-7.42 (m, 
5H), 8.29 (s, IH), 10.35 (d, 7.5 
Hz, IH). 


4-312 


Me 0 

nBu 


0.99 (t, J= 7.4 Hz, 3H), 1.36-1.75 
(m, 12H), 2.62 (t, J= 5.9 Hz, 2H), 
2.88 (t, J= 6.3 Hz, 2H), 4.08 (brs, 
2H), 5.31 (m, IH), 7.14-7.42 (m, 
6H), 8.29 (s, IH), 10.36 (d, J= 7.6 
Hz, IH). 


4-313 


nBu 


0.98 (t, J= 7,1 Hz, 3H), 1.40-1.76 
(m, 12H), 1.42 (s, 6H), 2.64 (t, J = 
6.0 Hz, 2H), 2.88 (t, J = 6.5 Hz, 
2H), 3.19 (s, 2H), 4.07 (brs, 2H), 
7.16-7.26 (m, 5H), 8.33 (s, IH), 9,87 
(s. IH). 


4-314 


0 

nBu 


0.98 (t, J= 7.4 Hz, 3H), 1.39-1.76 
(m, 12H), 2.64 (t. J= 5.9 Hz, 2H), 
2.89 (t, J= 6.3 Hz, 2H), 3.93 (dd, J 
= 11.4, 4.5 Hz, IH), 3.97 (dd, J = 
11.4, 6.9 Hz, IH), 4.10 (brs, 2H), 
5.31 (m, IH), 7.27-7.46 (m, 6H). 
8.31 (s, IH), 10.75 (d, J= 6.3 Hz, 
IH). 


4-315 


nBu 


0.98 (t, 7.4 Hz, 3H), 1.39-1.76 
(m, 12H), 2.64 (t, 5.9 Hz, 2H), 
2.89 (t, 6,3 Hz, 2H), 3.93 (dd, J 
= 11.4, 4.5 Hz, IH), 3.97 (dd, J = 
11,4, 6.9 Hz, IH), 4.10 (brs, 2H), 
5.31 (m, IH), 7.27-7,46 (m, 5H), 
8.31 (s, IH), 10.75 (d, J= 6.3 Hz, 
IH). 


4-316 


nBu 


0.99 (t, e/= 7.2 Hz, 3H), 1.32-1.76 
(m, 12H), 2.63 (t, J= 5.9 Hz, 2H), 
2.89 (t, 6.0 Hz, 2H), 3.91 (d, J = 
5.7 Hz, 2H), 4.12 (brs, 2H), 5.54 (m, 
IH), 7.28-7.45 (m, 5H), 8.29 (s, IH), 
10.77 (d, 7.5 Hz, IH). 


4-317 


0 

nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.32-1.76 
(m, 12H), 2.63 (t, J= 5.9 Hz. 2H), 
2.89 (t, J= 6,0 Hz, 2H), 3.91 (d, c/ = 
5.7 Hz, 2H), 4.12 (brs, 2H), 5.54 (m, 
IH), 7.28-7.45 (m, 5H), 8.29 (s, IH), 
10.77 (d, J= 7.5 Hz. IH). 


4-318 


nBu 


0.97 (t, c/= 7.4 Hz, 3H), 1,38-1.75 
(m, 12H), 2.64 (t, J = 6.0 Hz, 2H), 
2.88 (t, J= 6.2 Hz, 2H), 2.99 (dd, J 
= 16.0, 6.6 Hz, 2H), 3.41 (dd, J = 
16.0, 7.5 Hz, 2H), 4.07 (brs, 2H), 
4.88 (m, IH), 7.15-7.24 (m, 4H), 
8.32 (s, IH), 10.17 (d, J= 6.0 Hz, 
IH). 
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4-319 






nBu 


0.99 (t, c/= 7.2 Hz, 3H), 1.25-1.77 
(m, 12H). 2.18 (m, IH), 2.64 (t, J = 
6.0 Hz, 2H), 2.89 (t, J = 6.4 Hz, 
2H), 3.14 (m, IH), 4.10 (brs, 2H), 
7.16-7.30 (m, 5H), 8.33 (s, IH), 
10.12 (d, J= 3.6 Hz. IH). 


4-320 


Me Me 0 
0^ 




nBu 




1.00 (t, «/= 7.2 Hz, 3H), 1.30-1.56 
(m, 6H), 1.59 (s, 6H), 1.56-1.89 (m, 
6H), 2.58 (t, J= 6.0 Hz, 2H), 2.88 
(t, J = 6.3 Hz, 2H), 4.00-4.23 (m, 
2H), 7.10-7.40 (m, 5H), 7.46 (d, c/ = 
8.4 Hz, 2H). 8.23 (s, IH). 


4-321 




QO 

nBu 


1.35-2.04 (m, 8H), 2.03-2.15 (m, 
2H), 2.64 (t, c/= 6.0 Hz, 2H), 2.88- 
2.96 (m, 4H), 3.63-3.71 (m, 2H), 
3.78 (t, J'= 6.0 Hz, 2H), 4.06 (dd, J 
= 6.9, 2.1 Hz, 2H), 4.18-4.27 (m, 
3H), 6.49 (dd, t/= 14.1, 6.6 Hz, IH), 
7.15-7.35 (m, 5H), 8.32 (s, IH). 
10.01 (brs, IH). 


4-322 






nBu 


') 


1.35-2.04 (m, 8H), 2.03-2.15 (m, 
2H), 2.64 (t, 6.0 Hz, 2H), 2.88- 
2.96 (m, 4H), 3.63-3.71 (m, 2H), 
3.78 (t, c/= 6.0 Hz, 2H), 4.05 (dd, J 
= 6.9, 2.1 Hz, 2H), 4.18-4.27 (m, 
3H), 6.49 (dd, e/= 14.1, 6.6 Hz, IH), 
7.15-7.35 (m, 5H), 8.32 (s, IH). 
10.01 (brs. IH). 


4-323 




1.20-1.90 (m, 8H), 2.13-2.28 (m, 
2H), 2,55-2.72 (m, 2H), 2.82-3.02 
(m, 2H), 3.62-3.78 (m, 2H), 4.20- 
4.38 (m, 2H), 4.64 (d, J= 6.3 Hz, 
2H). 7.18-7.43 (m, 5H), 8.36 (s, IH). 


4-324 






1.20-1.90 (m, 8H), 2.12-2.28 (m, 
2H), 2.65 (t, J= 6.6 Hz, 2H), 2.92- 
3.02 (m, 4H), 3.60 3.78 (m, 4H), 
4.29 (t, 9.0 Hz. 2H), 7.10-7.40 
(m, 5H). 8.33 (s. IH). 


4-325 








) 


1.37-1.80 (m, 8H), 2.02 (m, 2H), 
2.65 (t, J'= 6.3 Hz, 2H), 2.92 (t, J = 
6.6 Hz, 2H), 3.77 (t, J = 5.4 Hz, 
2H), 4.04 (dd, jr= 6.9, 2.1 Hz, IH), 
4.16-4.26 (m, 3H), 4.65 (d, 6.0 
Hz, 2H), 6.48 (dd, 14.1, 6.6 hz, 
IH), 7.21-7.42 (m, 5H), 8.35 (s, IH), 
10.29 (brs, IH). 


4-326 


H , 
0 




1 

J 




1.37 (m, 8H), 2.07 (m, 2H), 2.64 (t, 
J= 6.0 Hz, 2H), 2.64 (t, J= 6,0 Hz, 
2H), 2.90-2.96 (m, 4H), 3.63-3.71 
(m, 2H), 3.78 (t, J = 6.0 Hz, 2H), 
4.05 (dd, 6.9 Hz, 2.1 Hz, IH), 
4.18-4.27 (m, 3H), 6.49 (dd, J = 
14.1, 6.6 Hz, IH), 7.18-7.33 (m. 
6H)3 8.32 (s, IH). 10.01 (brs. IH). 
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4-327 




1.38-1.81 (m. 8H), 1.88-1.96 (m, 
2H), 2.66 (t, J= 6.3 Hz, 2H), 2.93 
(t. c/= 6.3 Hz, 2H), 3.52 (t, J= 5.1 
Hz, 2H), 3.72 (brs, IH), 4.65 (d, J = 
6.3 Hz, 2H), 7.22.7.38 (m, 5H), 8.40 
(s. IH). 10.18 (brs, IH). 


4-328 




1.38-1.95 (m, lOH), 2.65 (t, c/= 6.0 
Hz, 2H), 2.90-2.94 (m, 4H), 3.45- 
3.52 (m, 2H), 3.65-3.72 (m, 2H), 
3.91 (brs, IH), 4.34 (brs, 2H), 7.20- 
7.35 (m, 5H), 8.37 (s, IH), 9.88 
(brs, IH). 


4-329 


o 

nBu 


0.96 (t, J= 6.9 Hz, 3H), 1.30-1.55 
(m, 6H), 1.55-1.82 (m, 6H), 1.97 
(ddd, / = 16.5, 12.9, 8.4 Hz, IH), 
2.60-2.73 (m, 3H), 2.84-2.96 (m, 
3H), 3.03 (ddd, J= 16.5, 9.3. 3.6 
Hz, IH), 3.93.4.20 (m, 2H), 5.67 
(q-like, IH), 7.10-7.35 (m, 3H), 7.38 
(m. IH), 8.37 (s, IH). 


4-330 




1.25-1.28 (m, 14H), 2.65 (t, 6.0 
Hz, 2H), 2.80 (brs, 2H), 2.92 (t, J = 
6.0 Hz, 2H), 4.22 (m, 2H), 4.65 (d, J 
= 6.0 Hz, 2H), 7.24-7.39 (m, 5H), 
8.36 (s, IH), 10.25 (brs, IH). 


4-331 




1.37-1.90 (m, 12H), 2.64 (t, J = 6.3 
Hz, 2H), 2.80 (m, 2H), 2.90-2.96 (m, 
4H), 3.68 (q, J= 6.3 Hz, 2H), 4.23 
(brs, 2H), 7,21-7.33 (m, 5H). 8.33 
(s, IH), 9.98 (brs, IH). 


4-332 


HO^ O 

nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.33-1.54 
(m, 6H), 1.55-1.79 (m, 6H), 2.63 (t, 
J= 6.0 Hz, 2H), 2.89 (t, J= 6.3 Hz, 
2H), 2.98 (d, J= 7.5 Hz, 2H), 3.66 
(dd, 10.1, 6.3 Hz, IH), 3.79 (dd, 
J= 10.1, 3.6 Hz, IH), 4.33 (m, IH), 
7.18-7.40 (m. 5H). 8.27 (s, IH). 


4-333 


nBu 


1.00 (t, J - 7.5 Hz, 3H). 1.33-1.54 
(m, 6H), 1.55-1.79 (m, 6H), 2.63 (t, 
c/= 6.0 Hz, 2H). 2.89 (t, J= 6.3 Hz, 
2H), 2,98 (d, J= 7.5 Hz, 2H), 3.66 
(dd, J= 10.1, 6.3 Hz, IH), 3.79 (dd, 
J= 10.1, 3.6 Hz, IH), 4.33 (m, IH), 
7.18-7.40 (m. 5H). 8.27 (s, IH). 
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4-501 


w K XT 

n-6u 


0.95 (t, J = 7.5 Hz, 3H), 1.37 
(sextet, J= 7.5 Hz, 2H), 1.66-1.77 
(m, 6H), 2.57 (br t, J= 6.3 Hz, 2H), 
3.27 (br t, 6.3 Hz, 2H), 3.92 (t, J 
= 7.5 Hz, 2H), 4.60 (d, J= 5.7 Hz, 
2H), 7.12 (s, IH), 7.23-7,40 (m, 5H), 
9.58 (br t. J= 5.7 Hz, IH). 




n-Bu 


0,95 (t, J = 7.5 Hz, 3H), 1.37 
(sextet, 7.5 Hz, 2H), 1.66-1.77 
(m, 6H), 2.56 (br t, J= 6.3 Hz, 2H), 
3.27 (br t, J= 6.3 Hz, 2H), 3.92 (t, J 
= 7,5 Hz, 2H), 4.50 (s, 2H), 5.92 (s, 
2H), 6.75 (d, J= 8.4 Hz, IH), 6.83 
(d, J = 8,4 Hz, IH), 6.88 (s, IH), 
7.13 (s. IH). 9.58 (br s, IH). 


4-503 


n-Bu 


0.95 (t, J = 7.5 Hz, 3H), 1.37 
(sextet, J~ 7.5 Hz, 2H), 1.65-1.77 
(m, 6H), 2.56 (br t, J= 6.3 Hz, 2H), 
3.27 (br t, c7= 6.3 Hz, 2H), 3.79 (s, 
3H), 3.91 (t, J= 7.5 Hz, 2H), 4.53 
(s, 2H), 6.86 (d, J = 8.4 Hz, 2H), 
7.12 (s, IH), 7.30 (d, </ = 8.4 Hz, 
2H), 9.54 (br s. IH). 


4-504 


n-Bu 


0.95 (t, J = 7.2 Hz, 3H), 1.37 
(sextet, J= 7.2 Hz, 2H), 1.66-1.78 
(m, 6H), 2.56 (br t, 6.3 Hz, 2H), 
3.27 (br t, J= 6.3 Hz, 2H), 3.92 (t, J 
= 7.2 Hz, 2H), 4.68 (s, 2H), 6.27 
(dd, 3.0 Hz, 0.9 Hz, IH), 6.30 
(dd, J= 3.0 Hz, 1.8 Hz. IH), 7.13 (s, 
IH), 7.35 (dd, e/= 1.8 Hz, 0.9 Hz, 
IH), 9.65 (br s, IH). 


4-505 


n-Bu 


0.97 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J= 7.5 Hz, 2H), 1.63-1.78 
(m, 4H), 1.87 (quint, J = 6.0 Hz, 
2H), 2.57 (t, J= 6.0 Hz, 2H), 2.73 
(t, J = 6.0 Hz, 2H), 3.90 (s, 3H), 
4.02 (t. J = 7.8 Hz, 2H), 7.92 (s, 
IH). 
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4-506 


0 

n-Bu 


0.96 (t, J= 7.5 Hz, 3H), 1.42 (sextet, J 
= 7.5 Hz, 2H), 1.60-1.77 (m, 4H), 1.84 
(quint, /= 6.0 Hz, 2H), 2.54 (t, J= 6.0 
Hz, 2H), 2.70 (t, J= 6.0 Hz. 2H), 2.88 
(s, 3H), 4.02 (t, J'= 7.8 Hz. 2H), 4.75 
(s, 2H), 7.17-7.40 (m, 6H). 
(minor isomer): 6 0.95 (t, J = 7.5 Hz, 
3H), 1.41 (sextet, J = 7.5 Hz, 2H), 
1.60-1,77 (m, 4H), 1.83 (quint, J= 6.0 
Hz, 2H), 2.50 (t, c7= 6.0 Hz, 2H), 2.68 
(t, c/= 6.0 Hz, 2H), 2.97 (s, 3H), 4.01 
(t, c7= 7.8 Hz, 2H), 4.49 (a, 2H), 7.17- 
7.40 (m, 6H). 


4-507 




0.89 (t, J= 7.5 Hz, 3H), 1.30 (sextet. J 
= 7.5 Hz, 2H), 1.92 (quint, «/= 6.9 Hz, 
2H), 2.57, 2.77 (ABq, J= 9.0 Hz, 2H), 
2.58, 2.76 (ABq, e/= 7.5 Hz, 2H), 3.93 
(s, 3H), 4.30 (t, J= 7.5 Hz, 2H), 7.31- 
7.41 (m, 3H), 7,56 (dd, c/= 7.2 Hz, 2.4 
Hz, IH). 8.10 (s. IH). 


4-508 


n-Bu 


0.91 (t, c/= 7.5 Hz, 3H), 1.30 (sextet, J 
= 7.5 Hz, 2H), 1.91 (quint, c/= 6.6 Hz, 
2H), 2.65, 2.80 (ABq, </= 9.0 Hz, 2H), 
2.66, 2.79 (ABq, J= 7.5 Hz, 2H), 4.42 
(t, J= 7-5 Hz, 2H), 7.38-7.46 (m, 3H), 
7.57 (d, J= 7.5 Hz, IH), 8.39 (s, IH), 
14.77 (br s, IH), 


4-509 


n-Bu l^^^ 


0.88 (t, J= 7.5 Hz, 3H), 1.27 (sextet, J 
= 7.5 Hz, 2H), 1.87 (quint, c/= 6.0 Hz, 
2H), 2.62, 2.78 (ABq, c/= 9.0 Hz, 2H), 
2.64, 2.76 (ABq, </= 7.5 Hz, 2H), 4.35 
(t, c/= 7.5 Hz, 2H), 4,68 (d, J= 6.0 Hz, 
2H), 7.21-7.41 (m, 8H), 7.53 (dd, J = 
6.9 Hz, 2.4 Hz, IH), 8,46 (s, IH), 
10.33 (br t, J= 6.0 Hz. IH). 


4-510 




0.90 (t, J= 7,5 Hz, 8H), 1.29 (sextet, J 
= 7.5 Hz, 2H), 1.87 (quint. J= 6.6 Hz, 
2H), 2.62, 2.78 (ABq, J= 9.0 Hz, 2H), 
2.63, 2.76 (ABq, J= 7.5 Hz, 2H), 2.96 
(t, c/= 7.5 Hz, 2H), 3.66-3.74 (m, 2H), 
4.36 (t, J= 7.5 Hz, 2H), 7.19-7.37 (m, 
8H), 7.53 (dd, ^= 6.9 Hz, 2.4 Hz, IH), 
8.42 (s, IH). 10.06 (br t. «/= 6.0 Hz, 
IH). 
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^H-NMR (CDCI3) 


5-001 


Me 


0.98 (t, J=^ 7.5 Hz. 3H), 1.37-1.50 (m, 2H), 1.60-1.70 
(m, 2H), 2.12 (s, 3H), 2.17 (s, 3H), 2.30 (s, 3H), 4.10 (t, 
J= 7.8 Hz, 2H). 8.20 (s, IH). 8.35 (br s, IH). 


5-002 




1.00 (t, J= 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 4.14 (t, J= 7.8 Hz, 
2H), 7.44-7.57 (m, 3H), 7.92-7.95 (m, 2H), 8.41 (s, IH), 
9.22 (br s, IH). 


5-003 


F 


0.99 (t, J= 7.2 Hz, 3H), 1,39-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.16 (s, 3H), 2.34 (s, 3H), 4.13 (t, J= 7.8 Hz, 
2H), 7.15-7.24 (m, IH), 7.30 (dd, 1.8, 8.4 Hz, IH), 
7.47-7.54 (m, IH), 8.12 (dt, 1.8, 7.8 Hz, IH), 8.42 (s, 
IH), 9.75 (br s, IH), 


5-004 


XX 


1.00 (t, J= 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.63-1.74 
(m, 2H), 2,17 (s, 3H), 2.34 (s, 3H), 4.13 (t, J= 7.8 Hz, 
2H), 7.12-7.18 (m, 2H), 7.93-7.97 (m, 2H), 8.37 (s, IH), 
9.16 (br s, IH). 


5-005 




0.98 (t, J= 7.2 Hz, 3H), 1.38-1.50 (m, 2H), 1.64-1.72 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 4.11 (t, J== 7.8 Hz, 
2H), 7.31-7.47 (m, 3H), 7.73 (dd, 2.1,7.2 Hz, IH), 
8.41 (s, IH), 9.13 (br s, IH). 


5-006 


Me 


0.98 (t, J= 7.2 Hz, 3H), 1.38-1.50 (m, 2H), 1.61-1.72 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 2.53 (s, 3H), 4.11 (t, 
J= 7.8 Hz, 2H), 7.20-7.26 (m, 2H), 7.32-7.37 (m, IH), 
7.54 (d, </= 7.8 Hz, IH), 8.39 (s, IH), 8.74 (br s, IH). 


5-007 




1.00 (t, /= 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 2.42 (s, 3H), 4.13 (t, 
J= 7.8 Hz, 2H), 7.35 (m, 2H), 7.74 (m, 2H), 8.41 (s, 
IH). 9.21 (br s, IH). 


5-008 




0.99 (t, J= 7,2 Hz, 3H), 1.40-1.52 (m, 2H),1.64-1.74 (m, 
2H), 2.16 (s, 3H), 2.34 (s, 3H), 2.41 (s, 3H), 4.13 (t, 
7.8 Hz, 2H), 7.27 (d, J= 8.1 Hz, 2H), 7.84 (d, J= 8.1 
Hz, 2H), 8.40 (s, IH). 9.20 (br s. IH). 


5-009 


.XX 


1.00 (t, J= 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.17 (s, 3H), 2.35 (s, 3H), 4.13 (t, J= 7.8 Hz, 
2H), 7.20-7.27 (m, IH), 7.41-7,48 (m, IH), 7.63-7.70 (m, 
2H), 8.38 (s, IH), 9.19 (br s, IH). 


5-010 




0.98 (t, J= 7.2 Hz, 3H). 1.38-1.50 (m, 2H), 1.62-1.73 
(m, 2H), 2.20 (s, 3H), 2.36 (s, 3H). 4,12 (t, J= 7.8 Hz, 
2H), 7.46-7.59 (m, 3H), 7.79 (dd, c7= 1.2, 7.2 Hz, IH), 
7.88 (dd, 1.5, 7.2 Hz, IH), 7.95 (d, c/= 8.1 Hz, IH), 8.45 
(dd. J= 1.5. 7.5 Hz, IH), 8.50 (s.lH), 8.95 (br s. IH). 


5-011 




1.01 (t, J= 7,2 Hz, 3H), 1.42-1.54 (m, 2H), 1.66-1.76 
(m, 2H), 2.19 (s, 3H), 2.36 (s, 3H), 4.16 (t, J= 7.8 Hz, 
2H), 7.53-7.62 (m, 2H), 7.88-8,03 (m, 4H), 8.47 (s, 2H), 
9.41 (br s, IH). 
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3 8 



L 

nBu 



No. 




^H-NMR (CDCI3) 


5-012 


cr 


0.96 (t, J= 7.2 Hz, 3H), 1.35-1.47 (m, 2H), 
1.57-1.67 (m, 2H), 2.09 (s, 3H), 2.28 (s, 3H), 
3.72 (s, 2H), 4.05 (t, J= 7.8 Hz, 2H), 7.28-7.40 
(m, 5H), 8.22 (3, IH), 8.40 (br s» IH). 


5-013 




0.98 (t, c/= 7.2 Hz, 3H), 1.37.1.49 (m, 2H), 
1.60-1.70 (m, 2H), 2.12 (s, 3H), 2.31 (s, 3H), 
2.69 (t, J== 7.5 Hz, 2H), 3.04 (t, J= 7.5 Hz, 
2H), 4.09 (t, J= 7.8 Hz, 2H), 7.17-7.34 (m, 
5H), 8.23 (s, IH), 8.35 (br s, IH). 


5-014 




0.92 (t, J = 7.2 Hz, 3H), 1.31-1.39 (m. 2H), 
1.51-1.62 (m, 2H), 2.11 (s, 3H), 2.33 (s, 3H), 
4.05 (t, 7.8 Hz, 2H), 7.54-7.64 (m, 3H), 7.83 
(d, J= 7.5 Hz, IH), 8.14 (s, IH), 8.99 (s, IH), 
13.06 (br s, IH). 


6-015 


nBuO- 


0.94 (t, J= 7.5 Hz, 3H), 1.35-1.49 (m, 4H), 
1.60-1.70 (m, 4H), 2.11 (s, 3H), 2.29 (s. 3H), 
4.09 (t, J= 7.8 Hz, 2H), 4.15 (t, J = 6.6 Hz, 
2H), 7.73 (br s. IH). 7.85 (br s, IH). 


5-016 




0.99 (t, c/= 7.2 Hz, 3H), 1.39-1.51 (m, 2H), 
1.62-1.73 (m, 2H), 2.11 (s, 3H), 2.31 (s, 3H), 
4.13 (t. 7.8 Hz, 2H), 7.16-7.41 (m, 5H), 7.88 
(s, IH). 8.09 (br s. IH). 


5-017 


BnO- 


0.97 (t, J= 7.2 Hz, 3H), 1.36-1.48 (m, 2H), 
1.59-1.69 (m. 2H), 2.11 (s, 3H), 2.29 (s, 3H), 
4.08 (t, J= 7.8 Hz, 2H), 5.19 (s, 2H), 7.26-7.41 
(m, 5H), 7.83 (s, IH), 7.86 (s, IH). 


5-018 


a: 


0.90 (t, J = 7.2 Hz, 3H), 1.27-1. 40(m, 2H), 
1.57-1.67(in, 2H), 2.14(s, 3H), 2.31(s, 3H), 
4.09(t, J = 7.8 Hz, 2H), 6.91-6.97(m, IH), 
7.28-7.34(m, IH), 7.49(br s, IH), 7.50-7.54(m, 
IH), 8.08.8.11(m, IH), 8.10(s, IH), 8.38(br s, 
IH). 


5-019 


a" 


1.00 (t, J= 7.2 Hz, 3H), 1.39-1.51 (m, 2H), 
1.61-1.71 (m, 2H), 2.15 (s, 3H), 2.35 (s, 3H), 
4.15 (t, t/= 7.8 Hz, 2H), 6.98-7.03 (m, IH), 
7.25-7.30 (m, 2H), 7.41-7.45 m, 2H). 8.03 (s, 
IH). 


5-020 




0.98 (t, 7.2 Hz, 3H), 1.42-1.75 (m, 4H), 2.12 
(s, 3H), 4.27 (t, c/= 7.8Hz, 2H), 7.48-7.61 (m, 
3H), 8.04-8.09 (m, 3H),8.98 (s, IH), 10.35 (br 
s. IH). 
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No. 


mm 


^H-NMR (CDCI3) 


5-101 


Q-N H 

nBu 


0.97 (t, J= 7.2 Hz, 3H), 1.36-1.49 (m, 
2H), 1.60-1.70 (m, 2H), 2.04 (s, 3H), 
2.22 (s, 3H). 4.08 (t, J =^ 7.5 Hz, 2H), 
4.51 (s, 2H), 6.27 (s, IH), 7.30-7.35 (m, 
2H), 7.48-7.52 (m, IH), 7.69-7.72 (m, 
IH), 


5-102 


nBu 


0.98 (t. 7.2 Hz, 3H), 1.37-1.49 (m, 
2H), 1.59-1.69 (m, 2H). 2.18 (s, 3H), 
2.38 (s, 3H), 4.10 (t, e/= 7.8 Hz, 2H), 
7.23-7.43 (m, IH), 7.42-7.43 (m, 4H), 
8.86 (s, IH). 


5-103 


H 

nBu 


0 92 e/ = 7 2 Hz SH'^ 1 25-1 37 (m 
2H), 1.45-1.55 (m, 2H), 2.08 (s, 3H), 
2.23 (s, 3H), 3.97 (t, J= 7.8 Hz, 2H), 
7.35 (s, IH), 7.41-7.55 (n, 2H), 7.65 (br 
s. IH), 7.83-7.87 (m, 2H). 


5-104 


nBu 


0.95 (t, J - 7.2 Hz, 3H), 1.33-1.45 (m, 
2H), 1.59-1.70 (m, 2H). 2.00 (s. 3H), 
2.30 (s, 3H), 4.10 (t, c/= 7.8 Hz, 2H), 
7.03 (s, IH), 7.28-7.44 (m, 6H), 7.79- 
7.82 (m, 4H). 


5-105 


nBu 


0.96 (t, 7.2 Hz, 3H). 1,37-1,49 (m, 
2H), 1.62-1.73 (m, 2H), 2.16 (s, 3H), 
2.39 (s, 3H). 4.11 (t, 8.1 Hz, 2H), 
7.30 (s, IH), 7.72-7.77 (m, 2H), 7.88- 
7.94 (m, 2H). 


5-106 


nBu 


0.99 (t, c/= 7.2 Hz, 3H), 1.40-1.52 (m, 
2H), 1.64-1.75 (m, 2H), 2,20 (s, 3H), 
2.37 (s, 3H), 4.15 (t, J= 7.8 Hz, 2H), 
7.38-7.50 (m, 3H), 7.89-7.92 (m. 2H), 
9.57 (s, IH), 10.60 (br s, IH). 
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g4 0 



nBu 



No. 




^H-NMR (CDCI3) 


6-001 


a 


0.99 (t, c/= 7.5 Hz, 3H), 1.45 (sextet, J - 7.5 
Hz, 2H), 1.66 (quint, J = 7.5 Hz, 2H), 1.74 
(quint, e/= 6.0 Hz, 2H), 1.87 (quint, 6.0 Hz, 
2H), 2.60 (t, J= 6.0 Hz, 2H), 2.69 (t, J= 6.0 Hz, 
2H), 4.06 (t, J= 7.8 Hz, 2H), 7.43-7.56 (m, 3H), 
7.94 (d, c7= 6.9 Hz, 2H), 8.31 (s, IH), 9.26 (br s, 
IH). 


6-002 




0.95 (t, J= 7.5 Hz, 3H), 1.40 (sextet, 7.5 
Hz, 2H), 1.56-1.65 (m, 2H), 1.69 (quint, J= 6.0 
Hz, 2H), 1.82 (quint, J= 6.0 Hz, 2H), 2.52 (t, J 
= 6.0 Hz, 2H), 2.62 (t, J= 6.0 Hz, 2H), 3.72 (s, 
2H). 3,98 (t, J= 7.8 Hz, 2H), 7.27-7.39 (m, 5H), 
8.13 (s. IH). 8.44 (br s, IH). 


6-003 




0.97 (t, 7.5 Hz, 3H), 1.42 (sextet, J= 7.5 
Hz, 2H), 1.61 (quint, J= 7.5 Hz, 2H), 1.71 
(quint, c/= 6.0 Hz, 2H), 1.84 (quint, J= 6.0 Hz, 
2H), 2.55 (t, J= 6.0 Hz, 2H), 2.65 (t, 6.0 Hz, 
2H), 2.70 (t, J= 7.8 Hz, 2H), 3.04 (t, J= 7.8 Hz, 
2H), 4.02 (t, J= 7.8 Hz, 2H), 7.18-7.33 (m, 5H), 
8.15 (s, IH), 8.41 (br s, IH). 


6-004 




0.98 (t, J= 7.5 Hz, 3H), 1.41 (sextet, J= 7.6 
Hz, 2H), 1.64 (quint, J = 7.5 Hz, 2H), 1.72 
(quint, 6.0 Hz, 2H), 1.85 (quint, 6.0 Hz, 
2H), 2.57 (t, J= 6.0 Hz, 2H), 2.67 (t, J= 6.0 Hz, 
2H), 4.03 (t, J= 7.8 Hz. 2H), 4.60 (s, 2H), 7.03 
(d, J= 7.8 Hz, 2H), 7.32 (d, 7.8 Hz, 3H), 
8.19 (s, IH). 9.49 (br s. IH). 


6-005 




0.92 (t, J - 7.5 Hz, 3H), 1.32 (sextet, J= 7.5 
Hz, 2H), 1.57-1.65 (m, 2H), 1.69 (quint, J= 6.0 
Hz, 2H), 1.82 (quint, 6.0 Hz, 2H), 2.55 (t, J 
= 6.0 Hz, 2H), 2.59 (t, J= 6.0 Hz, 2H), 3,90 (t, J 
= 7.8 Hz, 2H), 4.46 (d, J=&,0 Hz, 2H), 5.72 (br 
s, IH), 7.24-7.32 (m, 5H), 7.95 (s, IH), 8.00 (br 
s. IH). 


6-006 




(in c/^-DMSO): 0.93 (t, J= 7.5 Hz, 3H), 1.35 
(sextet, 7.5 Hz, 2H), 1.56 (quint, J =^ 7.5 
Hz, 2H), 1,60-1.70 (m, 2H), 1.71-1.80 (m, 2H), 
2.51 (t, J= 6.0 Hz, 2H), 2.67 (t, 6.0 Hz, 2H), 
4.00 (t, J= 7.5 Hz, 2H), 6.96 (t, 7.2 Hz, IH), 
7.27 (t, J= 7.5 Hz, 2H), 7.43 (d, c/ = 7.5 Hz, 
2H), 7.84 (s, IH), 8.53 (br s, IH), 9.51 (br s, 
IH). 


6-007 




0.96 (t, J= 7.5 Hz. 3H), 1.41 (sextet, 7.5 
Hz, 2H), 1.63 (quint, J = 7.5 Hz, 2H), 1.70 
(quint, c7= 6.0 Hz, 2H), 1.83 (quint, J= 6.0 Hz, 
2H), 2.53 (t, J= 6.0 Hz, 2H), 2.63 (t, J= 6.0 Hz, 
2H), 4.01 (t, 7.8 Hz, 2H), 5.19 (s, 2H), 
7.29-7.41 (m. 5H), 7.76 (s, IH), 7.86 (br s. IH). 
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No. 




^H-NME (CDClg) 


7-001 


nBuO N Me 


0.71 (t, J= 7.2 Hz, 3H), l,10-1.23(m, 
2H), 1.46-1.55(m, 2H), 2.22(s, 3H), 
2.43(s, 3H), 4.28 (t, J= 6.3 Hz, 2H), 
7.20-7,29(m, 2H), 7.38-7.41(m, IH), 
7.58-7.60fin, IH), 7.67(s. IH). 


7-002 


nBu 


0.97 (t, J= 7.2 Hz, 3H), 1.37.1.49 
(m, 2H), 1.60-1.80 (m, 2H), 2.21 (s, 
3H), 2.44 (s, 3H), 2.48 (s, 3H), 4.71 
(br s, 2H), 7.30-7.35 (m, 3H), 8.01 (s, 
IH), 8.04 (s, IH). 


7-003 


nBu 


yj.ui d — / xiz, ony, 1..0/-1.OU 
(m, 2H), 1.62-1.73 (m. 2H), 2.07 (s, 
3H), 2.33 (s, 3H), 4.09 (t, 7.8 Hz, 
2H), 6.96 (s, IH). 


7-004 


xP 

TX 

Bn 


2,07 (s, 3H), 2.28 (s, 3H), 3.88 (s, 
3H), 5.42 (br s. 2H), 7.19-7.54 (m, 
9H). 


7-005 


MeO^Js^Et 

t 

Bn 


1.10 (t, «/= 7.5 Hz, 3H), 2.30 (s. 3H), 
2.53 (q, J= 7.5 Hz, 2H), 3.85 (s, 3H), 
5.41 (br s, 2H), 7.18-7.55 (m, 9H). 


7-006 


0 

nBuO N CH3 


0.84 (t, c/= 7.2 Hz, 3H), 1.28 (sextet, 
c7= 7.5 Hz. 2H), 1.61-1.68 (m, 2H), 
2.46 (s, 3H), 4.42 (t, 6.6 Hz, 2H), 
4.64 (d, J= 5.1 Hz, IH), 6.87 (d, 
6.0 Hz, IH), 7.26-7.37 (m, 5H), 8,32 
(br s, IH), 8.42 (d. t7= 7.5 Hz, IH). 


7-007 


0 

nBu 


0.95 (t, e/= 7.2 Hz, 3H), 1.39 (m, 2H), 
1.74 (m, 2H), 3.98 (t, 7.5 Hz, 2H), 
4.50 (d, e7= 5.7 Hz, IH), 4.60 (d, 5.7 
Hz, IH), 5.9 (brs, IH), 6.36 (brs, 
IH), 6.56 (dd, 9.6, 3.6 Hz, IH), 
7,25-7.36 (m, 5H), 7.86 (m, IH), 8.22 
(m, 2H). 


7-008 


nBu 


0.96 (t, e/= 7.3 Hz, 3H), 1.32-1.45 
(m, 2H), 1.69-1.79 (m, 2H), 3.96 (t, J 
= 7.6 Hz, 2H), 4.44 (s, 2H), 7.19-7,30 
(m, 3H), 7.40-7.43 (m, IH), 7.59-7.62 
(m. IH), 7.66 (dd, 7.0 Hz, IH). 


7-009 


nBu 


0.96 (t, J = 7.3 Hz, 3H), 1.32-1.44 
(m, 2H), 1.68-1.79 (m, 2H), 3.96 (t, J 
= 7.6 Hz, 2H), 6.14 (t. 7.0 Hz, 
IH), 7.06-7.27 (m, 5H), 7.39 (dd, 
1.8. 7.0 Hz, IH). 
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No. 


mm 


^H-NMR (CDCI3) 


7-010 


H 


(in CDCla + CD,,OD): 2.17 (quint, J= 
6.3 Hz, 2H), 2.63 (t, J= 6.3 Hz. 2H), 
3.09 (t, J= 6.3 Hz, 2H), 8.34 (s, IH). 
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^4 3 



No. 


mm 


^H-NMR (CDCI3) 


7-011 


nBu 


0.97 (t, J= 7.5 Hz, 3H), 1.38 (sextet, J 
= 7.5 Hz, 2H), 1.76 (quint, J' 7.5 Hz, 
2H), 2.15 (quint, J= 6.3 Hz, 2H), 2,61 
(t. J= 6.3 Hz, 2H), 3.06 (t, c/= 6.3 Hz, 
2H), 4.03 (t, J= 7,5 Hz, 2H), 8.39 (s, 
IH). 


7-012 


1 „ 

nBu 


0.96 (t, J= 7.5 Hz, 3H), 1.37 (sextet, J 
= 7,5 Hz, 2H), 1.67-1.86 (m, 6H), 2.54 
(t, 6.3 Hz, 2H), 2.87 (t, J= 6.3 Hz, 
2H), 3.93 (t, J= 7.6 Hz, 2H), 7.22 (s, 
IH). 


7-013 


1 „ 

n-Bu 


0,97 (t, J= 7.5 Hz, 3H), 1.38 (sextet, J 
= 7.5 Hz, 2H), 1,76 (quint, J= 7.5 Hz, 
2H), 2.15 (quint, c/= 6.0 Hz, 2H). 2.61 
(t, 6.0 Hz, 2H), 3.06 (t, «/= 6.0 Hz, 
2H), 3.45-3.58 (m, IH), 4.03 (t, J= 7.5 
Hz, 2H), 8.39 (s, IH). 


7-014 


nBu 


0.98 (t, 7.5 Hz, 3H), 1.41 (sextet, J 
= 7.5 Hz, 2H), 1.75-1.90 (m, 6H), 2.60 
(t, J= 6.3 Hz, 2H), 2.87 (t, J= 6.3 Hz, 
2H), 4.81 (t. 7.5 Hz, 2H), 7.50 (s, 
IH). 


7-015 


OHC^iJ 
nBu 


0.99 (t, J= 7,5 Hz, 3H), 1.44 (sextet, J 
= 7.5 Hz, 2H), 1.74 (quint, «/= 3.3 Hz, 
4H), 1.87 (quint, J= 7.5 Hz, 2H), 2.62 
(br J= 6.3 Hz, 2H), 2.95 (br t, J = 
6.3 Hz. 2H), 4.61 (t, J= 7.5 Hz, 2H), 
7.53 (s. IH), 10.60 (s, IH). 


7-016 


Bu 


0.99 (t, J= 7.2 Hz, 3H), 1.43 (sextet, J 
= 7.2 Hz, 2H), 1.71-1.95 (m, 6H), 2.66 
(br t, 6.3 Hz, 2H), 2.83 (t, J= 6.3 
Hz, 2H), 4.58 (br t, J = 7.2 Hz, 2H), 
4.79 (s, 2H), 7.61 (s, IH). 


7-017 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1.70-1.95 (m, 611), 2.62 
(t, c/= 6.3 Hz, 2H), 3.01 (t, J= 6.3 Hz, 
2H), 4.58 (t, e/= 7.5 Hz, 2H), 5.05 (s, 
2H), 7.15-7.30 (m, 2H), 7.42 (dd, J = 
7.2 Hz, J = 1.8 Hz, IH), 7.48 (br s, 
IH), 7.60 (dd, t/= 7.2 Hz, J= 1.8 Hz, 
IH). 


7-018 


nBu 


0.93 (t, J= 7.5 Hz, 3H), 1.32 (sextet, J 
= 7.5 Hz, 2H), 1.42-1.59 (m, 5H), 1.88 
(s, IH), 1.97-2,08 (m, 2H), 2.20-2.32 
(m, IH), 2,54-2.66 (m, IH), 3.06-3.19 
(m, 2H), 3.33-3.43 (m, 3H). 


7-019 


nBu 


0.98 (t, c/= 7.5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1.65 (quint, e/= 7.5 Hz, 
2H), 1.71 (quint, J:= 6.0 Hz, 2H), 1.85 
(quint, J= 6.0 Hz, 2H), 2.52 (t, J= 6.0 
Hz, 2H). 2.68 (t, c/= 6.0 Hz, 2H), 4.00 
(t, J= 7.8 Hz, 2H), 4.63 (s. 2H), 7.02 
(s. IH). 
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No. 




^H-NME (CDCI3) 


7-020 


nBu 


0.97 (t, J= 7.5 Hz, 3H). 1.43 (sextet, J 
= 7.5 Hz, 2H), 1.57-1.72 (m, 4H), 1.81 
(quint, J = 6.0 Hz, 2H), 2.45 (t, J = 6.0 
Hz, 2H), 2.65 (t, J= 6.0 Hz, 2H), 4.01 
(t, J= 7.8 Hz, 2H), 4.93 (s, 2H), 7.08- 
7.30 (m, 4H), 7.13 (s, IH). 


7-021 


nBu 


0.97 (t, 7.5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1.59.1.73 (m. 4ll), 1.81 
(quint, J= 6.0 Hz, 2H), 2.49 (t, 6.0 
Hz, 2H), 2.66 (t, J= 6.0 Hz, 2H), 4.01 
(t, «/= 7.8 Hz, 2H), 4.43 (s, 2H), 7.24 
(quint d, J= 7.5 Hz, 1.5 Hz, 2H), 7.40 
(s, IH), 7.42 (dd, / = 7.5 Hz, 1.5 Hz, 
IH). 7.60 (dd, J= 7.5 Hz, 1.5 Hz, IH). 


7-022 


nBu 


0.96 (t, J= 7.5 Hz, 3H), 1,42 (sextet, J 
= 7.5 Hz, 2H), 1.64 (quint, J= 7.5 Hz, 
2H), 1.70 (quint, </= 6.0 Hz, 2H), 1.84 
(quint, J= 6.0 Hz, 2H), 2.53 (t, J= 6.0 
Hz, 2H), 2.67 (t, c/= 6.0 Hz, 2H), 3.99 
(t, J= 7.8 Hz, 2H), 4,12 (dt, J- 6.0 Hz, 
1.5 Hz, 2H), 4.46 (s, 2H), 5.20 (dq, J = 
10.6 Hz, 1.8 Hz, IH), 5.33 (dq, J== 17.1 
Hz, 1.8 Hz, IH), 5.91-6.05 (m, IH). 7.19 
(s, IH). 


7-023 


nBu 


0.99 (t, J= 7,5 Hz, 3H), 1.46 (sextet, J 
= 7.5 Hz, 2H), 1.68 (quint, J'= 7.5 Hz, 
2H), 1.74 (quint, 6.0 Hz, 2H), 1.88 
(quint, J= 6.0 Hz, 2H). 2.59 (t, J'= 6.0 
Hz, 2H), 2.76 (t, J=^ 6.0 Hz, 2H), 4.05 
(t, J= 7.8 Hz. 2H), 7.76 (s, IH), 10.34 
(s. IH). 
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10-001 




nBu 


0.99 (d, J = 7.3 Hz, 3H), 1.22- 
1.53 (m, 6H), 1.62-1.86 (m, 6H), 
2.36-2.42 (m, 6H), 2.64 (t, c7= 6.0 
Hz, 2H), 2.89 (t, c/= 6.3 Hz, 2H), 
3.48 (dt, J = 7,2, 6.9 Hz, 2H), 
3.72 (t, J = 4.8 Hz, 4H), 4.05- 
4.14 (m, 2H), 8.29 (s, IH), 10.1 
(t, 5.4 Hz. IH). 


10-002 




nBu 


0.98 (d, J = 7.3 Hz, 3H), 1.34- 
1.54 (m, 6H), 1.62-1.83 (m, 6H), 
2.65 (t» J= 6.0 Hz, 2H), 2.90 (t, J 
= 6.4 Hz, 2H). 4.05-4.20 (m, 2H), 
4.80 (d, J= 5.5 Hz, 2H), 7.16 (m, 
IH), 7.35 (d, J = 7.8 Hz, IH), 
7.64 (ddd, J= 7.8, 7.8. 1.8 Hz, 
IH), 8.34 (s, IH), 8,59 (dlike, 
IH), 10.6 (t. t7= 5.5 Hz. IH). 


10-003 




nBu 


0.99 (d, J = 7.3 Hz, 3H), 1.34- 
1.53 (m, 6H), 1.60-1.90 (m, 6H). 
2.64 (t, 6.0 Hz, 2H), 2.89 (t, J 
= 6.3 Hz, 2H), 2.94 (t, J= 7.5 Hz, 
2H), 3.70 (dt, J = 7.5, 6.0 Hz, 
2H), 4.03-4.14 (m, 2H), 7,18-7.20 
(m, 2H), 8.29 (s, IH), 8.50-8.52 
(m, 2H), 10.1 (t, J'= 6.0 Hz. IH). 


10-004 




nBu 


0.99 (d, J = 7.2 Hz, 3H), 1.34- 
1.54 (m, 6H), 1.62-1.85 (m, 6H), 
2.66 (t, J= 6.0 Hz, 2H), 2.91 (t, J 
= 6.3 Hz, 2H), 4.12 (t, J= 7.3 Hz, 
2H), 4.65 (d, J = 5.8 Hz, 2H), 
7.28 (A2B2, J= 5.0 Hz, 2H), 8.53 
(s, IH), 8.54 (A2B2, J= 5.0 Hz, 
2H), 10.5 (t, 5.8 Hz, IH). 


10-005 




nBu 


0,99 (d, J = 7.3 Hz, 3H), 1.34- 
1,54 (m, 6H), 1,60-1.82 (m, 6H), 
2.64 (t, J= 6.1 Hz, 2H), 2.89 (t, J 
= 6.4 Hz, 2H), 2.94 (t, 7.5 Hz, 
2H), 3.68 (dt, J = 7.5, 6.3 Hz, 
2H), 4.04-4.14 (m, 2H), 7,23 (dd, 
7.8, 4.6 Hz, IH), 7.59 (ddd, J 
= 7.8, 2.1, 1.5 Hz, IH), 8.29 (s, 
IH), 8.47 (dd, J = 7.8, 1.5 Hz, 
IH), 8.50 (d, J = 2.1 Hz, IH), 
10.1 (t, J= 6.3 Hz, IH). 


10-006 




nBu 


0.98 (d, J = 7.3 Hz, 3H), 1.34- 
1.53 (m, 6H), 1.41 (s, 6H), 1.61- 
1.80 (m, 6H), 2.63 (t, 6.1 Hz, 
2H), 2.88 (t, J= 6.4 Hz, 2H), 3.16 
(s, 2H), 4.06 (br.s, 2H), 6.88-6.94 
(m, 2H), 7.II.7.I6 (m, 2H), 8.32 
(s. IH). 9.83 (br.s. IH). 
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10-007 


CI 


nBu 


0.98 (d, c/= 7.2 Hz, 3H), 1.38-1.49 
(m, 6H), 1.51-1.80 (m, 6H), 2.64 (t, 
c/= 6.4 Hz, 2H), 2.89 (t, cA=: 6.4 Hz, 
2H), 4.10 (br.s, 2H), 4.73 (d, «/= 5.8 
Hz, 2H), 7.16-7,25 (m, 4H), 7.35 (m, 
IH), 7.46 (m, IH), 8.32 (s. IH), 10.4 
(br.s, IH). 


10-008 


OMe 


nBu 


0.98 (d, c/= 7.3 Hz, 3H), 1.37-1.48 
(m, 6H), 1.51-1.79 (m, 6H), 2.63 (t, 
c/= 6.4 Hz, 2H), 2.87 (t, J- 6.4 Hz, 
2H), 3.88 (s, 3H), 4.09 (m, 2H), 4.65 
(d, c/= 5.8 Hz, 2H), 6.85-6.93 (m, 
2H), 7.22 (dt, J = 7.6, 1.8 Hz, IH), 
7.35 (dd, c/= 7.6, 1.8 Hz, IH), 8.32 
(s, IH). 10.3 (br.s, IH). 


10-009 


Me 


nBu 


0.97 (d, J= 7.3 Hz, 3H), 1.38-1.50 
(m, 6H), 1.60-1.80 (m, 6H), 2.38 (s, 
3H), 2.64 (t, J= 6.1 Hz, 2H), 2.88 
(t, J = 6.4 Hz, 2H), 4.08 (m, 2H), 
4.63 (d, J = 0.5 Jdz, 2xi)f 7.15-7.20 
(m, 3H), 7,33 (m, IH), 8.33 (s. IH), 
10.2 (br.s, IH). 


10-010 




nBu 


0.97 (d, J= 7.3 Hz, 3H), 1.36-1.50 
(m, 6H), 1.61-1.78 (m, 6H), 2.64 (t, 
J= 6.1 Hz, 2H), 2.87 (t, J= 6.7 Hz, 
2H), 4.08 (br.s, 2H), 4.72 (d, J= 5.5 
Hz, 2H), 6.84-6.92 (m, 2H), 7.20 (m, 
IH), 8.32 (s, IH), 10.2 (br.s, IH). 


10-011 




nBu 


0.99 (t, 7.2 Hz, 3H), 1.34-1.54 
(m, 4H), 1.47 (sextet, J= 7.2 Hz, 
2H), 1.65-1.81 (m, 6H), 2.63 (t, J = 
6.3 Hz, 2H), 2.89 (t, J = 6.3 Hz, 
2H), 3.71 (d, J= 6.3 Hz, 2H), 4.11 
(br t, J= 7.2 Hz, 2H), 5.43 (dt, «/ = 
8.1 Hz, 6.0 Hz, IH), 7.26-7.70 (m. 
5H), 8.23 (s, IH), 10.74 (d, e/= 8.1 
Hz, IH). 


10-012 


CH3C02H 

qX. 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.34-1.56 
(m, 4H), 1.47 (sextet, J= 7.2 Hz, 
2H), 1.61-1.80 (m, 6H), 2.06 (s, 
3H), 2.63 (t, J= 6.3 Hz, 2H), 2.89 
(t, J= 6.3 Hz, 2H), 3.15 (d, J= 6.0 
Hz, 2H), 4.12 (br t, c/= 7.2 Hz, 2H), 
5.25 (dt, e7= 7.8 Hz, 6.0 Hz, IH), 
7,35-7.42 (m, 5H), 8.28 (s, IH), 
10.67 (d. J= 8.4 Hz, IH). 
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10-013 


CHaCOjH 


nBu 


1.00 (t, J = 7.5 Hz, 3H), 1.34- 
1.55 (m, 4H), 1.47 (sextet, J = 
7.5 Hz, 2H), 1.62-1.80 (m, 6H), 

2.01 (s, 3H), 2.63 (t, J= 6.0 Hz, 
2H), 2.78-3.06 (m, 4H), 2.88 (t, J 
= 6.0 Hz, 2H), 4.10 (br t, J= 7.5 
Hz, 2H), 4.35-4.45 (m, IH), 
7.18-7.30 (m, 5H), 8.24 (s, IH), 
10.25 (d, J=^ 7.8 Hz, IH). 


10-014 


AcHN. 


nBu 


0.99 (t, J = 7.5 Hz, 3H), 1,36- 
1.55 (m, 4H), 1.46 (sextet, J = 
7.5 Hz, 2H), 1.63-1.79 (m, 6H), 
1.97 (s, 3H), 2.64 (t, J= 6.0 Hz, 
2H), 2.89 (t, J = 6.0 Hz, 2H), 
3.70-3.81 (m, 2H), 4.09 (br t, J = 
7.5 Hz, 2H), 5.31-5.39 (m, IH), 
6.61 (br t, J= 4.5 Hz, IH), 7.28- 
7.44 (m, 5H), 8.28 (s, IH), 10.66 
la» e/ — /.o Hz, 1x1;. 


10-015 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.38- 
1.57 (m, 4H), 1.47 (sextet, J = 
7.2 Hz, 2H), 1.62-1.80 (m, 6H), 
2.64 (t, 6.0 Hz, 2H), 2.90 (s, 
3H), 2.90 (t, 6.0 Hz, 2H), 3.60 
(d, J= 6.6 Hz, 2H). 4.10 (br t, 
7.2 Hz, 2H), 5.38 (dt, c/= 7.5 Hz, 
6.0 Hz, IH), 7.35-7.43 (m, 5H), 
8.29 (s, IH), 10.75 (d, J= 9.0 Hz,' 
IH). 


10-016 


CI 

a 


nBu 


0.99 (d. J =: 7.3 Hz, 3H), 1.34- 
1.54 (m, 6H), 1.62-1.82 (m, 6H), 
2.65 (t, e/= 6.0 Hz, 2H), 2.90 (t, J 
= 6.3 Hz, 2H), 4.06-4.17 (m, 2H), 
4.68 (d, J= 6.4 Hz, 2H), 7,16 (dd, 
8.5, 2.4 Hz, IH), 7.28 (d, c7 = 
8.5 Hz, IH), 7.41 (d, c/= 2.4 Hz, 
IH), 8.32 (s, IH), 10,5 (t, J= 6,4 
Hz, IH). 


10-017 


a 


nBu 


1.01 (t. J = 7.3 Hz, 3H), 1.35. 
1.57 (m, 6H), 1.65-1.85 (m, 6H), 
2.69 (t, J= 6.0 Hz, 2H), 2.94 (t, J 
= 6.2 Hz, 2H), 4.08-4.20 (m, 2H), 
6,33 (s, IH), 6.48 (dd, J= 3.4, 1.8 
Hz, IH), 6.68 (d, J= 3.4 Hz, IH), 
7.46 (m, IH), 8.35 (s, IH), 12.8 
(s. IH). 
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10-018 




nBu 


1,00 (t, c/= 7.5 Hz, 3H), 1,37-1.57 (m, 
411^^ 1 47 ^sextet = 7 5 Hz 2^ 
1.61-1.80 (m, 6H), 2.62 (t. J= 6.0 Hz, 
2H), 2.88 (t, t/= 6.0 Hz, 2H), 2.94 (t, 
J== 7.5 Hz, 2H), 3.23-3.33 (m, IH), 
3.45-3.55 (m, IH), 4.09 (br t, J= 7.5 
Hz, 2H), 4.40-4.50 (m, IH), 4.53 (d, J 
= 6.0 Hz, 2H), 5.14-5.30 (m, 2H), 
5 52 (hr s IfVS 5 82-5 96 IH*) 
7.17-7.28 (m, 5H), 8.25 (s, IH), 10.18 
(d, J= 7.5 Hz, IH). 


10-019 




nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.40 (s, 9H), 
1.41-1.55 (m, 4H), 1.47 (sextet, c/ = 
7.5 Hz, 2H), 1.64-1.80 (m, 6H), 2.62 
(t, J= 6.0 Hz, 2H), 2.88 (t, c/ = 6.0 
Hz, 2H), 2.88-3.00 (m, 2H), 3.18-3.28 
(m, IH), 3.38-3.48 (m, IH), 4.09 (br 
t J= 7 5 H7 2K^ 4 37.4 47 (m iH'i 
5.11 (br s, IH), 7.22-7.32 (m, 5H), 
8.25 (s, IH), 10.13 (d, J = 7.8 Hz, 
IH), 


10-020 




nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.36-1.81 (m, 
12H), 2.62 (t, J== 6.0 Hz, 2H), 2.74- 
3.04 (m, 6H), 3.21-3.37 (m, 2H), 4.09 
(br t, c/= 7.2 Hz, 2H), 4.44-4.53 (m, 
IH), 5.06-5.17 (m, 2H), 5.08-5.95 (m, 
IH), 7.18-7.29 (m, 5H), 8.25 (s, IH), 
10.17 (br s, IH). 


10-021 




nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.36-1.52 (m, 
4H), 1.47 (sextet, J = 7.2 Hz, 2H), 
1.61-1,79 (m, 6H), 2.63 (t, J= 6.0 Hz, 
2H), 2.88 (t, 6.0 Hz, 2H), 2.95- 
3.11 (m, 2H), 3.49-3.59 (m, IH), 
3.68-3.76 (m, IH), 4,10 (br t, J- 7.2 
Hz, 2H), 4.51-4.64 (m, IH), 7.17-7.85 
(m, lOH), 7.92 (br s, IH), 8.27 (s, 
IH), 10.45 (d, J= 7.5 Hz, IH). 


10-022 


OA 


nBu 


1.00 (t, </= 7.5 Hz, 3H), 1.36-1.57 (ta, 
4H), 1.48 (sextet, J = 7,5 Hz, 2H), 
1.60-1,80 (m, 6H), 2.65 (t, J= 6.0 Hz, 
2H). 2.89 (t, J = 6.0 Hz, 2H), 2.96« 
3.12 (m, 2H), 3.46-3.56 (m, IH), 
3.70-3.79 (m, IH), 4.11 (br t, J= 7.5 
Hz, 2H), 4.51-4,63 (m, IH), 7.17.7,39 
(m, 6H), 8.17 (d, J= 8.1 Hz, IH), 
8.28 (s, IH), 8.37 (br s, IH), 8.69 (d, 
J = 3.9 Hz, IH), 9.07 (br s, IH), 
10.52 (d, J= 7.2 Hz, IH). 
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10-023 




nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.39-1.59 (m, 
4H), 1.50 (sextet, J = 7.5 Hz, 2H), 
1.63-1.85 (m, 6H), 2.68 (t, J'= 6.0 Hz, 
2H), 2.94 (t, J= 6.0 Hz, 2H), 4.17 (br 
t, J= 7.5 Hz, 2H), 7.46-7.61 (m, 3H), 
8.11 (d, J= 7.2 Hz, 2H), 8.42 (s, IH), 
13.76 (br s, IH), 


10-024 


H- 


nBu 


0.99 (t, J= 7.2 Hz. 3H). 1.37-1.56 (m, 
4H), 1.47 (sextet, J= 7.2 Hz, 2H), 
1.63-1.81 (m, 6H), 2.64 (t, J= 6.0 Hz, 
2H), 2.90 (t, J= 6.0 Hz, 2H), 4.11 (t, 
</= 7.2 Hz, 2H), 5.69 (br s, IH), 8.30 
(s, IH), 9.63 (br s, IH). 


10-025 


NH 


nBu 


1.00 (t, </= 7.5 Hz, 3H), 1.37-1.84 (m, 
12H), 2.69 (t, c/= 6,0 Hz, 2H), 2.94 
(t, e/= 6.0 Hz, 2H), 4.13 (br t, J= 7.5 
Hz, 2H), 7.50-7.53 (m, 3H), 8.00-8.08 
(m, 2H), 8.37 (s, IH), 13.04 (br s, 
IH). 


10-026 




nBu 


1.00 (t, c/= 7.2 Hz, 3H), 1.38-1.57 (m, 
4H), 1.48 (sextet, J = 7.2 Hz, 2H), 
1.63-1.87 (m, 6H), 2.6B (t, J=6.0Hz, 
2H), 2.94 (t, J= 6.0 Hz, 2H), 4.16 (br 
t, t/= 7.2 Hz, 2H), 7.40-7.56 (m, 3H), 
7.95 (d, J= 7.2 Hz, 2H), 8.42 (s, IH), 
14.37 (br s, IH), 


10-027 




nBu 


0.99 (t, t/= 7,2 Hz, 3H), 1.38-1.56 (m, 
4H), 1.47 (sextet, J = 7.2 Hz, 2H), 
1.63-1.82 (m, 6H), 2.62 (t, J= 6.0 Hz, 
2H), 2.90 (t, c/= 6.0 Hz, 2H), 4.11 (br 
t, c/= 7.2 Hz, 2H), 6.12 (br s, IH), 
7.39-7.51 (m, 3H), 7.75-7.79 (m, 2H), 
8.12 (s, 1H>. 


10-028 




nBu 


1.01 (t, J= 7.5 Hz, 3H). 1.37-1.58 (m, 
4H), 1.48 (sextet, J = 7.2 Hz, 2H), 
1.60-1.82 (m, 6H), 2.60 (t, J= 6.0 Hz, 
2H), 2.91 (t, J= 6.0 Hz, 2H), 4.06 (s, 
3H). 4.17 (br t, J ^ 7.5 Hz, 2H), 
7.36-7.56 (m, 3H), 7.52-7.57 (m, 2H), 
8.23 (s, IH), 12.43 (br s, IH). 


10-029 




nBu 


1.01 (t, J:= 7.5 Hz, 3H), 1.37-1.55 (m, 
4H), 1.40 (t, J = 6.9 Hz, 3H), 1.48 
(sextet. J = 7.5 Hz, 2H), 1.60-1.83 
(m, 6H), 2.60 (t, J= 6.0 Hz, 2H), 2.91 
(t, J=^ 6-0 Hz, 2H), 4.17 (br t, J= 7.5 
Hz, 2H), 4.30 (q, J = 6.9 Hz, 2H), 
7.32-7.40 (m, 3H), 7.51-7.61 (m, 2H), 
8.23 (s. IH), 12.44 (br s, IH). 
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10-030 




1 


1.37-1.53 (m, 4H), 1.56 (d, J= 7.2 Hz, 
3H), 1.61-1.79 (m. 4H), 2.65 (t, J - 6.0 
Hz 2H^ 2 72 rt = 6 3 Hz 2H'> 5 30 
(quint, c/= 6,9 Hz, IH), 5.42 (br s, 2H), 
6.98 (d, c/= 5.1 Hz, 2H), 7.25-7.41 (m, 
5H), 8.43 (s, IH), 8.58 (br s, 2H), 10.11 
(d, 7.8 Hz, IH). 








1.37-1.80 (m, 8H), 2.67 (t, J" = 6.0 Hz, 
2H), 2.74 (t, J= 6.0 Hz, 2H), 3.07 (br t, J 
= 6.0 Hz, IH), 3.94 (t, c/= 6.0 Hz, 2H), 

6.99 (d, = 5.4 Hz, 2H), 7.29-7.42 (m, 
5H), 8.44 (s, IH), 8,57 (d, c/ = 5.4 Hz, 
2H), 10.50 (d, e/= 7.5 Hz, IH). 


10-032 




nBu 


0.96 (t, 7.5 Hz, 3H), 1.37-1.68 (m, 
6H), 1,60-1.80 (m, 6H), 1.92-2.05 (m, 
IH), 2.62-2.73 (m, IH), 2.66 (t, J= 6.0 
Hz, 2H), 2.84-2.95 (m, IH), 2.89 (t, J = 

(m, 2H), 5.68 (q, «/= 7.5 Hz, IH), 7.15- 
7.29 (m, 3H), 7.36-7.40 (m, IH), 8.37 (s, 
IH), 10.25 (d, c/= 8.4 Hz, IH). 


10-033 




nBu 


0.96 (t. c/= 7.5 Hz, 3H), 1.35-1.56 (m, 
6H), 1.59-1.79 (m, 6H), 1.91-2.04 (m, 
IH), 2.62-2.72 (m, IH), 2.66 (t, J= 6.0 
Hz, 2H), 2.84-2.95 (m, IH), 2.89 (t, J = 
6.0 Hz, 2H), 2.99-3.09 (m, IH), 3.98-4.18 
(m, 2H), 5.68 (q, c/= 7.5 Hz, IH), 7.15- 
7.26 (m, 3H), 7.36-7.40 (m, IH), 8.37 (s, 
IH). 10.25 (d. «/= 8.1 Hz. IH). 


10-034 


Me 


nBu 


1.00 (t, J = 7.5 Hz, 3H), 1.38-1.66 (m, 
4H), 1.48 (sextet, J= 7.5 Hz, 2H), 1.63- 
1.83 (m, 6H), 2.65 (t, J = 6,0 Hz, 2H), 
2.91 (t, J = 6.0 Hz, 2H), 3.29 (s, 3H), 
4.13 (t, </= 7-5 Hz, 2H), 6.82 (t, J= 7.5 
Hz, IH), 6.90 (d, 8.7 Hz, 2H), 7.22- 
7.27 (m, 2H), 8.34 (s, IH), 11.48 (br s, 
IH). 


10-035 


a 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.20-1.53 (m, 
12H), 1.59-1.80 (m, 8H), 1,95-2.01 (m, 
2H), 2.63 (t, J= 6.0 Hz, 2H), 2.88 (t, 
6.0 Hz, 2H), 3.91-4.02 (m, IH), 4.09 (br 
t, 7.2 Hz, 2H), 8.30 (s. IH), 9.88 (d, J 
= 7.5 Hz, IH). 


10-036 


0^ 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.13-1.30 (m, 
2H), 1.36-1.83 (m, 21H), 2.66 (t, J= 6.0 
Hz, 2H), 2.88 (t, c/= 6.0 Hz, 2H). 3.28 (t, 
J= 6.0 Hz, 2H), 4.10 (br t, e/ = 7,5 Hz, 
2H). 8,31 (s, IH). 9.98 (br s, IH). 



184 



wo 02/053543 



PCT/JPOl/11427 



5 1 



'"to 

is 



No. 






^H-NMR (CDCI3) 


10-037 


Me 


nBu 


0.99 (t, J= 1.2 Hz, 3H), 1.36-1.53 (m, 
6H), 1.62-1.81 (m, 6H), 2.64 (t, J= 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 2.98 
(d, J= 3.6 Hz, 3H), 4.10 (br t, J= 7.2 


10-038 


Et 


nBu 


0. 99 (t, c/= 7.2 Hz, 3H), 1.24 (t, e/= 7.2 
Hz, 3H), 1.34-1.54 (m, 4H), 1.47 
(sextet, e7= 7.2 Hz. 2H), 1.63-1.80 (m, 
6H), 2.64 (t, J= 6.0 Hz, 2H), 2.89 (t, J= 
6.0 Hz, 2H), 3.42-3.51 (m, 2H), 4.10 (br 

1, e/ — / xiz, ^n^, o.ox 1x1^, j.yu ^Dr 
s, IH). 


10-039 


iPr 


nBu 


0.99 (t, c/= 7.2 Hz, 3H), 1.26 (d, 6.9 
Hz, 6H), 1.34-1.52 (m, 4H), 1.47 
(sextet, J= 7.2 Hz, 2H), 1.60-1.80 (m, 
6H), 2.65 (t, J= 6.0 Hz, 2H), 2.88 (t, 
6.0 Hz, 2H). 4.09 (br t, J= 7.2 Hz, 2H), 

^.Aif ^scjkbob, c/ — o.D xi^, xmff o.ox \^o, 

IH). 9.82 (br s. IH). 


10-040 


tBu 


nBu 


0.99 (t, 7.5 Hz, 3H), 1.35-1,56 (m, 
6H), 1.47 (s, 9H), 1.61-1.79 (m, 6H), 
2.62 (t, t/= 6.0 Hz, 2H), 2,88 (t, e/= 6.0 
Hz, 2H), 4.09 (br t, J = 7.5 Hz, 2H), 
8.30 (s, IH). 9.92 (br s, IH). 


10-041 


>r 


nBu 


1.36-1.57 (m, 6H), 1.62-1.80 (m, 6H), 
2.64 (t, c/= 6.0 Hz, 2H), 2.89 (t, J= 6.0 
Hz, 2H), 3.27 (t, J= 6.0 Hz, 2H), 4.12 
(br t, 7.5 Hz, 2H), 8.32 (s, IH), 1010 
(br s, IH). 


10-042 




nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.38-1.54 (m, 
6H), 1.62-1.83 (m, 6H), 2,67 (t, c/= 6.0 
Hz, 2H), 2.92 (t, J= 6.0 Hz. 2H), 4.14 
(br t, e7= 7.5 Hz, 2H), 7.15-7.30 (m, 
2H), 7A7-7.56 (m, IH), 7.96 (td, c/= 7.8 
Hz, 1.5 Hz, IH), 8.38 (s. IH), 13.37 (br 
s, IH). 


10-043 


Fs 0 


nBu 


1.02 (t, c/= 7.2 Hz, 3H), 1.40-1.58 (m, 
6H). 1.67-1.85 (m, 6H), 2.69 (t, J= 6.0 
Hz, 2H), 2.94 (t, J= 6.0 Hz, 2H), 4.18 
(br t, J = 7.2 Hz, 2H), 7.25-7.32 (m, 
IH), 7.47-7.55 (m, IH), 7.80 (dt, J= 9.6 
Hz, 2.4 Hz, IH), 7.89 (t, J =^ 7.8 Hz, 
IH). 8.41 (s, IH), 13.84 (br s. IH). 


10-044 




nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.39-1,62 (m, 
6H), 1.65-1.89 (m, 6H), 2.69 (t, J= 6.0 
Hz, 2H), 2.94 (t, 6.0 Hz, 2H), 4.17 
(br t, J= 7.5 Hz, 2H), 7.20 (t, J= 9.0 
Hz, 2H), 8.11-8.16 (m, 2H), 8.42 (s, 
IH). 13.79 (br s. IH). 



185 



wo 02/053543 



PCT/JPOl/11427 



as 2 



is 



No. 






^H-NMR (CDCI3) 


10-045 


F 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.38-1.54 (m, 
6H), 1.62-1.83 (m, 6H), 2.63 (t, J= 6.0 
Hz. 2H). 2.91 ^t, e/= 6 0 Hz 2H) 4 12 ^'br 
t, c;^= 7.5 Hz, 2H), 6.96 (t, J= 7.8 Hz, 
2H), 7.34-7.44 (m, IH), 8.29 (s, IH), 
13.18 (br s. IH). 


10-046 




nBu 


1-02 (t, J= 7.2 Hz, 3H), 1.39-1.56 (m, 
6H), 1,67.1.85 (m, 6H), 2.69 (t, J'= 6.0 
Hz 2H) 2 94 (t J= 6 0 Hz 2H^ 4 17 ^'hr 
t, ./= 7.2 Hz, 2H), 7.32 (dt, J= 9.0 Hz, 
1.2 Hz, IH), 7.86-8.01 (m, 2H), 8.41 (s, 
IH), 13.88 (br s. IH). 


10-047 


F F 


nBu 


1.02 (t, J= 7.2 Hz, 3H), 1.42-1.57 (m, 
6H), 1.63-1.82 (m, 6H), 2.66 (t, J= 6.0 
Hz 2H'i 2 95 Ct J- 6 0 Hz 2H'i 4 15 /'hr 
t, J= 7.2 Hz. 2H), 8.25 (s, IH), 13.37 (br 
s, IH). 


10-048 


F3C 0 


nBu 


1.03 (t, J= 7.5 Hz, 3H), 1.40-1.55 (m, 
6H), 1.68-1.87 (m, 6H), 2.70 (t, cT = 6.0 
Hz, 2H), 2.96 (t, er= 6.0 Hz, 2H), 4.20 (br 
t, c/= 7.5 Hz, 2H), 8.08 (s, IH), 8.41 (s, 
IH), 8.57 (s, 2H), 14.30 (br s, IH). 


10-049 




nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.01-1.34 (m, 
6H), 1.18 (d, 6.9 Hz, 3H), 1.37-1.57 
(m, 8H), 1.62-1.88 (m, 9H), 2.63 (t, 
6.0 Hz, 2H), 2.88 (t, J= 6.0 Hz, 2H), 
3.99-4.10 (m, 2H), 4.05-4.21 (m, IH), 
8.30 (s. IH), 9.88 (d. 9.0 Hz. IH). 


10-050 




nBu 


0.99 (t, t/= 7.5 Hz, 3H), 1.01-1.32 (m, 
6H), 1.18 (d, J- 6.6 Hz, 3H), 1.34-1,52 
(m, 8H), 1.62-1.86 (m, 9H), 2.63 (t, 
6.0 Hz, 2H), 2.88 (t, J = 6.0 Hz, 2H), 
4.01-4.11 (m, 2H), 4.05-4.22 (m, IH), 
8.30 (s, IH), 9.88 (d, J= 8.4 Hz, IH). 


10-051 




nBu 


0.99 (t, 7.2 Hz, 3H), 1,36-1.55 (m, 
4H), 1.48 (sextet, 7.2 Hz, 2H), 1.65- 
1-82 (m, 6H), 2.65 (t, J= 6.0 Hz, 2H), 
2.90 (t, J= 6.0 Hz, 2H), 4.16 (br t, c/ = 
7.2 Hz, 2H), 4.97 (d. J= 4.2 Hz. 2H). 
7.47-7,63 (m, 3H), 8.02-8.06 (m, 2H). 
8-31 (s, IH), 10.81 (br s, IH). 


10-052 


OH 

cr 


nBu 


0.99 (t, c/= 7,5 Hz, 3H), 1.28-1.55 (m, 
12H), 1,59-1,80 (m, lOH), 1.99 (br s, 
IH), 2.64 (t, J= 6.0 Hz, 2H), 2.89 (t, J = 
6.0 Hz, 2H), 3.47 (d, J = 6.3 Hz, 2H), 
4,11 (br t. J= 7.5 Hz, 2H), 8.30 (s, IH). 
10.27 (br s. IH). 



186 



wo 02/053543 



PCT/JPOl/11427 









O 

0^ 


oo 


No. 




R" 


^H-NMR (CDCI3) 


10-053 




nBu 


0.99 (t, J= 7.6 Hz, 3H), 1.35-1.80 (m, 
14H), 1.46 (sextet, J= 7.5 Hz, 2H), 
2.00 (br s, 4H), 2.64 (t, J= 6.0 Hz, 
2H), 2,88 (t, J= 6.0 Hz, 2H), 3.94 (d, J 
= 6.0 Hz, 2H), 4.10 (br t, J= 7.5 Hz, 
2H), 5.63 (br s, IH), 8.31 (s, IH), 9.97 
(br s, IE). 


10-054 




nBu 


1.00 (t, «/= 7.2 Hz, 3H), 1.35-1.79 (m, 
lOH), 1.47 (sextet, J= 7.2 Hz, 2H), 
2.64 (t, J= 6.0 Hz, 2H), 2.90 (t, J= 6.0 
Hz, 2H), 3.79 (d, J= 6.0 Hz, 2H), 4.13 
(br t, </= 7.2 Hz, 2H), 5.52-5.59 (m, 
IH), 7.26-7.45 (m, 5H), 8.32 (br s, 
IH), 10.80 (br s, IH). 


10-055 




nxsu 


0,98 (t, c/= 7.5 Hz, 3H), 1.36-1.79 (m, 
lOH), 1.45 (sextet, J = 7.5 Hz, 2H), 
2.64 (t, J- 6.0 Hz, 2H), 2.89 (t, «/= 6.0 
Hz, 2H), 3.03 (dd, 6.0 Hz, 2.4 Hz, 
2H), 4,10 (br t, 7.5 Hz, 2H), 5.47 
(q, J= 6.6 Hz, IH), 7.31-7.50 (m, 5H), 
8.28 (s, IH), 10.82 (d, 7.5 Hz, IH). 


10-056 




nBu 


0.96 (t, J= 7.5 Hz, 3H), 1.38-1.79 (m, 
12H), 2.66 (t, J= 6.0 Hz, 2H), 2.89 (t, 
J= 6.0 Hz, 2H), 3.04, 3.21 (ABx, J = 
16.2 Hz, 3.0 Hz, 2H), 4.07 (br t, J = 
7.5 Hz, 2H), 4.74-4.80 (m, IH), 5.56 
(dd, = 7.2 Hz, 5.1 Hz, IH), 7.20-7.30 
(m, 3H), 7.34-7.39 (m, IH), 8.35 (s, 
IH), 10.43 (d. J= 7.2 Hz, IH). 


JLv-UO 1 


Or 


nBu 


0.96 (t, J= 7.5 Hz, 3H), 1.35-1.81 (m, 
12H), 2.66 (t, 6.0 Hz, 2H), 2.90 (t, 
c/= 6.0 Hz, 2H), 3.04, 3.21 (ABx, 
16.2 Hz, 3.0 Hz, 2H), 4.07 (br t, ^ = 
7.5 Hz, 2H), 4.77 (sextet, c/= 3.0 Hz, 
IH), 5.56 (dd, 7.2 Hz, 5.1 Hz, IH), 
7.23-7.32 (m, 3H), 7.35-7.39 (m, IH), 
8.35 (s, IH), 10.44 (d, J= 7.5 Hz, IH). 


10-058 




nBu 


0.96 (t, J= 7.5 Hz, 3H), 0.99 (t, J= 7.5 
Hz, 3H), 1.35-1.53 (m, 4H), 1.46 
(sextet, «/= 7.5 Hz, 2H), 1.64-1.79 (m, 
6H), 1.85-1.98 (m, 2H), 2.61 (t, J= 6.0 
Hz, 2H), 2.88 (t, c/= 6.0 Hz, 2H), 4.11 
(br t, er= 7.5 Hz, 2H), 5.08 (q, J= 7.5 
Hz, IH), 7.18-7.40 (m, 5H), 8.27 (s, 
IH), 10.40 (d. c7= 7.8 Hz, IH). 



187 



wo 02/053543 



PCT/JPOl/11427 



^5 4 









0 

0^ 


00 

1 


No. 






^H-NMR (CDCI3) 


10-059 


\ 


nBu 


0.96 (t, 7.5 Hz, 3H), 0.99 (t, 7.5 
Hz, 3H), 1.35-1.52 (m, 4H), 1.46 
(sextet, 7.5 Hz, 2H), 1.61-1.79 (m, 
6H), 1.84-1.98 (m, 2H), 2.61 (t, «/= 6.0 
Hz, 2H), 2.88 (t, J= 6.0 Hz, 2H), 4.10 
(br t, 7.5 Hz, 2H), 5.08 (q. c/= 7.5 
Hz, IH), 7.18-7.40 (m, 5H), 8.27 (s, 
IH), 10.40 (d, c/= 7.8 Hz. IH). 


10-060 




nBu- 


0.96 (t, J= 7.2 Hz, 3H), 1.35-1.56 (m, 
4H), 1.42 (sextet, J = 7.2 Hz, 2H), 
1.59-1.80 (m, 6H), 2.67 (t, J= 6.0 Hz, 
2H), 2.90 (t, 6.0 Hz, 2H), 3.04 (s, 
3H), 3.28-3.43 (m, 2H), 3.97-4.09 (m, 
2H), 5.58 (td, e/= 4.5 Hz, 1.5 Hz, IH), 
5.90 (dd, J = 7.5 Hz, 4.5 Hz,' IB), 
7.18-7.35 (m, 4H), 8.35 (s, IH), 10.64 
(d, J= 8.4 Hz. IH). 


10-061 




nBu 


0.96 (t, J= 7.5 Hz, 3H), 1.35-1.66 (m, 
4H), 1.42 (sextet, J = 7,5 Hz, 2H), 
1.61-1.81 (m, 6H), 2,67 (t, J= 6.0 Hz, 
2H), 2.90 (t, c/= 6.0 Hz, 2H), 3.04 (s, 
3H), 3.28-3.44 (m, 2H), 3.92-4.09 (mi 
2H), 5.58 (td, c/= 4,5 Hz, 1.5 Hz, IH), 
5.90 (dd, J = 7.5 Hz, 4.5 Hz, IH), 
7.20-7.35 (m, 4H), 8.35 (s, IH), 10.64 
(d, J= 8.4 Hz, IH). 


10-062 




nBu 


0.97 (t, J= 7.2 Hz, 3H), 1.36-1.54 (m, 
6H), 1.61-1.80 (m, 6H), 2.66 (t, e/= 6.0 
Hz, 2H), 2.90 (t, J= 6.0 Hz, 2H), 2.95, 
3.34 (ABx, J= 7.8 Hz, 2H), 3.98-4.10 
(m, 2H), 4.23 (q, 7.2 Hz, IH), 5.65 
(t, 7.2 Hz, IH), 7.19-7.32 (m, 4H), 
8.39 (s, IH), 10.36 (d. J= 8.4 Hz, IH). 


10-063 




nBu 


0.97 (t, c/= 7.5 Hz, 3H), 1.36-1.54 (m, 
6H), 1.61-1.81 (m, 6H), 2.66 (t, e/= 6.0 
Hz, 2H), 2.90 (t, J= 6.0 Hz, 2H), 2.95, 
3.34 (ABx, J= 7.5 Hz, 2H), 3.98-4.10 
(m, 2H), 4.23 (q, 7.2 Hz, IH), 5.65 
(t, J= 7.2 Hz, IH), 7.19-7.32 (m, 4H), 
8.39 (s. IH). 10.36 (d. J= 8.4 Hz, IH). 


10-064 


OH 


nBu 


0.99 (t, J- 7.2 Hz, 3H), 1.36-1.52 (m, 
6H), 1.63-1.80 (m, 6H), 1.99 (br s, 
IH), 2.62 (t, 6.0 Hz, 2H). 2.88 (t, J 
= 6.0 Hz, 2H), 3.36 (s, 3H), 3.45, 3.58 
(ABx, J= 5.4 Hz, 4.2 Hz, 2H), 4.02- 
4.21 (m, 2H), 4.33-4.41 (m, IH), 5.03 
(d, J= 5.1 Hz, IH), 7.26-7.35 (m, 3H), 
7.42-7.46 (m, 2H), 8.25 (s, IH), 10.62 
(d, J= 7.8 Hz. IH). 



188 



wo 02/053543 



PCT/JPOl/11427 



^5 5 



is 



No. 






^H-NMR (CDCI3) 


10-065 


a/- 

o 


Bu 


1.00 (t, c/= 7.2 Hz, 3H), 1.35.1.53 (m, 
6H), 1.61-1.80 (m, 6H), 2.62 (t, 6.0 
xiz, ^n.}f z.o*7 ^L, c/ — o.u xiz, o.oX, 
3.57 (ABx, J= 5.4 Hz, 4.2 Hz, 2H), 
3.34 (s, 3H), 4.12 (br t, e/ = 7.2 Hz, 
2H), 4.76-4.85 (m, IH), 5.36 (d, J = 
5.4 Hz, IH), 7.26-7.35 (m, 3H), 7.46- 
7.49 (m, 2H), 8.24 (s, IH), 10.53 (d. J 
= 8.1 Hz, IH). 


10-066 


Et 


Bu 


0,95 (t. e/= 7.5 Hz, 3HX2), 0.99 (t, */= 
/.5 Hz, oil), 1.35-1.79 (m, 16H), 2,63 
(t, c/= 6.0 Hz, 2H), 2.88 (t, J= 6.0 Hz, 
2H), 3.92-4.05 (m, IH), 4.10 (br t, 
7.2 Hz, 2H), 8.31 (s, IH), 9.76 (d, 
7.5 Hz. IH). 


10-067 


o 


Bu 


0.98 (t, 7.5 Hz, 3H), 1.34-1.51 (m, 
0£i)t i.ol-X. (9 (m, bxi)f 2.o2 (t, e/ = o.O 
Hz, 2H), 2.88 (t, c/= 6.0 Hz. 2H), 3.31, 
(s, 3H), 3.79-3.90 (m, 2H), 4.11 (br t, J 
= 7.5 Hz, 2H), 5.87-5.94 (m, IH), 
7.45-7.62 (m, 3H), 8.05-8.09 (m, 2H), 
8.26 (s, IH), 10.80 (d, c/= 7.8 Hz, IH). 


10-068 


m 

cr 




1.35 (quint, J = 6.0 Hz, 2H), 1.48 
(quint, J= 6.0 Hz, 2H), 1.58 (d, c/ = 
6 9 Hz 3H) 1 61-1 75 4H^ 2 64 
(t, </= 6.0 Hz, 2H), 3.04 (t, J= 6.0 Hz, 
2H), 3.31 (s, 3H), 3.70 (t, J= 5.4 Hz, 
2H), 4.26-4.42 (m, 2H), 5.31 (quint, J 
= 7.2 Hz, IH), 7.22-7.44 (m, 5H), 8.32 
(s, IH), 10.29 (d. 7.8 Hz, IH), 


10-069 






0.98-1.54 (m, 8H), 1.18 (d, J= 6.6 Hz, 
3H), 1.61-1.85 (m, IIH), 2.65 (t, J = 
6.0 Hz, 2H), 3.04 (t, J= 6.0 Hz. 2H), 
3.31 (s, 3H), 3,70 (t, J = 6.0 Hz, 2H), 
4.00-4.14 (m, IH), 4.25-4.43 (m, 2H), 
8.33 (s, IH), 9.81 (d, J= 8.7 Hz, IH). 


10-070 


MeO^ 
OMs 


nBu 


1.00 (t, «/= 7.2 Hz, 3H), 1.34-1.53 (m, 
6H), 1.63-1.80 (m, 6H), 2.62 (t, J= 6.0 
Hz, 2H), 2.83(s, 3H). 2.88 (t, J= 6.0 
Hz, 2H), 3.22, 3.50 (ABx, J= 4.8 Hz, 
2H), 3.32 (s, 3H), 4.02-4.21 (m, 2H), 
4.68-4.78 (m, IH), 5.86 (d, J= 6.9 Hz, 
IH), 7.32-7.49 (m, 5H), 8.23 (s, IH), 
10.50 (d, c/=9.6 Hz, IH). 



189 



wo 02/053543 



PCT/JPOl/11427 



as 6 



is 



iNO. 






^H-NMR (CDCI3) 


10-071 


MeO^ 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.33- 
1.50 (m, 6H), 1.62-1.79 (m, 6H), 
2.60 (t, J= 6,0 Hz, 2H), 2.86 (t, J 
= 6,0 Hz, 2H), 3.38, 3,68 (ABx, J 
= 4.8 Hz, 2H), 3.36 (s, 3H), 4.01- 
4.19 (m, 2H), 4.60-4.69 (m, IH). 
5.01 (d, J = 7.2 Hz, IH), 7.28- 
7.45 (m, 5H), 8.20 (s, IH), 10.25 
(d, c7= 7.2 Hz, IH). 


10-072 


HO 

Ov 

O 




nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.35- 
1.52 (m, 6H), 1.62-1.80 (m, 6H), 
2.63 (t, J= 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 3.77, 3.87 (ABx, J 
= 6.6 Hz, 4.8 Hz, 2H), 4.11 (br t, 
J= 7.2 Hz, 2H), 4.25 (quint, c/ = 
4.8 Hz, IH), 5.07 (d, 6.0 Hz, 
IH), 7.26-7.36 (m, 3H), 7.44-7.48 
(m, 2H), 8.27 (s, IH), 10.70 (d, J 
= 5.4 Hz, IH). 


10-073 


HO^ 
OH 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.38- 
1.54 (m, 6H), 1.61-1.80 (m, 6H), 
2.63 (t, J= 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 3.77, 3.87 (ABx, J 
= 6.6 Hz, 4.5 Hz, 2H), 4.08-4.16 
(m, 2H), 4.25 (quint, J= 6.0 Hz, 
IH), 5.07 (d, J = 5.4 Hz, IH), 
7.23-7.36 (m, 3H), 7.44-7.49 (m, 
2H), 8.28 (s, IH). 10.70 (d, J = 
6.6 Hz, IH). 


10-074 


0. 0 




nBu 


1.01 (t, J = 7.5 Hz, 3H), 1.32- 

7.5 Hz, 2H), 1.61-1.78 (m, 6H), 
2.57 (t, c/= 6.0 Hz, 2H), 2.86 (t, J 
= 6.0 Hz, 2H), 4.03-4.22 (m, 2H), 
4.12, 5.32 (ABx, c/= 12.0 Hz, 1.5 
Hz, 2H), 4.60 (dd, J=== 9.0 Hz, 1.5 
Hz, IH), 6.32 (d, e/= 1.5 Hz, IH), 
7.24-7.32 (m, 3H), 7.38-7.42 (m, 
2H), 8.09 (s, IH), 10.97 (d, J = 
8.7 Hz, IH). 


10-075 


6 




nBu 


1.01 (t, J = 7.5 Hz, 3H), 1.35- 

1.56 (m, 4H), 1.45 (sextet, J = 
7.5 Hz, 2H), 1.61-1.79 (m, 6H), 

2.57 (t, J= 6.0 Hz, 2H), 2.86 (t, J 
= 6.0 Hz, 2H), 4.02-4.23 (m, 2H), 
4.12, 5.32 (ABx, J= 9.9 Hz, 1.5 
Hz, 2H), 4.56-4.63 (m, IH), 6.32 
(d, J= 1.8 Hz, IH), 7.24-7.32 (m, 
3H), 7.38-7.42 (m, 2H), 8.09 (s, 
IH), 10.97 (d, J= 8.7 Hz, IH). 



190 



wo 02/053543 



PCT/JPOl/11427 



as 7 
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No. 






^H-NMR (CDCI3) 


10-076 


OH 


nBu 


4H), 1.45 (sextet, = 7.5 Hz, 2H), 
1.63-1.79 (m, 6H), 2.63 (t, c/= 6.0 Hz, 
2H), 2.89 (t, J = 6.0 Hz, 2H), 3.55, 
3.77 (ABx, J= 6.0 Hz, 5.1 Hz, 2H), 
3.73 (br s, IH), 4.03-4.19 (m, 2H), 
4.43-4.52 (m, IH), 5.10 (d, 6.0 Hz, 
IH), 7.26-7.37 (m, 3H), 7.46-7.50 (m, 
2H), 8.25 (s, IH), 10.67 (d, J= 8.1 Hz, 
IH). 


10-077 


OH 


nBu 


U.Uo \Sy ori)i U.Ub (s, ori)f {j.vo v,s, vxi), 
0.98 (t, J= 7.5 Hz, 3H), 1.33-1.51 (m, 
6H), 1.62-1.79 (m, 6H), 1.90 (br s, 
IH), 2.61 (t, J= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.73, 3.82 (ABx, J= 6.0 
Hz, 4.5 Hz, 2H), 4.01-4.19 (m, 2H), 
4.26 (sextet, J= 4.5 Hz, IH), 5.10 (d, 
J = 5.4 Hz, IH), 7.24-7.33 (m, 3H), 
7.43-7,48 (m, 2H), 8.22 (s, IH), 10.71 


10-078 


^ JD-TBDMS 

a/ 

OH 


nBu 


0.05 (s, 3H), 0.06 (s, 3H), 0.93 (s, 9H), 
0.99 (t, «/= 7.5 Hz, 3H), 1.33-1.50 (m, 
6H), 1.62-1.79 (m, 6H), 2.05 (br s, 
IH), 2.61 (t, c/= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.73, 3.82 (ABx, 6.0 
Hz, 4.5 Hz, 2H), 4.02-4.20 (m, 2H), 
4.27 (sextet, 4.5 Hz, IH), 5,10 (d, 
J = 4.8 Hz, IH), 7.22-7.34 (m, 3H), 
7A4^7A1 (m, 2H), 8.22 (s, IH), 10.72 
(d, J=^ 8.1 Hz. IH). 


10-079 




nBu 


0.97 (t, </= 7.5 Hz. 3H), 1.37-1.52 (m, 
6H), 1.61-1.80 (m, 6H), 2.03 (s, 3H), 
2.67 (t, 6.0 Hz, 2H), 2.91 (t, J= 6.0 
Hz, 2H), 3.06, 3.40 (ABx, J= 9.0 Hz, 
7.2 Hz, 2H), 3.74 (quint, J= 7.5 Hz, 
IH), 3.99-4.21 (m, 2H), 5.46 (t, J= 6.9 
Hz, IH), 7.22-7.29 (m, 3H), 7.33-7.38 
(m, IH), 8.33 (s, IH), 10.60 (d, 6.3 
Hz, IH). 


10-080 




nBu 


0.97 (t, 7.5 Hz, 3H), 1.37-1.54 (m, 
6H), 1.6M.78 (m, 6H), 2.01 (s, 3H), 
2.67 (t, 6.0 Hz, 2H), 2.91 (t, J= 6.0 
Hz, 2H), 3.11, 3.41 (ABx, J= 9.0 Hz, 
7.5 Hz, 2H), 3.76 (quint, 7,5 Hz, 
IH), 3.99-4.23 (m, 2H), 5.48 (t, c/= 6.6 
Hz, IH), 7.21-7.30 (m, 3H), 7.34-7.38 
(m, IH), 8.32 (s. IH), 10.64 (d, J= 6.0 
Hz. IH); 



191 
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is 



No. 


R' 




^H-NMR (CDCI3) 


10-081 




nBu 


0.97 (t, 7.5 Hz, 3H), 1.37-1.57 (m, 
6H), 1.62-1.81 (m, 6H), 2.02 (s, 3H), 
2,67 (t, J = 6.0 Hz, 2H), 2.71, 3.68 
(ABx, 15.6 Hz, 7.8 Hz, 2H), 2.91 
(t, c/= 6.0 Hz, 2H), 3.92-4.07 (m, IH), 
4.11-4.27 (m, 2H), 5.60 (t, J= 9.0 Hz, 

10.66 (d, J= 8.1 Hz, IH). 


10-082 




nBu 


0.97 (t, */= 7.5 Hz, 3H), 1.38-1.58 (m, 
6H), 1.66-1.82 (m, 6H), 2.02 (s, 3H), 
2.67 (t, 6.0 Hz, 2H), 2.71, 3.68 
(ABx, J= 15.6 Hz, 7.8 Hz, 2H), 2.91 
(t, c/= 6.0 Hz, 2H), 3.92-4.06 (m, IH), 
4.12-4.28 (m, 2H), 5.60 (t, e/= 9.0 Hz, 
i±l^, /.^U-/.o4 (m, bJtl;, o.ol (s, 1x1), 
10.66 (d, c/= 7.8 Hz, IH). 


10-083 




nBu 


0.98 (t, cA= 7.5 Hz. 3H), 1.17 (t, c/= 7.5 
Hz, 6H), 1.37-1.56 (m, 4H), 1.44 
(sextet, e/= 7.5 Hz, 2H), 1.63-1.80 (m, 
6H), 2.43 (quint, J= 7.2 Hz, IH), 2.67 
(t, J= 6.0 Hz, 2H), 2.70, 3.71 (ABx, J 
= 15.6 Hz, 7.8 Hz, 2H), 2.91 (t, 6.0 

(m, 2H), 5.60 (t, J = 9.0 Hz, IH), 
7.22-7.37 (m, 5H), 8.31 (s, IH), 10.65 
(d, e/= 7.5 Hz, IH). 


10-084 


^ OH 

11 
0 


nBu 


0.98 (t, c/= 7.2 Hz, 3H), 1,38-1.52 (m, 
6H), 1.62-1.80 (m, 6H), 2.64 (t, J= 6.0 
Hz, 2H). 2.90 (t, c/= 6.0 Hz, 2H), 3.94, 
4.14 (ABx, 12.0 Hz, 6.0 Hz, 2H), 
4.08-4.18 (m, 2H), 5.76-5.82 (m, IH), 
7.47-7.63 (m, 2H), 7.57-7.63 (m, IH), 
8.08-8.11 (m, 2H), 8.29 (s, IH), 11.13 
(d, */= 6.6 Hz. IH). 


10-085 


a/" 

0 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.37-1.56 (m, 
6H), 1.61-1.80 (m, 6H), 2.65 (t, 6.0 
Hz, 2H), 2.90 (t, c/= 6.0 Hz, 2H), 3.94, 
4.14 (ABx, c7= 12.0 Hz, 6.0 Hz, 2H), 
4.08-4.18 (m, 2H), 5.77-5.83 (m, IH), 
7.48-7.53 (m, 2H), 7.57-7.65 (m, IH), 
8.08-8.12 (m. 2H), 8.30 (s, IH), 11.14 
(d, ^=6.6 Hz. IH), 


10-086 


0 


nBu 


0.98 (t, 7.5 Hz, 3H), 1.38-1.53 (m. 
6H), 1.65-1.81 (m, 6H), 2.64 (t, J= 6.0 
Hz, 2H), 2.89 (t, t7= 6.0 Hz, 2H), 3.89, 
4.11 (ABx, 11.4 Hz, 5.1 Hz, 2H), 
4.08-4.19 (m, 2H), 6.01-6.08 (m, IH), 
7.45-7.53 (m, 2H), 7.57-7.63 (m, IH), 
8.04-8.08 (m, 2H), 8.28 (s, IH), 10.92 
(d. 7.5 Hz, IH). 
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is 
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^H-NMR (CDCI3) 


10-087 


o 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.36-1.51 (m, 
6H), 1.62-1.79 (m, 6H), 2.64 (t, 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3.90, 
4.11 (ABx. 11.4 Hz, 5.1 Hz, 2H), 
4.08-4.19 (m, 2H), 6.00-6.08 (m, IH), 
7.45.7.53 (m, 2H), 7.56-7.63 (m, IH), 
8.03-8.07 (m, 2H), 8.28 (s, IH), 10.92 
(d> e/= 7.8 Hz. IH). 


10-088 


OA 

o 


nBu 


0.98 (t, e^= 7.5 Hz, 3H), 1.38-1.54 (m, 
6H), 1.64-1.80 (m, 6H), 2.66 (t, J= 6.0 
Hz, 2H), 2.91 (t, J= 6.0 Hz, 2H), 4.17 
(br t, c/= 7,5 Hz, 2H), 5.58 (s, IH), 
7.10 (s, IH), 7.42-7.49 (m, 2H), 7.53- 
7.59 (m, IH), 7.77-7.82 (m, 2H), 8.31 
(s, IH), 12.52 (br s, IH). 


10-089 




nBu 


0.99 (t, c/= 7.5 Hz, 3H), 1.37-1,55 (m, 
6H), 1.60-1.81 (m, 6H), 2.63 (t, 6.0 

(d, 6.0 Hz, 2H), 4.12 (br t, 7.5 
Hz, 2H), 5.51-5,58 (m, IH), 7.27-7.48 

(m, 5H), 8.29 (s, IH), 10.77 (d, J= 8.1 
Hz, IH). 


10-090 


a/ 

CI 


nBu 


0.98 (t, J= 7,5 Hz, 3HX2/5), 0.99 (t, J 
= 7.5 Hz, 3H X 3/5), 1.36-1.79 (m, 
12H), 2.61 (t, e/= 6.0 Hz, 2HX2/5), 

^.O^ \hf <f •— O.U JtlZ, JLxx OiDff ^.o / \Lf tf 

= 6.0 Hz, 2H X 2/5), 2,88 (t, e7= 6.0 Hz, 
2HX3/5), 3.52, 4.15 (ABx, J = 11.1 
Hz, 4.2 Hz, 2H), 4.10-4.20 (m, 2H), 
4.83-4.91 (m, 1HX3/5), 4.98-5.08 (m, 
1HX2/5), 5.30 (d, J= 5.4 Hz, IHx 
2/5), 5.44 (d, 5.4 Hz, 1HX3/5), 
7.28-7.38 (m, 3H), 7.46-7.53 (m, 2H), 
8.16 (s, 1HX2/5). 8.23 (s, 1HX3/5), 
10.46 (d, J= 8.4 Hz, 1HX2/5). 10.72 
(d, 8.4 Hz, IHX 3/5). 


10-091 


O 


nBu 


-0.12 (s, 3H), -0.11 (s, 3H), 0.74 (s, 
9H), 0.98 (t, c/= 7.5 Hz, 3H), 1.36-1.53 
(m, 6H), 1.62-1.78 (m, 6H), 2,62 (t, 
6.0 Hz. 2H), 2.88 (t, 6.0 Hz, 2H), 
3.96-4.10 (m, 2H), 4.11-4.22 (m, 2H), 
5.80-5.88 (m, IH), 7.43-7.49 (m, 2H), 
7,53-7.61 (m, IH), 8.05-8.09 (m, 2H), 
8.26 (s. IH), 10.81 (d. J= 7.5 Hz, IH). 



193 
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•me 0 



No. 






^H-NMR (CDCI3) 


10-092 




nBu 


-0.12 (s, 3H), -0.11 (s, 3H), 0.74 (s, 
9H), 0.98 (t, c7= 7.5 Hz. 3H), 1.37-1.52 
(m, 6H), 1.62-1.78 (m, 6H), 2.62 (t, J= 
6.0 Hz, 2H), 2.88 (t, J= 6.0 Hz, 2H), 
3.96-4.10 (m, 2H), 4.10-4.23 (m, 2H), 
5.80-5.87 (m. IH), 7.43-7.49 (m, 2H), 
7.53-7.61 (m, IH), 8.05-8.09 (m, 2H), 
8.26 (s, IH). 10.80 (d. J= 7.5 Hz, IH). 


10-093 


cuC 

OH 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.37-1.52 (m, 
6H), 1.63-1.81 (m, 6H), 2.63 (t, 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3.56, 
3,77 (ABx, J= 11.1 Hz, 5,1 Hz, 2H), 
4.08-4.18 (m, 2H), 4.44-4.53 (m, IH), 
5.10 (d, J= 6.0 Hz, IH), 7.25.7.37 (m, 
3H), 7.46-7.49 (m, 2H), 8,28 (s, IH), 
10.69 (d. J^=7.8Hz, IH). 


10-094 


cxX 


nBu 


1.00 (t, 7.2 Hz, 3H), 1.38-1.52 (m. 
6H), 1.63-1.80 (m, 6H), 2.63 (t, ^= 6.0 
Hz, 2H), 2.89 (t, J = 6.0 Hz, 2H), 4.11 
(br t, 7.2 Hz, 2H), 4.34-4.42 (m, 
IH), 4.48-4.57 (m, 2H), 5.03 (d, 
4.8 Hz, IH), 7.26-7.37 (m, 3H), 7.41- 
7.46 (m, 2H), 8.26 (s. IH), 10.62 (d, J 
= 7.5 Hz, IH). 


10-095 


CCJ3 

Y 

OH 


nBu 


0.99 (t, c/= 7.2 Hz, 3H), 1.38-1.52 (m, 
6H), 1.62-1.79 (m, 6H), 2.63 (t, c/=: 6.0 

(br t, c7= 7.2 Hz, 2H), 4.34-4.42 (m, 
IH), 4.48-4.57 (m, 2H), 6.03 (d, J =^ 
4,5 Hz, IH), 7.26-7.37 (m, 3H), 7.41- 
7.46 (m, 2H), 8.24 (s, IH), 10.60 (d, J 
= 7.5 Hz, IH). 


10-096 




nBu 


0.99 (t, c/= 7.2 Hz, 3H), 1.38-1.51 (m, 
6H), 1.64-1.78 (m, 6H), 2.65 (t, J= 6.0 
Hz, 2H), 2-90 (t, c/= 6.0 Hz, 2H), 4.15 
(br t, </= 7.2 Hz, 2H), 4.93 (d, J= 4.5 
Hz, 2H), 7.14-7,21 (m, 2H), 8.04-8.10 
(m, 2H), 8.30 (s, IH), 10.79 (br s. IH). 


10-097 


CI 


nBu 


0.98 (t, e/= 7.5 Hz, 3H), 1.36-1.50 (m, 
6H), 1.62-1.78 (m, 6H), 2.59 (t, J= 6.0 
Hz, 2H), 2.86 (t, J= 6.0 Hz, 2H), 3.76, 
4.15 (ABx, c7= 11.7 Hz, 4.5 Hz, 2H), 
4.00-4.13 (m, 2H), 4.98-5.07 (m, IH), 
5.30 (d, J= 8.1 Hz, IH), 7.24-7.37 (m, 
3H), 7.49-7.53 (m, 2H), 8.16 (s, IH), 
10.46 (d, J= 8.7 Hz. IH). 
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R' 




^H-NMR (CDCI3) 


10-098 


OHC-^ 


nBu 


1.01 (t, J= 7.2 Hz, 3H), 1.38-1.52 (m, 
6H), 1.63-1.81 (m, 6H), 2.62 (t, J= 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3.47, 
3.65 (ABx, J= 11.1 Hz, 5.1 Hz, 2H), 
4.08-4.19 (m, 2H), 4.83-4.92 (m, IH), 
6.28 (d, J= 6.6 Hz, IH), 7.29-7.39 (m, 
3H), 7.44-7.53 (m, 2H), 8.17 (s, IH), 
8.23 (s, IH), 10,64 (d, J= 8.7 Hz, IH). 


10-099 


aX 

CI 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.38-1.52 (m, 
6H), 1.62-1.79 (m, 6H), 2.59 (t, </= 6.0 
Hz, 2H), 2.86 (t, </= 6.0 Hz, 2H), 3.76, 
4.15 (ABx, 11.4 Hz, 4.5 Hz, 2H), 
3.99-4.13 (m, 2H), 4.98-5.07 (m, IH), 
5.30 (d, c/= 7.8 Hz, IH), 7.24-7.41 (m, 
3H). 7.50-7.53 (m, 2H), 8.16 (s, IH), 
10.46 (d, J= 8.4 Hz, IH). 


10-100 


a/ 

OHC'° 


nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.40-1.53 (m, 
6H), 1.64-1.80 (m, 6H), 2.62 (t, J= 6.0 
Hz, 2H), 2.89 (t, c/= 6.0 Hz, 2H), 3.47, 
3.65 (ABx, J= 11.1 Hz, 5.1 Hz, 2H), 
4.08-4.18 (m, 2H), 4.83-4.92 (m, IH), 
6.28 (d, J= 6.3 Hz, IH), 7.30-7.38 (m, 
3H), 7.45-7.49 (m, 2H), 8.17 (s, IH), 
8.23 (s, IH), 10.64 (d, J= 9.0 Hz, IH). 


10-101 




1 


1.21-1.52 (m, 8H), 1,59-1.79 (m, 8H), 
1.94-1.99 (m, 2H), 2.09 (quint, «/= 6.0 
Hz, 2H), 2.64 (t, J"= 6.0 Hz, 2H), 2.92 
(t, J= 6.0 Hz, 2H), 3.78 (t, J= 6.0 Hz, 

£tJLl)j u.hfO-4.UO VJ^j ^^)t *it.\)o V^CL, e/ — 

6.6 Hz, 2.1 Hz, IH), 4.20 (dd, 14.1 
Hz, 2.1 Hz, IH), 4.25 (br t, J"= 7.5 Hz, 
2H), 6.49 (dd, J = 14.4 Hz, 6.9 Hz, 
IH), 8.31 (s, IH), 9.85 (d, c/= 7.8 Hz, 
IH). 


10-102 


a 




1.30-1.54 (m, 8H), 1.60-1.78 (m, 8H), 
1.87-2.00 (m, 4H), 2.65 (t, 6.0 Hz, 
2H), 2.93 (t, e/= 6.0 Hz, 2H), 3.53 (t, J 
= 6.0 Hz, 2H), 3.91-4.02 (m, IH), 4.34 
(br t, J = 7.5 Hz, 2H), 8.37 (s, IH). 
9.77 (d, 7.2 Hz. IH). 


10-103 


a" 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.39-1.55 (m, 
4H), 1.49 (sextet, J = 7.5 Hz, 2H), 
1.68-1.83 (m, 6H), 2.67 (t, c/= 6.0 Hz, 
2H), 2.92 (t, 6.0 Hz, 2H), 4.18 (br 
t, J= 7.5 Hz, 2H), 7.21 (t, J= 7.5 Hz, 
IH), 7.55 (t, e/= 7.5 Hz, IH), 7.64 (d, J 
= 8.1 Hz, IH), 8.32 (d, «/= 8.1 Hz, IH). 
8.36 (s. IH). 12.41 (br s. IH). 
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10-104 


MeO-TV^ 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.38- 
1.52 (m, 6H), 1,63-1.80 (m, 6H), 
2.65 (t, 6-0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 3.88 (s, 3H), 4.14 

4.5 Hz, 2H), 6.97 (d, J= 8.4 Hz, 
2H), 8.03 (d, J = 8.4 Hz, 2H), 
8.30 (s. IH). 10.80 (br s. IH). 


10-105 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.36- 
1.53 (m, 4H), 1.47 (sextet, J = 
7.2 Hz, 2H), 1.63-1.80 (m, 6H), 
2.65 (t, 6.0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 4.15 (br t, J= 7.2 
xiz, zji/, ^a, fc/ — 4.0 xiz, ^£X)f 
7.64 (d, t7= 8.7 Hz, 2H), 7,90 (d, 
J = 8.7 Hz, 2H), 8.29 (s, IH), 
10.79 (br s. IH). 


10-106 


a 




1.30-1.53 (m, 8H), 1,58-1.79 (m, 
8H), 1.96-2.02 (m, 2H), 2.65 (t, J 
= 6.0 Hz, 2H), 3,03 (t, 6.0 Hz, 
2H), 3.31 (s. 3H), 3.69 (t, 5.4 
Hz, 2H), 3.92-4.03 (m, IH), 4.33 

9.83 (d, e/- 7.2 Hz. IH). 


10-107 






1.35-1.42 (m, 2H), 1.43-1.52 (m, 
2H), 1.62-1.79 (m, 4H), 2.70 (t, J 
= 6.0 Hz, 2H), 3.06 (t, e7= 6.0 Hz, 
2H), 3.31 (s, 3H), 3.74 (t, J= 5.4 
Hz, 2H), 4.40 (d, 5.4 Hz, 2H), 
4.97 (d. 4.5 Hz, 2H), 7.50 (t, J 
= 7.5 Hz, 2H), 7.61 (t, c/= 7.5 Hz, 
IH), 8.05 (d, J = 7.5 Hz, 2H), 
8.33 (s, IH), 10.75 (br s. IH). 


10-108 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.38- 
1.52 (m, 6H), 1.63-1.79 (m, 8H), 
1.95-2.07 (m, 2H), 2.20-2.33 (m, 
2H), 2.63 (t, J = 6.0 Hz, 2H), 
2.82-2.94 (m, 2H), 2.88 (t, J= 6.0 
Hz, 2H), 3.55 (br s, 2H), 3.96- 
4.07 (m, IH), 4.10 (br t, J= 7.2 
Hz, 2H), 7.23-7.40 (m, 5H), 8.27 
(s, IH), 9.97 (br s, IH). 


10-109 


CH3CO2H 


nBu 


1.00 (t, J = 7.5 Hz, 3H). 1.37- 
1.50 (m, 6H), 1.63-1.79 (m, 6H), 
1.81-1.97 (m, 2H), 2.04 (s, 3H), 
2.15-2.24 (m, 2H), 2.63 (t, J= 6.0 
Hz, 2H), 2.89 (t, J= 6-0 Hz, 2H), 

3.01 (t, J= 10.2 Hz, 2H), 3.33- 
3.41 (m, 2H), 4.09 (br t, J= 7,5 
Hz, 2H), 4.10-4.25 (m, IH), 8.26 
(s, IH), 10.21 (d, J= 7.2 Hz, IH). 
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'"'to 

is 



No. 


XV 


XV 




10-110 




nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.36-1.58 (m, 
4H), 1.46 (sextet, J = 7.5 Hz, 2H). 
1.62-1.79 (m, 8H), 1.97-2.11 (m, 2H), 
2.11 (s, 3H), 2.64 (t, J= 6.0 Hz, 2H), 
2.89 (t, J= 6.0 Hz, 2H), 2.92-3.02 (m, 
IH), 3.21-3.31 (m, IH), 3.75.3.81 (m, 
IH), 4.09 (br t, J = 7.5 Hz, 2H), 4.11- 
4.23 (m, IH), 4.37-4.43 (m, IH), 8.29 
(s, IH), 10.08 (d, J= 7.5 Hz, IH). 


10-111 




nBu 


0.99 (t, </= 7.2 Hz, 3H), 1.36-1.57 (m, 
4H), 1.46 (sextet, J = 7.2 Hz, 2H), 
1.62-1.79 (m. 8H), 1.93-2.15 (m, 2H), 
2.64 (t, c/= 6.0 Hz, 2H), 2.89 (t, c/= 6.0 
Hz, 2H), 3.11-3.27 (m, 2H), 3.69-3.79 
(m, IH), 4.10 (hi t, J= 7.2 Hz, 2H), 
4,19-4.30 (m, IH), 4.50-4.60 (m, IH), 
7.41 (s, 5H), 8.29 (s, IH), 10.12 (d, 
7.5 Hz, IH). 


10-112 


o 


nBu 


0,99 (t, J= 7.5 Hz, 3H), 1.29 (s, 9H), 
1.35-1.79 (m, 14H), 2.00-2.09 (m, 2H), 
2.65 (t, J= 6.0 Hz, 2H), 2.89 (t, J= 6.0 
Hz, 2H), 3.09 (t, J= 11.4 Hz, 2H), 
4.06-4.35 (m, 5H), 8.30 (s, IH), 10.06 
(d, J= 7.5 Hz, IH). 


10-113 




nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.28-1.81 (m, 
24H), 1.98-2.10 (m, 2H), 2.44-2.53 (m, 
IH), 2.65 (t, 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 2.89-2,99 (m, IH), 
3.15-3.28 (m, IH), 3.85-3.93 (m, IH), 
4.09 (bx t, J= 7.2 Hz, 2H), 4.10-4.25 
(m, IH), 4.40-4.48 (m, IH), 8.30 (s, 
IH), 10.06 (d, J= 6.9 Hz, IH). 


10-114 




nBu 


1.02 (t, J= 7,5 Hz, 3H), 1.38-1.78 (m, 
14H), 2.07-2.20 (m, 2H), 2.65 (t, J = 
6.0 Hz, 2H), 2.81 (s, 3H), 2,90 (t, J = 
6.0 Hz, 2H), 2.94-3.01 (m, 2H), 3.70- 
3.79 (m, 2H), 4.11 (br t, = 7.5 Hz, 
2H), 4.11-4.23 (m, IH), 8.29 (s, IH), 
10.11 (d, 7.2 Hz, IH). 


10-115 


&XX 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.37-1.51 (m, 
6H), 1.62-1.78 (m, 8H), 2.03-2.09 (m, 
2H), 2,53 (td, J = 11.4 Hz, 2.4 Hz, 
2H), 2.62 (t, 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.71-3.77 (m, 2H), 
3.82-3.94 (m, IH), 4.07 (br t, c/ = 7.5 
Hz, 2H), 7.52-7.65 (m, 3H), 7.76-7.71 
(m, 2H), 8.25 (s, IH). 10.00 (d, 6.9 
Hz, IH). 
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^6 4 



r5 



No. 






^H-NMR (CDCI3) 


10-116 


Kilo ^ 


nBu 


0.99 (t, J- 7.2 Hz, 3H), 1.38-1.50 (m, 
4H), 1.47 (quint. J = 7.2 Hz, 2H), 
1.64-1.82 (m, 8H), 2.01-2.09 (m, 2H). 
2.25-2.34 (m, 2H), 2.35 (s, 3H), 2.64 
(t, J= 6.0 Hz, 2H), 2.82-2.90 (m, 2H), 
2.88 (t, c/= 6.0 Hz, 2H), 3.97-4.06 (m, 
IH), 4.10 (br t, c/= 7.2 Hz, 2H), 8.28 
(s, IH), 9.98 (d, J= 7.2 Hz, IH). 


10-117 


a 




1.21-1.53 (m. 8H), 1.62-1.82 (m, SH), 
1.95-2.00 (m, 2H), 2.20 (dt, J= 15.0 
Hz, 6.0 Hz, 2H), 2.66 (t, J= 6.0 Hz, 
2H), 2.94 (t, c/= 6.0 Hz, 2H), 3.69 (t, J 
= 6.0 Hz, 2H), 3.92-4.02 (m, IH), 4.28 
(t, J= 7.5 Hz, 2H), 8.33 (s, IH), 9.80 
(d, J= 6.9 Hz, IH). 


10-118 


a 


MsO'^ — ^ 


1.26-1.52 (m, 8H), 1.60-1.80 (m, 8H), 
1.94-2.00 (m, 2H), 2.19 (quint, J= 6.3 
Hz, 2H). 2.64 (t, J= 6.0 Hz. 2H), 2.90 
(t, e7= 6.0 Hz, 2H), 3.06 (s, 3H), 3.92- 
4.01 (m, IH), 4.27 (t, J= 7.5 Hz, 2H), 
4.38 (t. c/= 6.0 Hz, 2H), 8.33 (s. IH), 
9.78 (d, J= 8.1 Hz. IH). 


10-119 


a 




1.25-1.52 (m, 8H), 1,59-1.79 (m, 8H), 
1.93-2.05 (m, 4H), 2.32 (s, 3H), 2.63 
(t, 6.0 Hz, 2H), 2.88 (t, 6.0 Hz, 
2H), 2.98 (t, 6.9 Hz, 2H), 3.91-4.01 
(m, IH), 4.15 (t, J= 7.2 Hz, 2H), 8.30 
(s, IH), 9.82 (d. J= 7.5 Hz, IH). 


10-120 


a 




1.25-1.52 (m, 8H), 1.58-1.80 (m, 8H), 
1.93-2.03 (m, 4H). 2.64 (t, c/= 6.0 Hz, 
2H), 2.91 (t, 6.0 Hz, 2H), 3.48 (t, J 
= 6.0 Hz, 2H), 3.92-4.03 (m, IH), 4.20 
(t. c/= 7.5 Hz, 2H), 8.32 (s, IH). 9.81 
(d, J= 6.9 Hz. IH). 


10-121 


a 


CH3CO2H J 


1.27-1.53 (m, 8H), 1.60-1.81 (m, 8H), 
1.92-2.01 (m, 2H), 2.05 (s. 3H), 2.20- 
2.29 (m, 2H), 2.66 (t, J= 6.0 Hz, 2H), 
2.90 (t, J = 6.0 Hz, 2H), 2.98 (br s, 
2H), 3.90-4.00 (m, IH), 4.27-4.35 (m, 
2H), 8.40 (s, IH). 9.50 (d, J= 7.5 Hz, 
IH). 


10-122 


a 




1.24-1.52 (m, 8H), 1.62-1.79 (m. 8H). 
1.88-2.03 (m, 4H), 2.03 (s, 3H), 2.65 
(t, J= 6.0 Hz, 2H), 2.89 (t, J= 6.0 Hz, 
2H), 3.24-3.30 (m, 2H), 3.97-4.05 (m, 
IH), 4.22 (br t, «/= 7.5 Hz, 2H), 6.72 
(br s, IH), 8.35 (s, IH), 9.81 (d. 7.8 
Hz, IH). 
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No. 


Xv 






10-123 




nBu 


0.99 (t. J = 7.2 Hz, 3H), 1.37- 
1.52 (m, 6H), 1.60-1.72 (m, 6H), 

I. 71-1.80 (m, 2H), 2.07-2.17 (m, 
2H), 2.65 (t, J= 6.0 Hz, 2H), 2.89 
(t, */= 6.0 Hz, 2H), 3.17 (t, 

II. 1 Hz, IH), 3.37 (t, J = 11.1 
Hz, IH), 3.92-3.99 (m, IH), 
4.03-4.12 (m, 2H), 4.22-4.37 (m, 
2H), 8.28 (s, IH), 10.17 (d, J = 
7.2 Hz, IH). 


10-124 


cx 




1.29-1.51 (m, 8H), 1.65-1.77 (m, 
8H), 1.92-2.05 (m, 4H), 2.65 (t, J 
= 6.0 Hz, 2H), 2.93 (t, J= 6.0 Hz, 
2H), 3.45 (br s, 2H), 3.97-4.05 
(m, IH), 4.32 (br t, c7 = 7.5 Hz, 
2H), 7.42-7.55 (m, 3H), 7.89 (br 
s, IH), 7.90-7.96 (m, 2H), 8.37 (s, 
IH), 9.90 (d, J= 7.8 Hz, IH). 


10-125 






1.25 (s, 9H), 1.28-1.51 (m, 8H), 
1.60-1.78 (m, 8H), 1.85-2.00 (m, 
4H). 2.64 (t, J= 6.0 Hz, 2H). 2.90 
(t, J = 6.0 Hz, 2H), 8.23 (bx s, 
2H), 3.95-4.04 (m, IH), 4.22 (br 
t, c/ = 7.5 Hz, 2H), 7.12 (br s, 
IH), 8.35 (s. IH). 9.89 (d, 7.5 
Hz, IH). 


10-126 






1.27-1.52 (m, 8H), 1.57-1.80 (m, 
14H), 1.83-2.01 (m, 6H), 2.55- 
2.65 (m, IH), 2.64 (t, J= 6.0 Hz, 
2H), 2.89 (t, J =^ 6.0 Hz, 2H), 
3.25-3.29 (m, 2H), 3.95-4.04 (m, 
IH), 4.22 (br t, J= 7.5 Hz, 2H), 
6.73 (br s, IH), 8.34 (s, IH), 9.85 
(d, J= 8.1 Hz, IH). 


10-127 


a 


H 


1.29-1.52 (m, 8H), 1.61-1.79 (m, 
8H), 1.91-2.02 (m, 4H), 2.66 (t, J 
= 6.0 Hz, 2H), 2.91 (t, J= 6.0 Hz, 
2H), 3. 34 (br s, 2H), 3.97-4.04 
(m, IH), 4.27 (br t, c/= 7.5 Hz, 
2H), 8.39 (s, IH), 8.67 (br s, IH), 
9.76 (d, «/= 8.1 Hz, IH). 


10-128 




nBu 


1.00 (t, J = 7.5 Hz, 3H), 1.40- 
1.54 (m, 6H), 1.68-1.81 (m, 6H), 
2.67 (t, 6.0 Hz, 2H), 2.92 (t, J 
= 6.0 Hz, 2H), 4.15 (br t, J= 7.5 
Hz, 2H), 7.18 (d, c/= 7.5 Hz, IH), 
7.53 (t, 7.5 Hz, IH), 8.33 (d, J 
- 7.5 Hz. IH), 8.34 (s, IH), 12.69 
(br s, IH). 
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yU >^ Mn 

No. 






^H-NMR (CDCI3) 


10-129 


OCHF2 


nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.37-1.54 (m, 
6H), 1.65-1.81 (m, 6H), 2.67 (t, J 6.0 
Hz, 2H), 2.92 (t, c/= 6.0 Hz, 2H), 4.17 (br 
t, e/= 7.2 Hz, 2H), 6.22 (s, IHX 1/5), 6.39 
(s, lHxi/5), 6.47 (s, lHxl/5), 6.64 (s, 
lHxi/5), 6.88 (s, lHxl/5), 7.01-7.10 
(m, IH), 7.18-7.27 (m, 2H). 8.36 (s, IH), 
8.60 (dd, J= 7.8 Hz, 1.8 Hz. IH), 12.59 
(br s, IH). 


10-130 


OCF3 


nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.37-1.53 (m, 

1.82 (m, 6H), 2.67 (t, J= 6.0 Hz, 2H), 
2.92 (t, cA= 6.0 Hz, 2H), 4.18 (br i, J ^ 
7,5 Hz, 2H), 7.08 (td, c/= 8,4 Hz, 1.8 Hz, 
IH), 7.26-7.34 (m, 2H), 8.36 (s, IH), 8,64 
(dd, J= 9.0 Hz, 1.8 Hz, IH), 12.76 (br s, 
IH). 


10-131 




nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.38-1.54 (m, 

41i) 1 47 (sextet </ = 7 5 Hz 2H^ 1 61- 
1.82 (m, 6H), 2.68 (t, J = 6.0 Hz, 2H), 
2.93 (t, c/= 6.0 Hz, 2H), 4.16 (br t, J = 
7.5 Hz, 2H), 7.41 (s, IH), 8.34 (s, IH), 
13.49 (br s, IH). 


10-132 




nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.38-1.52 (m, 
4H), 1.48 (sextet, J= 7.5 Hz, 2H), 1.63- 
1.85 (m, 6H), 2.68 (t, J = 6.0 Hz, 2H), 
2.94 (t, J=^ 6.0 Hz, 2H), 4.17 (br t, J = 
7.5 Hz, 2H), 7.27-7.32 (m, IH), 7.36-7.42 
(m, 2H), 7.57-7.61 (m, 2H), 7.71 (s, IH), 
8.37 (s, IH), 13.52 (br s, IH). 


10-133 




nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.40-1.55 (m, 
4H), 1.49 (sextet, J= 7.5 Hz, 2H), 1.65- 
1.81 (m, 6H), 2.68 (t, J= 6.0 Hz, 2H), 
2.93 (t, J'= 6.0 Hz, 2H), 4.19 (br J = 
7.5 Hz, 2H), 7.38-7.52 (m, 4H), 7.78 (t, J 
= 8.1 Hz, IH), 8.09 (d, 8.1 Hz, 2H), 
8.33 (d, e/= 8.1 Hz, IH), 8.40 (s, IH), 
12.61 (br s, IH). 


10-134 


a 




1.28-1.52 (m, 8H), 1.63-1.80 (m, 8H), 
1.92-2.01 (m, 4H), 2.64 (t, J= 6.0 Hz, 
2H), 2.90 (t, J = 6.0 Hz, 2H), 2.94 (s, 
3H), 3.08 (q, J= 5.4 Hz, 2H), 3.94-4.02 
(m, IH), 4.29 (br t, J= 7.5 Hz, 2H), 5.84 
(br t, </= 7.5 Hz, IH), 8,35 (s, IH), 9.72 
(d. c/= 7.5 Hz. IH). 
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'"to 

is 



No. 


R' 




^H-NMR (CDCI3) 


10-135 


a 




1.29-1.50 (m, 8H), 1.63-1.78 (m, 8H), 
1.86-2.00 (m, 4H), 2.61 (t, J= 6.0 Hz, 
2H), 2.79-2.90 (m, 2H), 2.85 (t, «/= 6.0 
Hz, 2H), 3.95-4.03 (m, IH), 4.24 (br t, 
J= 7.5 Hz, 2H), 6.19 (br s, IH), 7.44- 

(s, IH), 9.75 (d, J= 7.5 Hz. IH). 


10-136 


o 


nBu 


0.98 (t, 7.5 Hz, 3H), 1.36-1.53 (m, 
4H), 1.45 (sextet, J = 7.5 Hz, 2H), 
1.64-1.77 (m, 6H), 2.31 (s, 3H), 2.62 
(t, 6.0 Hz, 2H), 2.88 (t, J= 6.0 Hz, 
2H), 3.21, 3.66 (ABx, c/= 13.8 Hz, 6.0 
Hz, 2H), 4.10 (br t, J ^ 7.5 Hz, 2H), 

fx Q9 R. (\(\ (m T 7 AC 7 CO OXX\ 

o.yz-D.uu ^^m, iJti^ /.4o-/.D^ (m, ^11), 
7.55-7.62 (m, IH), 8.12-8.16 (m, 2H), 
8.27 (s, IH), 10.76 (d, 8.4 Hz, IH). 




o 


JU.X> u. 


0.98 (t, J= 7.5 Hz, 3H), 1.36-1.52 (m, 
4H), 1.45 (sextet, J = 7.5 Hz, 2H). 
1,63-1.77 (m, 6H), 2.31 (s, 3H), 2.62 
(t, 6.0 Hz, 2H), 2.88 (t, c/= 6.0 Hz, 

£t±ijf 0.^1, o.oD ^f\^x, t/ — jLo.o nz, o.u 
Hz, 2H), 4.11 (br t, J = 7.5 Hz, 2H), 
5.92-6.00 (m, IH), 7.46-7.62 (m, 3H), 
8.12-8.16 (m, 2H), 8.27 (s, IH), 10.75 
(d, e/= 7.8 Hz, IH). 


10-138 


o 




1.01 (d, J= 6.9 Hz, 6H), 1,38-1,52 (m, 
4H), 1.60-1.73 (m, 5H), 1.78 (quint, J 
= 6.0 Hz, 2H), 2.65 (t, J= 6.0 Hz, 2H), 
2.96 (t, J= 6.0 Hz, 2H), 4.16 (br t, J= 
7.5 Hz, 2H), 4.97 (d, 4.8 Hz, 2H), 
7.50 (t, c/= 7.6 Hz, 2H), 7.61 (t, J= 7.5 
Hz, IH), 8.02-8.06 (m, 2H), 8.30 (s, 
IH), 10.79 (br s. IH). 


10-139 


o 




1.05-1.38 (m, 6H), 1.50 (br s, 2H), 
1.63-1.77 (m, lOH), 1.82-1.93 (m, IH), 
2.65 (t, 6.0 Hz, 2H), 2.93 (t, */= 6.0 
Hz, 2H), 4.04 (br s, 2H), 4.97 (d, J = 
4.5 Hz, 2H), 7.50 (t, J =^ 7.5 Hz, 2H), 
7.61 (t, J= 7.5 Hz, IH), 8.02-8.06 (m, 
2H), 8.31 (s. IH). 10.79 (br s, IH). 


10-140 


a 


0 


1.31-1.51 (m, lOH), 1.57-1.79 (m, 
14H), 1.94-2.01 (m, 2H), 2.50-2,66 (m, 
8H), 3.90-4.01 (m, IH), 4.28 (br t, J = 
7.5 Hz, 2H), 8.30 (s, IH), 9.84 (d, J = 
7.8 Hz, IH). 
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0 


00 

f 


No. 




R» 


^H-NMR (CDCI3) 


10-141 


Qt-k 

a 


J 


1.01 (t, J= 6.3 Hz, 6H), 1.34-1.53 (m, 
4H), 1.56-1.80 (m, 9H), 1.97-2.05 (m, 
2H), 2.17-2.27 (m, 2H), 2.62 (t. J= 6.0 
Hz, 2H), 2.81-2.89 (m, 2H), 2.87 (t, J 
= 6.0 Hz, 2H), 3.54 (s, 2H), 3.96-4.04 
(m, IH), 4.11 (br t, c7= 7.5 Hz, 2H), 
7.26-7.35 (m, 5H), 8.27 (s, IH), 9.96 
(d. e/= 7.2 Hz. IH). 


10-142 




J 

Cr 


1.05-1.36 (m, 8H), 1.48 (br s, 2H), 
1.64-1.88 (m, IIH), 1.96-2.05 (m, 2H), 
2.22 (t, J= 9.9 Hz, 2H), 2.63 (t, J= 6.0 
Hz, 2H), 2.81-2.86 (m, 2H), 2.91 (t, J 
= 6.0 Hz, 2H). 3.54 (s, 2H), 3.93-4.02 
(m, 3H), 7.23-7.36 (m, 5H), 8.29 (s, 
IH), 9.96 (d, e/= 7.8 Hz, IH). 


10-143 


CH3C02H 


Me^Me 


1.02 (d, J= 6.6 Hz, 6H), 1.36-1.73 (m, 
8H), 1.77 (quint, = 6.0 Hz, 4H), 
1.98-2.10 (m, IH), 2.05 (s, 3H), 2.21- 
2.30 (m, 2H), 2.61-2.68 (m, 2H), 2.89 
(t, J= 6.0 Hz, 2H), 3.09 (t, J- 9.9 Hz, 
2H), 3.42-3.50 (m, 2H), 4.05-4.21 (m, 
3H), 8.25 (s, IH), 10.27 (d, J= 6.3 Hz, 
IH). 


10-144 






1.01 (d, J= 6.6 Hz, 6H), 1.36-1.72 (m, 
9H), 1.76 (quint, J = 6.0 Hz, 4H), 
1.99-2.10 (m, 2H), 2.11 (s, 3H), 2.64 
(t, J= 6,0 Hz, 2H), 2.88 (t, 6.0 Hz, 
2H), 2.91-3.00 (m, IH), 3.21-3.03 (m, 
IH), 3.76-3.81 (m, IH), 4.10 (br t, J = 
7.5 Hz, 2H), 4.11-4.26 (m, IH), 4.36- 
4.44 (m, IH), 8.28 (s, IH), 10.07 (d, J 
= 7.2 Hz, IH). 


10-145 


Ok 




1.01 (d, 6.3 Hz, 6H), 1.37-1.80 (m, 
13H), 2.08-2.16 (m, 2H), 2.64 (t, J 
6.0 Hz, 2H), 2.81 (s, 3H), 2.88 (t, 
6.0 Hz, 2H), 2.89-2.99 (m, 2H), 3.68- 
3.76 (m, 2H), 4.05-4.16 (m, 3H), 8.27 
(s, IH), 10.10 (d, 7.2 Hz, IH). 


10-146 






1.01 (d, J= 6.3 Hz. 6H). 1.38-1.78 (m, 
13H), 2.08-2,15 (m, 2H), 2.64 (t, J = 
6.0 Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H). 
3.11-3.21 (m, IH), 3.31-3.41 (m, IH), 
3.96 (t, J= 14.4 Hz, IH), 4.14 (br t, J 
= 7.5 Hz, 2H), 4.21-4.38 (m, 2H). 8.28 
(s. IH). 10.16 (d, c/= 7.5 Hz, IH). 
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No. 






^H-NMR (CDCIb) 


10-147 


-a 

CH3CO2H 




1.61-1.99 (m. IIH), 2.18-2.28 (m, 2H), 
2.64 (t, J= 6.0 Hz, 2H), 2.92 (t, J= 6.0 
Hz, 2H), 3.04 (t, J = 10.5 Hz, 2H), 
3.38-3.44 (m, 2H), 4.05-4.20 (m, 3H), 
8.26 (s. IH), 10.23 (d. J= 7.2 Hz. IH). 


10-148 


"■a 




1.02-1.33 (m, 8H), 1.45-1.80 (m, 13H), 

(t, J= 6.0 Hz, 2H), 2.92 (t, J= 6.0 Hz, 
2H), 2.93-3.01 (m, IH), 3.21-3.31 (m, 
IH), 3.74-3.81 (m, IH), 3.99 (br s, 
IH), 4.10-4.23 (m, 2H), 4.37-4.43 (m, 
IH), 8.29 (s, IH), 10.08 (d, J= 7.8 Hz, 
IH). 


10-149 




1 

0' 


1.02-1.33 (m, 8H), 1.49 (br s, 2H), 

1 <?ft 1 Q1 1 1 TJN 0 no 0 1R /«M 011T\ 

2.66 (t, J= 6.0 Hz, 2H), 2.81 (s, 3H), 
2.90-3.00 (m, 4H), 3.69-3.76 (m, 2H), 
3.99 (br s, IH), 4.06-4.12 (m, 2H), 
8.28 (s, IH). 10.10 (d, J= 7.2 Hz, IH). 


10-150 


0 


1 


1.03-1.38 (m, 8H), 1.49 (br s, 2H), 
1.60-1.85 (m, IIH), 2.07-2.17 (m, 2H), 

Hz, 2H), 3.11-3.21 (m, IH), 3.31-3.41 
(m, IH), 3.96 (d, 14.4 Hz, 2H), 
4.00 (br s, IH), 4.22-4.38 (m, 2H), 
8.29 (s, IH). 10.17 (d. 7.5 Hz. IH). 


10-151 




nBu 


1.00 (t, 7.2 Hz, 3H), 1.37-1.54 (m, 
4H), 1.47 (sextet, J = 7.2 Hz, 2H), 
1.66-1.83 (m, 6H), 2,49 (s, 3H), 2.67 
(t, */= 6.0 Hz, 2H), 2.92 (t, J= 6.0 Hz, 
2H), 4.16 (br t, J = 7.2 Hz, 2H), 6.87 
(d, t/= 7.5 Hz, IH), 7.59 (t, J= 7,5 Hz, 
IH), 8.15 (d, c/= 8.4 Hz, IH), 8.37 (s, 
IH). 12.55 (br s, IH). 


10-152 


a 


nBu 


0. 99 (t, c/= 7.2 Hz, 3H), 1.38-1.54 (m, 
4H), 1.46 (sextet, J = 7.2 Hz, 2H), 
1.66-1.83 (m, 6H), 2.67 (t, J= 6.0 Hz, 
2H), 2.92 (t, 6.0 Hz, 2H), 4.15 (t, J 
= 7.2 Hz, 2H), 6.99-7.04 (m, IH), 

1. ^1-1,14. (m, IH), 8.33-8.37 (m, 2H), 
8.36 (s, IH), 12.77 (br s, IH). 


10-153 






1.36-1.43 (m, 2H), 1.47-1.55 (m, 2H), 
1,65-1.80 (m, 4H), 2.69 (t, J= 6.0 Hz, 
2H), 3,08 (t, J= 6.0 Hz, 2H), 3.31 (s, 
3H), 3.74 (t, 5.1 Hz, 2H), 4.39 (t, J 
= 5.1 Hz, 2H), 7.18 (dd, 7.5 Hz, 0.9 
Hz, IH), 7,64 (t, «/-= 7.8 Hz, IH), 8,33 
(dd, 8.1 Hz, 0.9 Hz, IH), 8.37 (s, 
IH), 12.62 (br s, IH). 



203 



wo 02/053543 



PCT/JP01/n427 



^7 0 



is 



No. 




R« 


^H-NMR (CDCI3) 


10-154 




c; 


1.38-1.83 (m, 14H), 2.52-2.73 (m, 
6H), 2.67 (t, J= 6.0 Hz, 2H), 3.02 
(br t, J= 6.0 Hz, 2HX 4.39 (br t, 
c/= 7.5 Hz, 2H), 7.19 (dd, J= 7.5 
Hz, 0.6 Hz, IH), 7.54 (t, c7= 7.5 
Hz, IH), 8.33 (dd. J= 8.4 Hz, 0.6 
Hz, IH). 8.35 (s, IH), 12.58 (br s, 
IH). 


10-155 






I.o7-l.o5 (in, 4ri}, i.o7-l.oo (m, 
4H), 1.97 (quint, J= 6.0 Hz, 2H), 
2.68 (t, J= 6.0 Hz, 2H), 2.97 (t, J 
= 6.0 Hz, 2H), 3.60 (t, J= 5.7 Hz, 
2H), 4.39 (br t, e7= 7.5 Hz, 2H), 
7.20 (dd, J= 7.5 Hz, 0.6 Hz, IH), 
7.54 (t, J= 7.8 Hz, IH), 8.33 (dd, 
c/= 8.1 Hz, 0.6 Hz, IH), 8.40 (s, 
IH). 12.45 (br s, IH). 


10-156 


.XX 


MsO^^ 


1-39-1.46 (m, 2H), 1.47-1.56 (m, 
Jil), I.60-I.74 (m, 2x1), 1,77-1.85 
(m, 2H). 2.23 (quint, J= 6.0 Hz, 
2H), 2.68 (t, «/= 6.0 Hz, 2H), 2.94 
(t, e/= 6.0 Hz, 2H), 3.10 (s, 3H), 
4.33 (t, c/= 7.5 Hz, 2H), 4.40 (t, J 
= 6.0 Hz, 2H), 7.19 (dd, J = 7.5 
Hz, 0.6 Hz, IH), 7.55 (t, J= 7.8 
Hz, IH), 8.32 (dd, J= 8.4 Hz, 0.6 
Hz, IH), 8.37 (s, IH), 12.56 (br s, 
IH). 


10-157 


.XX 




1,37-1.45 (m, 2H), 1,47-1.56 (m, 
2H), 1,66-1.74 (m, 2H), 1.76-1.85 
(m, 2H), 2.03 (quint, 7.5 Hz, 
2H), 2.37 (s, 3H), 2.66 (t, J= 6.0 
Hz, 2H), 2.92 (t, J'= 6.0 Hz, 2H), 
3,00 (t, J= 7.2 Hz, 2H), 4.21 (t, J 
= 7,5 Hz, 2H), 7.18 (d, 7.6 Hz, 
IH), 7.54 (t, J= 7.5 Hz, IH), 8.32 
(d, J= 8.4 Hz, IH), 8.35 (s, IH), 
12.59 (br s, IH). 


10-158 


.XX 


N3-^ 


1.38-1.45 (m, 2H), 1.47-1.56 (m, 
2H), 1.66-1.74 (m, 2H), 1.77-1.86 
(m, 2H), 1.97-2.07 (m, 2H), 2.68 
(t, J' 6.0 Hz, 2H), 2.95 (t, J = 
6.0 Hz, 2H), 3.52 (t, J'= 6.0 Hz, 
2H), 4.25 (t, J= 7.5 Hz, 2H), 7.19 
(dd, e/= 7.5 Hz, 0.6 Hz, IH), 7.54 
(t, c/= 7.8 Hz, IH), 8.32 (dd, J = 
8.4 Hz, 0.6 Hz, IH), 8.36 (s, IH), 
12.58 (br s, IH). 



204 



wo 02/053543 



PCT/JPOl/11427 



^7 1 



"■'to 

is 



No. 






^H-NMR (CDCI3) 


10-159 






1.38-1.44 (m, 2H), 1.47-1.56 (m, 2H), 
1.65-1.74 (m, 2H), 1.76-1.84 (m, 2H), 
1.94 (quint, 6.6 Hz, 2H), 2.10 (s, 
3H), 2.68 (t. J= 6.0 Hz, 2H), 2.93 (t, J 
^ 6.0 Hz, 2H), 3.30 (q, 6.0 Hz, 2H), 
4.26 (br t, 7.5 Hz, 2H), 6.63 (br t, J 

— /.O AZ, lily, /.Zi vaCl, e/ — o.l JtlZ, U.O 

Hz, IH), 7.56 (t, J'= 7.8 Hz, IH), 8.34 
(dd, 8.1 Hz, 0.6 Hz, IH), 8.39 (s, 
IH), 12.51 (br s, IH). 


10-160 




1 


1.41-1.85 (m, 8H), 2.01-2.11 (m, 2H), 
2.68 (t, J= 6.0 Hz, 2H), 2.94 (t, J= 6.0 
Hz, 2H), 3.04 (s, 3H), 3.18 (q, J= 6.0 

-Hz, ^tX), 4.04 v^Dr t, e/ — 7.0 xlZ, ^Xi;, 

5.58 (br t, c/= 7.5 Hz, IH), 7.20 (dd, J 
= 7.5 Hz, 0.6 Hz, IH), 7.55 (t, */= 7.8 
Hz, IH), 8.31 (dd, J= 8.1 Hz. 0.6 Hz, 
IH), 8.39 (s, IH), 12.45 (br s, IH). 


10-161 




H 


1.42-1.83 (m, 8H), 2.03 (quint, J= 6.0 

XlZ, LIX)^ ii.Di? e/ — D.v XjLZ, ZIj.^, Z.!7o 

(t, 6.0 Hz, 2H), 3.41 (q, J= 6.0 Hz, 
2H), 4.30 (br t, J= 7.5 Hz, 2H), 7.22 
(dd, c/= 7.8 Hz, 0.6 Hz, IH), 7.56 (t, J 
= 7.8 Hz, IH), 8.13 (br s, IH), 8.31 
(dd, J= 7.8 Hz, 0.6 Hz, IH), 8.42 (s, 
IH), 12.40 (br s, IH). 


10-162 




nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.39-1.57 (m, 
4H), 1.47 (sextet, J = 7.2 Hz, 2H), 
1.65-1.83 (m, 6H), 2.51 (s, 3H), 2.68 
(t, J= 6.0 Hz, 2H), 2.92 (t, J= 6.0 Hz, 
2H), 4.16 (br t, c7= 7.2 Hz, 2H), 6,86 
(d, c/= 4.8 Hz, IH), 8.41 (s, IH), 8.54 
(d, J= 4.8 Hz, IH), 12.91 (br s, IH). 


10-163 


Me 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.39-1.53 (m, 
4H), 1.46 (sextet, J = 7.5 Hz, 2H), 
1.65-1.82 (m, 6H), 2.47 (s, 6H), 2.67 
(t, c/= 6.0 Hz, 2H), 2.91 (t, J= 6.0 Hz, 
2H), 4.15 (br t, J= 7.5 Hz, 2H), 6.74 (s 
IH), 8.41 (s, IH), 12.75 (br s. IH). 


10-164 


a 


OHCs^ 


1.22-1.52 (m, 8H), 1.63-1.79 (m, 8H), 
1.92-2.00 (m, 2H), 2.64 (t, J= 6.0 Hz, 
2H), 2.89 (t, J= 6.0 Hz, 2H), 2.96 (t, J 
= 7.2 Hz, 2H), 3.92.4.03 (m, IH), 4.42 
(t, e/= 7.2 Hz, 2H), 8.32 (s, IH), 9.75 
(d. J= 7.5 Hz, IH), 9.84 (s. IH). 



205 



wo 02/053543 



PCT/JPOl/11427 



«7 2 



'"to 



No. 






^H-NMR (CDCI3) 


10-165 




OH 1 


1.20 (d, J = 6.6 Hz, 3H), 1.21- 
1,87 (m, 18H), 1.90-2.01 (m, 2H), 
2.55-2.73 (m, 2H), 2.85-3.02 (m, 

(m, 2H), 4.65-4.78 (m, IH), 8.36 
(s. IH). 9.77 (d. c/= 7.6 Hz. IH). 


10-166 


a 




1.23.1,51 (m, 8H), 1.58.1.78 (m, 
8H), 1.94-2.00 (m, 2H), 2.20 (s, 
3H), 2.63 (t, «/= 6.0 Hz, 2H), 2.88 
(t, J= 6.0 Hz, 2H), 2.93 (t, J = 
7.5 Hz, 2H), 3.92-4.01 (m, IH), 
4.36 (t, J== 7.5 Hz, 2H), 8.31 (s, 
IH), 9.78 (d, J= 8.1 Hz, IH). 


10-167 






1.38-1.43 (m, 2H), 1.44-1.52 (m, 
2H), 1.65-1.83 (m, 4H), 1.86-1.95 
(m, 2H), 1.91-2.05 (m, IH), 2.63- 
2.74 (m, IH), 2.67 (t, J= 6.0 Hz. 
2H), 2.85-2.96 (m, IH), 2.93 (t, J 
= 6.0 Hz, 2H), 2.99-3.09 (m, IH), 
3.51 (br t, J= 4.5 Hz, 2H), 4.22- 
4.38 (m, 2H), 5.66 (q, 7.5 Hz, 
IH). 7.19-7.38 (m, 4H), 8.43 (s, 
IH). 10.11 (d, 6.9 Hz. IH). 


10-168 




MsO — ^ 


1.38-1.42 (m, 2H), 1.44-1.52 (m, 
2H), 1.64-1.80 (m, 4H), 1.91-2.08 
(m, IH), 2.11-2.21 (m, 2H), 2.62- 
2 73 Cm IH') 2 67 Ct ^7 = 6 0 H7 
2H), 2,83-2.96 (m, IH), 2.91 (t, J 
= 6.0 Hz, 2H), 2.99-3.06 (m, IH), 
3.02 (s, 3H), 4.25 (t, J= 6.9 Hz, 
2H), 4,33 (t, J= 6.0 Hz, 2H), 5.67 
(q. J= 7.8 Hz, IH), 7.16-7.26 (m, 
3H), 7.35-7.39 (m, IH), 8.39 (s, 
IH), 10.13 (d, c/= 8.4 Hz. IH). 


10-169 




.-J 


1.37-1.43 (m, 2H), 1.44-1.53 (m, 
2H), 1.67-1.80 (m, 4H), 1.91-2.10 
(m, IH), 2.00-2.20 (m, 2H), 2.62- 
2.73 (m, IH), 2.67 (t, J= 6.0 Hz, 
2H). 2.84-2.96 (m, IH), 2.93 (t, J 
= 6.0 Hz, 2H), 2.98-3.08 (m, IH), 
4.25 (sextet, J = 7.5 Hz, 2H), 
4.45 {t, c7= 7,8 Hz, IH), 4.61 (t, J 
= 5,4 Hz, IH). 5.67 (q, 7.5 Hz, 
IH), 7.16-7,28 (m, 3H), 7.35-7.39 
(m, IH), 8.39 (s. IH). 10.17 (d, J 
= 6.6 Hz. IH). 



206 



wo 02/053543 



PCT/JPOl/11427 



mi 3 



'"to 

is 



No 






^H-NMR (CDCI3) 


10-170 






1.38-1.43 (m, 2H), 1.44-1.54 (m, 2HX 
1.67-1.82 (m, 4H), 1.91-2.06 (m, IH), 
2.06 (quint, J= 7.5 Hz, 2H), 2.49 (t, J 
= 7.2 Hz, 2H), 2.62-2.74 (m, IH), 2.67 
(t, c/= 6.0 Hz, 2H), 2.85-2.96 (m, IH), 
2.91 (t, 6.0 Hz, 2H), 2.99-3.09 (m, 
IH), 4.21 (sextet, J = 7.2 Hz, 2H), 
5.67 (q, «/■= 7.5 Hz, IH), 7.19-7.26 (m, 
3H), 7.35-7.39 (m, IH), 8.40 {s, IH), 
10.08 (d, 8.1 Hz, IH). 


10-171 






1.37-1.44 (m, 2H), 1.45-1.55 (m, 2H), 
1.67-1.80 (m, 4H), 1,93-2.03 (m, 3H), 
2.62-2.73 (m, IH), 2.66 (t, J= 6.0 Hz, 
2H), 2.84-2.96 (m, IH), 2.91 (t, </= 6.0 
Hz, 2H), 2.99-3.09 (m, IH), 3.50 (t, J 
= 6.0 Hz, 2H), 4.17 (sextet, J= 7.5 Hz, 
2H), 5.67 (q, J =^ 7.8 Hz, IH), 7.18- 
7.26 (m, 3H), 7.35-7.39 (m, IH), 8.39 
(s, IH), 10.16 (d, J = 8.4 Hz, IH). 


10-172 




AcHN^"^ 


1,37-1.43 (m, 2H), 1.44-1.52 (m, 2H), 
1.63-1.78 (m, 4H), 1.83-2.02 (m, IH), 
1.87 (quint, J = 6.0 Hz, 2H), 1.95 (s, 
3H), 2.67 (t, J= 6.0 Hz, 2H), 2.69-2.76 
(m, IH), 2.88-2,95 (m, IH), 2.90 (t, J= 
6.0 Hz, 2H), 2.97-3.08 (m, IH), 3.23 
(quint, J= 6.0 Hz, 2H), 4.19 (br t, J = 
7.5 Hz, 2H), 5.67 (q, J =: 7.5 Hz, IH), 
6 65 (br t 7 5 Hz iH'i 7 18-7 28 
(m, 3H), 7.36-7.39 (m, IH), 8.41 (s, 
IH), 10.15 (d, c/= 8.1 Hz, IH). 


10-173 






1.37-1.42 (m, 2H), 1.44-1.53 (m, 2H), 
1.63-1.78 (m, 4H), 1.90-2.02 (m, 3H), 
2.62-2.73 (m, IH), 2.67 (t, 6.0 Hz, 
2H), 2,84 (s, 3H), 2.85-2.97 (m, IH), 
2.90 (t, J= 6.0 Hz, 2H), 3.00-3.10 (m, 
2H), 4.25 (br s, 2H), 5.67 (q, c/= 7.5 
Hz, 2H), 7.19-7.36 (m, 4H), 8.42 (s, 
IH), 10.06 (d, J= 8.1 Hz, IH). 


10-174 


6^ 


H 


1.38-1.43 (m, 2H), 1.44-1.52 (m, 2H), 
1.65-1.80 (m, 4H), 1.88-2.00 (m, 3H), 
2.68 (t, J= 6.0 Hz, 2H), 2.69-2.76 (m, 
IH), 2.88-2.98 (m, IH), 2.91 (t, J= 6.0 
Hz, 2H), 3.00-3.10 (m, IH), 3.25-3.37 
(m, 2H), 4.24 (br s, 2H), 5.61 (q, 
7.5 Hz, IH), 7.18-7.39 (m, 4H), 8.42 
(br s, IH), 8.44 (s, IH), 10.05 (d, c/ = 
7.2 Hz. IH). 
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S7 4 



is 



No. 




R5 


^H-NMR (CDCI3) 


10-175 


OH 


nBu 


6H), 1.36-1.52 (m, 8H), 1,62.1.80 (m, 
8H), 1.92 (br d, c/= 12.0 Hz, IH), 2.64 
(t, J'= 6.0 Hz, 2H), 2.89 (t, 7= 6.0 Hz, 
2H), 3.45-3.62 (m, 3H), 4.07-4.15 (m, 
2H). 8.30 (s. IH). 10.28 (br s, IH). 


10-176 


0 


nBu 


0.98 (t, «/= 7.5 Hz, 3H), 1.20-1.51 (m, 
14H), 1.58-1.91 (m, 8H), 2.41-2.50 (m, 
1x1;, z.ocJ ^t, c/ — b.U Jtlz, isxl;, J. 00 (t, c/ 
= 6.0 Hz, 2H), 4.12 (br t, 7.5 Hz, 
2H), 4.36 (d, J'= 5.4 Hz, 2H). 8.26 (s, 
IH), 10.50 (br s, IH). 


10-177 


Ox 

Un 


nBu 


0.98 (t, 7.5 Hz, 3H), 1.15 (d, 

6.6 Hz, 3H), 1.37-1.53 (m, 4H), 1.44 
(sextet, t/= 7.5 Hz, 2H), 1.61-1.81 (m, 
6H), 2.66 (t, c7= 6.0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 4.09 (br t, 7.5 Hz, 

2.7 Hz. IH), 7.23-7.39 (m, 5H), 8.33 
(s, IH), 10,10 (d, 7.5 Hz, IH). 


10-178 


Ox 

OH 


nBu 


0.98 (t, 7.2 Hz, 3H), 1.15 (d, c7 = 
6.9 Hz, 3H), 1.37-1.53 (m, 4H), 1.44 
(sextet, 7.2 Hz, 2H), 1.62-1.80 (m, 
6H). 2.66 (t, 6.0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 4.09 (br t, t7= 7.2 Hz, 
2H), 4.39-4.49 (m, IH), 4.98 (d, J = 
2.7 Hz, IH), 7.23-7.40 (m, 5H), 8.33 
(s, IH), 10.10 (d. 6.9 Hz, IH). 


10-179 


0 


nBu 


0.99 (t, c/= 7.5 Hz, 3H), 1.37-1.50 (m, 
4H), 1.43 (sextet, J = 7.5 Hz, 2H), 
1.54 (d, e^= 7.5 Hz, 3H), 1.63-1.80 (m, 
6H), 2.63 (t, c/= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 4.12 (br t, e/= 7.5 Hz, 
2H), 5.69-5.79 (m, IH), 7.45-7.51 (m, 
2H), 7.55-7.61 (m, IH), 8.05-8.09 (m, 
2H), 8.28 (s, IH), 10.73 (d, </= 6.9 Hz, 
IH). 


10-180 




nBu 


0.99 (t, c/= 7.5 Hz, 3H), 1.37-1.50 (m, 
4H), 1.43 (sextet, J = 7.5 Hz, 2H), 
1.54 (d, e/= 6.9 Hz, 3H), 1.65-1.80 (m, 
6H), 2.63 (t, e/= 6,0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 4.12 (br t, */= 7.5 Hz, 
2H), 5.69-5.79 (m, IH), 7.45-7.51 (m, 
2H), 7.55-7.61 (m, IH), 8.05-8.09 (m, 
2H), 8.28 (s, IH), 10.73 (d, </= 7.2 Hz, 
IH). 



208 



wo 02/053543 
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mi 5 

O 



No. 






^H-NMR (CDCI3) 


11-001 




nBu 


1.01 (t» J= 7.2 Hz. 3H), 1.42-1.64 (m. 
2H), 1.65-1.79 (m, 2H), 1,79 (s, 6H), 
2.13 (s, 3H), 2.41 (s. 3H), 4.13 (t, J = 
7.8 Hz, 2H), 7.16-7.22 (m, 2H), 7,26- 
7.33 (m, 2H), 7.42-7,46 (m, 2H), 8.25 
(s, IH), 10.40 (br s, IH). 


11-002 




Bn 


1.79 (s, 6H), 2.13 (s. 3H), 2.29 (s, 3H), 
5.50(br s, 2H), 7.09-7.47 (m, lOH), 8.35 
(s, IH), 10,35 (br s, IH). 


11-003 




Cr 


1.05-1.32 (m, 4H), 1.58-1.91 (m, 7H), 
1.79 (s, 6H), 2.12 (s, 3H), 2.38 (s, 3H), 
4.01 (br s, 2H), 7.16-7.21 (m, IH), 
7.26-7.32 (m, 2H), 7.43-7.46 (m, 2H), 
8.24 (s. IE), 10.39 (br s, IH). 


11-004 


HO. 

u 


rV 


1.00-1.30 (m, 4H), 1.55-1,90 (m, 7H), 
2.18 (s, 3H), 2.40 (s, 3H), 3.89-4.00 (m, 
2H), 4.03 (br s, 2H), 5.26-5.32 (m, IH), 
7.26-7.43 (m, 5H), 8.33 (s, IH), 10.72 
(br d, c7= 6.9 Hz, IH). 


11-005 






1.00-1.30 (m, 4H), 1.60-1.92 (m, 7H), 
2.17 (s, 3H), 2.39 (s, 3H), 3.90 (d, J = 
6.0 Hz, 2H), 4.04 (br s, 2H), 5,50-5.56 
(m, IH), 7.26-7.44 (m, 5H), 8.30 (s, 
IH). 10.73 (d. er= 8.1 Hz, IH). 


11-006 




U 


1.00-1.30 (m, 4H), 1.56-1.88 (m, 7H), 
1.90-2.00 (m, 2H), 2.18 (s, 3H), 2.39 (s, 
3H), 2.71 (t, J = 8.1 Hz, 2H), 3,46 
(quint, </= 6.9 Hz, 2H), 4.03 (br s, 2H), 
7.14-7.30 (m, 5H), 8.32 (s, IH), 9.98 (br 
s, IH). 


11-007 




nBu 


0.99 (t, 7.5 Hz, 3H), 1.39-1.51 (m, 
2H), 1.62-1.73 (m, 2H), 2.18 (s, 3H), 
2.42 (s, 3H). 3.89-4.00 (m, 2H). 4.12 
(dd, J= 9,0 Hz, J= 5.1 Hz, 2H), 5.26- 

5.32 (m, IH), 7.26-7.43 (m, 5H), 8.32 
(s. IH), 10.72 (br d, J= 6.9 Hz, IH). 


11-008 




nBu 


1,00 (t, J= 7.5 Hz, 3H), 1,41-1,53 (m, 
2H), 1.64-1,74 (m, 2H), 2.16 (s, 3H), 
2.41 (s, 3H), 3.91 (d, 5.7 Hz, 2H), 
4.13 (t, c/= 7.5 Hz, 2H), 5.50-5.57 (m, 
IH), 7.28-7.45 (m, 5H), 8.30 (s, IH), 
10.73 (br d. J= 8.1 Hz, IH). 


11-009 


Me Me 




0.84 (d, J'= 6.6 Hz, 6H). 1.06-1.85 (m, 
21H), 2.17 (s. 3H), 2.38 (s, 3H), 4.00 
(br s, 2H), 4.09-4.18 (m, IH), 8.31 (s, 
IH). 9.77 (d. «/= 7.5 Hz. IH). 



209 



wo 02/053543 



PCT/JP01/n427 



^7 6 

O 



No. 






^H-NMR (CDClg) 


11-010 


A. 




0.60-0.65 (m, 2H), 0,77-0.84 (m, 2H), 
1.05-1.26 (m, 5H), 1.59-1.85 (m, 6H), 
2.18 (s, 3H), 2.38 (s, 3H), 2.89-2.98 (m, 
IH), 4.00 (br s, 2H). 8.32 (s. IH), 9.89 
(br s. IH). 


11-011 




o' 


0 86-2 19 15H') 2 19 3H*) 2 38 
(s, 3H), 2.72-2.91 (m, 2H), 3.94 (br s, 
2H), 5.37-5.44 (m, IH), 7.06-7.16 (m, 
3H), 7.34-7.37 (m, IH), 8.38 (s. IH), 
10.22 (br d, e7= 8.7 Hz, IH). 


11-012 


Me 


1 


0.92 (t, «f = 7.5 Hz, 3H). 0.95 (d. J= 6.6 
xiz, on.), l.Uo-l.oo (m, •14Jtl;, 2.18 (s, 
3H), 2.39 (s, 3H), 3.20-3.29 (m, IH), 
3.34-3.42 (m, IH), 4.03 (br s, 2H), 8.32 
(s, IH), 9.95 (br s, IH). 


11-013 


>r 




0.98 (s, 9H), 1.07-1.23 (m, 5H), 1.62- 
1.83 (m, 6H), 2.18 (s, 3H), 2.39 (s, 3H), 
3.26 (d, c/= 6.0 Hz, 2H), 4.03 (br s, 2H), 
8.33 (s, IH). 10.06 (br s, IH). 


11-014 




U 


1.05-1,23 (m, 5H), 1.62-1.87 (m, 6H), 
2.18 (s, 3H), 2.39 (s, 3H), 4.00 (br s, 
2H), 4.62 (d, 5.4 Hz, 2H), 6,25-6.31 
(m, 2H), 7.35 (s, IH), 8.34 (s, IH), 
10,23 (br s, IH). 


11-015 




Me 


0.88 (d, 6.9 Hz, 3H), 0.93 (t, J= 7.5 
Hz, 3H), 1.16-1.30 (m, IH), 1.35-1.48 
(m, IH), 1.89-2.00 (m, IH), 2,19 (s, 
3H), 2.39 (s, 3H), 4.03 (br s, IH), 4.64 
(d, 6.0 Hz, 2H), 7.20-7.38 (m, 5H), 


11-016 




Me 


0.90 (t, J= 7.2 Hz. 3H), 0.95 (t, c/= 7.5 
Hz, 3H), 1.17-1.32 (m, IH), 1.35-1.49 
(m, IH), 1.88-2.00 (m, IH), 2.18 (s, 
3H), 2.39 (s, 3H), 2.93 (t, J= 7.5 Hz, 
2H), 3.62-3.69 (m, 2H), 4.06 (br s, 2H), 
7.17-7.31 (m, 5H), 8.33 (s. IH), 10.03 
(br s, IH). 


11-017 


cr 


V 


0.98 (s, 9H), 2.18 (s, 3H), 2.40 (s, 3H), 
4.34 (br s, 2H), 7.20-7.37 (m, 5H), 8.34 
(s. IH), 10.31 (br s, IH). 


11-018 






0.99 (s, 9H), 2.17 (s, 3H), 2.39 (s, 3H), 
2.91 (t, J= 7.5 Hz, 2H), 3.63-3.70 (m, 
2H), 7.16-7.31 (m. 5H), 8.30 (s. IH), 
10.01 (br s, IH). 


11-019 


6X 


0^ 


2.19 (s, 3H), 2.53 (s, 3H), 4.63 (d, J = 
5.7 Hz, 2H), 5.34 (s, 2H), 6.33 (m, 2H), 
7.21-7.37 (m, 6H), 8.38 (s, IH), 10.18 
(br s, IH). 



210 



wo 02/053543 



PCT/JPOl/11427 



S7 7 

1. 



No. 






^H-NMR (CDCI3) 


11-020 




J 


2.19 (s, 3H), 2.53 (s, 3H), 2.92 (t, J 
= 7.5 Hz, 2H), 3.62-3.69 (m, 2H), 
5.34 (s, 2H), 6.35 (m, 2H), 7.17- 
7.32 (m, 5H), 7.35 (t, J 1.5 Hz, 
IH), 8.34 (s, IH). 9.92 (hr s, IH). 


11-021 






0.45-0.66 (m, 4H), 1.08-1.18 (m, 
IH), 2.19 (s, 3H), 2.45 (s, 3H), 4.11 
(d, 6,9 Hz, 2H), 4.64 (d, 6.7 
Hz, 2H), 7.20-7.38 (m, 5H). 8.36 (s, 
IH), 10,31 (br s, IH). 


11-022 






0.47-0.61 (m, 4H), 1.09-1.17 (m, 
IH), 2.19 (s, 3H), 2.45 (s, 3H), 2.93 
(t, J= 7.8 Hz, 2H), 3.63-6.70 (m, 
2H), 4.12 (d, J= 6.9 Hz, 2H), 7.17- 
7.32 (m, 5H), 8.33 (s, IH), 10.03 
(br s, IH). 


11-023 


H 


nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.40-1.53 
(m, 2H), 1.63-1.73 (m, 2H), 2.18 (s, 
3H), 2.42 (s, 3H), 4.13 (t, 8.1 
Hz, 2H), 5.73 (br s, IH), 8.31 (s, 
IH), 9.62 (br s, IH). 


11-024 




cy 


1.05-1.26 (m, 6H), 1.66-1.77 (m, 
4H), 1.83-1.92 (m, IH), 2.19 (s, 
3H), 2.41 (s, 3H), 4.08 (br s, 2H), 
4.97 (d, J== 4.5 Hz, 2H), 7.50 (t, J= 
7.5 Hz, 2H), 7.61 (t, J =^ 7.5 Hz, 
IH), 8.02-8.06 (m, 2H), 8.32 (s, 
IH), 10.78 (br s, IH). 


11-025 




Bn 


2.19 (s, 3H), 2.33 (s, 3H), 4.98 (d, J 
= 4.5 Hz, 2H), 5.52 (br s, 2H), 7.14 
(d, J= 7.5 Hz, 2H), 7.29-7.36 (m, 
3H), 7.60 (t, J= 7,5 Hz, 2H), 7.61 
(t, J= 7.5 Hz, IH), 8.03 (d, J= 7.5 
Hz, 2H), 8.41 (s, IH), 10.74 (br s, 
IH). . 



211 



wo 02/053543 

^7 8 



No. 




R» 


^H-NMR (CDCI3) 


12-001 






1.04 (t, J = 7.3 Hz, 3H), 1.42-1.54 
(m, 2H), 1.67-1.78 (m, 2H), 2.28 (s, 
3H), 2.94 (t, J= 7.3 Hz, 2H), 3.65- 
3.72 (m, 2H), 4.12-4.18 (m, 8H), 8.29 
(s. IH), 9.91 (t, cA= 5.5 Hz. IH). 


12-002 






1.04 (t, J = 7.3 Hz, 3H), 1.43-1.55 
(m, 2H), 1.70-1.80 (m, 2H), 2.44 (s, 
3H), 2.97 (an, 2H), 3.67-3.74 (m, 2H), 
4.18 (t, e/= 7.9 Hz, 3H), 6.55 (m, IH), 
6.90-6.94 (m, IH), 7.19-7.46 (m, 8H), 
8.50 (s, IH), 8.79 (brs, IH), 10.14 (t, 
c/= 5.8 Hz, IH). 


12-003 




Et 


0.98 (t, J= 7.5 Hz, 3H), 1.16 (t, ^ = 
7.5 Hz, 3H), 1-38-1.51 (m, 2H), 
1.60-1.72 (m, 2H), 2.43 (s, 3H), 2.53 
(quint, J= 7.5 Hz, 2H), 4.09 (t, 
7.8 Hz, 2H), 4,64 (d, 6.0 Hz, 2H), 
7.20-7.38 (m, 5H), 8.38 (s, IH), 10.30 
(br s, IH). 


12-004 




Et 


1.00 (t, 7.5 Hz, 3H) , 1.16 (t, J = 
7.5 Hz, 3H), 1.40-1.52 (m, 2H), 
1.61-1.73 (m, 2H), 2.43 (s, 3H), 2.52 
(quint, c/= 7.5 Hz, 2H), 2.94 (t, c/ = 
7.8 Hz, 2H), 3.63-3.70 (m, 2H), 4.11 
(t, J = 7.8 Hz, 2H), l.yi'n,Z2 (m, 
5H). 8.35 (s. IH), 10.04 (br s. IH). 



212 



PCT/JPOl/11427 



0 




nBu 



wo 02/053543 



PCT/JPOl/11427 



No. 


mm 


^H-NMR (CDCI3) 


13-001 


o 


0.99 (t, J= 7.5 Hz, 3H), 1.08 (t, 7.6 
Hz, 3H), 1.19 (t, J = 7.5 Hz. 3H), 
1.38-1.50 (m, 2H), 1.53-1.72 (m, 4H), 
2,50 (quint, c/= 7.6 Hz, 2H), 2.62-2.68 
(m, 2H), 4.06 (m, 2H), 4.64 (t, c/= 6.0 
Hz, 2H), 7.23-7.37 (m. 5H), 8.40 (s, 
IH). 10.32 (br s. IH). 


13-002 




1.01 (t, 7.2 Hz, 3H), 1.09 (t, J= 7.5 
Hz, 3H), 1.19 (t, J = 7.5 Hz, 3H), 
1.40-1.52 (m, 2H), 1.54-1.73 (m, 4H), 
2.50 (quint, J'= 7.5 Hz, 2H), 2.62-2.68 
(m, 2H), 2.93 (t, J = 7.8 Hz, 2H), 
3.63-3.70 (m. 2H), 4.04-4.10 (m, 2H), 
7.18-7,32 (m. 5H), 8.37 (s, IH), 10.06 
(br s, IH). 


13-003 


o 


0.98 (t, c/= 7.2 Hz, 3H), 1.08 (t, J= 7.2 
Hz, 3H), 1.38-1.50 (m, 2H). 1.53-1.72 
(m, 4H), 2.19 (s,3H), 2.62-2.68 (m, 
2H), 4.04-4.10 (m, 2H), 4.64 (d, c/= 5.7 
Hz, 2H), 7.21-7.38 (m, 5H), 8.35 (s, 
IH), 10.30 (br s. IH). 


13-004 




1.00 (t, J'= 7.5 Hz, 3H), 1.08 (t, 7.5 
Hz, 3H), 1.40-1.52 (m, 2H), 1.53-1.72 
(m, 4H), 2.18 (s, 3H), 2.62-2.68 (m, 
2H), 2.93 (t, c/= 7.5 Hz, 2H), 3.63-3.70 
(m, 2H), 4.04-4.10 (m, 2H), 7.18-7.32 
(m, 5H), 8.31 (s, IH), 10.03 (br s, IH). 


13-005 




0.98 (t, J= 7.3 Hz, 3H), 1.38-1.53 (m, 
6H), 1.62-1.72 (m, 6H), 2.54 (s, 3H), 
2.62 (t, J= 6.1 Hz, 2H), 2.83 (t, e/= 6.4 
Hz, 2H), 4.10 (t, J = 7.9 Hz, 2H), 
7.21-7.38 (m, 2H), 7.56 (d, 7.6 Hz, 
1x1;, 0.60 (s, 111;, 0.79 (br s, iH). 


13-006 




0.97 (t, J= 7.3 Hz, 3H), 1.38-1.53 (m, 
6H), 1.62-1.75 (m, 6H), 2.62 (t, J= 6.1 
Hz, 2H), 2.83 (t, J= 6.1 Hz, 2H), 4.10 
(t, J= 7.9 Hz, 2H), 7.32-7.47 (m, 3H), 
7.72-7.75 (m, IH), 8.39 (s, IH), 9.18 
(br s, IH). 


13-007 


H ^'V^ 


0.97 (t, J= 7.3 Hz, 3H), 1.34-1.46 (m, 
2H), 1.72-1.82 (m, 2H), 4.03 (t, J= 7.3 
Hz, 2H), 5.21 (s, 2H), 7.06 (d, J= 2.1 
Hz, IH), 7.23-7.40 (m, 8H), 7.95 (s, 
IH), 8.15 (br s, IH). 


13-008 


o 


0.96 (d, *;'=: 7.3 Hz, 3H), 1.36-1.56 (m, 
6H), 1.58-1.71 (m, 4H), 1.71-1.81 (m, 
2H), 2.57 (t, J= 6.0 Hz, 2H), 2.85 (t, J 
= 6.3 Hz, 2H), 3.08-3.20 (m, 2H), 3.18 
(t, J= 5.0 Hz, 2H), 3.92 (t, </= 5.0 Hz, 
2H), 4.06 (tlike, 2H), 6.87-7.00 (m, 
5H). 


13-009 




0.98 (t, J= 7.5 Hz, 3H), 1.22 (t, J= 7.5 
Hz, 3H), 1.36-1.51 (m, 2H), 1.61-1.72 
(m, 2H), 2.19 (s, 3H), 2.73 (quint, 
7.5 Hz, 2H), 4.08 (t, 7.8 Hz, 2H), 
4.64 (d, J= 6.0 Hz, 2H), 7.20-7.39 (m, 
5H). 8.35 (s, IH), 10.03 (br s, IH). 



213 



wo 02/053543 



PCT/JPOl/11427 



8 0 



No. 




^H-NMR (CDCI3) 


13-010 




1.00 (t, 7.5 Hz, 3H), 1.23 (t, J= 7.5 Hz, 
3H). 1.40-1.52 (m, 2H), 1.61-1.73 (m, 2H), 
2.19 (s, 3H), 2.73 (quint, 7= 7.5 Hz, 2H), 
2.93 (t, J= 7.5 Hz, 2H), 3.63-3.70 (m, 2H), 
4.08 (t, J= 7.5 Hz, 2H), 7.17-7.32 (m, 5H), 
8.31 (s. IH). 10.03 (br s, IH). 


13-011 


0 


0.98 (t, J= 7.5 Hz, 3H), 1.06 (t, J= 7.5 Hz, 
3H), 1.38-1.50 (m, 2H), 1,61-1.77 (m, 4H), 
2,66 (t, J= 7.8 Hz, 2H), 4.05 (t, c/= 7.8 Hz, 
2H), 4.64 (d, J= 6.0 Hz, 2H), 6.28 (d, 
7.8 Hz, IH), 7,20-7.40 (m, 5H), 8.44 (d, J= 
7.8 Hz, IH), 10,21 (br s, IH), 


13-012 




1.00 (t, J= 7.5 Hz, 3H), 1.06 (t, «/= 7.5 Hz, 
3H), 1.39-1.55 (m, 2H), 1.61-1.77 (m, 4H), 
2.66 (t, c/= 7.8 Hz, 2H), 2.93 (t, 7= 7.8 Hz, 
2H), 3.62-3.70 (m, 2H), 4.06 (t, 7.8 Hz, 
2H), 6.27 (d, e/= 7.5 Hz, IH), 7.18-7.32 (m, 
5H), 8,41 (d, J= 7.5 Hz, IH), 9.95 (br s, 
IH). 


13-013 


1^ ^ ni 

a OqX/ 


0.98 (t, c/= 7.3 Hz, 3H), 1.37-1.49 (m, 2H), 
1.76-1.86 (m, 2H), 4.08 (t, e/= 7.3 Hz, 2H), 
7.26 (d, e/= 2.4 Hz, IH), 7.32-7.54 (m, 8H). 
7.76-7,79 (m, IH), 8.92 (d, 2.4 Hz, IH), 
9.29 (s, IH). 


13-014 


Me 


0.99 (t, 7.3 Hz, 3H), 1.38-1.50 (m, 2H), 
1.60 (d, J= 1,0 Hz), 1.77-1.87 (m, 2H), 4.09 
(dt, J'= 7,1, 3.7 Hz, 2H), 5.32 (dt, J= 7.3, 
7.0 Hz, IH), 7.21-7.48 (m, 5H), 7.69 (d, 
2.7 Hz, IH), 8.83 (d, 2.7 Hz, IH), 10.29 
(d. er= 7.9 Hz). 


13-015 




0.98 (t, c/= 7.3 Hz, 3H), 1.37-1.49 (m, 2H), 
1.76-1.86 (m, 2H), 2.54 (s, 3H), 4.06 (t, 

7.3 Hz, 2H), 7.18-7.59 (m, 4H), 8.70 (d, J- 

2.4 Hz, IH), 8.84 (br s, IH), 


13-016 


MeO 


0,98 (t, J= 7.3 Hz, 3H), 1.38-1.46 (m, 2H), 
1.57 (d, c7= 7.0 Hz, 3H), 1.70-1.80 (m, 2H), 
3.97 (dt, c/= 4.3, 7.0 Hz, 2H), 5.29 (q, c/ = 

7.3 Hz, 2H), 7.21-7.40 (m, 5H), 7.69 (d, J = 

2.4 Hz, IH), 8.62 (d, J= 2.4 Hz, IH), 10.08 
(d. ^=7.3 Hz. IH). 


13-017 


Me 0 ^' 


0,99 (t, 7.3 Hz, 3H), 1.37-1.49 (m, 2H), 
1.59 (d, J= 7.0 Hz, 3H), 1.77-1.87 (m, 2H), 
4.00-4,15 (m, 2H), 5.31 (dt, 7.6, 7,3 Hz, 
IH), 7,21-7.43 (m, 3H), 7.65 (d, J'= 2.7 Hz, 
IH), 8.61 (d, 2.7 Hz, IH), 10.19 (d, J = 
7.6 Hz, IH). 


13-018 


MeO 

^Me 


0.99 (t, 7.3 Hz, 3H), 1.38-1.50 (m, 2H), 
1.60 (d, 7.0 Hz), 1.77-1.87 (m, 2H), 4.09 
(dt, 7.1, 3.7 Hz, 2H), 5.32 (dt, J= 7.3, 
7.0 Hz, IH), 7.21-7.48 (m, 5H), 7.69 (d, J = 
2.7 Hz. IH), 8.83 (d, 2.7 Hz, IH), 10.29 
(d, e;'=7.9Hz). 



214 



wo 02/053543 



PCT/JPOl/11427 



ms 1 



No. 




^H-NMK (CDCI3) 


13-019 


PhAe 


0.90 (t, J= 7.2 Hz, 3H), 1.23-1.71 (m, 12H), 
2.41 (br t, J= 6.0 Hz, 2H), 2.68 (br t, c7 = 
6,0 Hz, 2H), 3.27 (s, 3H), 3,70-4.00 (m, 

2H), 4.01 (s, 3H), 7.11-7.61 (m, 6H). 


13-020 


o 


0.99 (t, 7.2 Hz, 3H), 1.08 (t, 7.5 Hz, 
3H), 1.39-1.73 (m, 6H), 2.18 (s, 3H), 2.63- 
2.69 (m, 2H), 3.89-3.99 (m, 2H), 4.08 (s, 
2H), 5.26-5.32 (m, IH), 7.27-7.43 (m, 5H), 
8.31 (s, IH), 10.72 (d, «/= 5,7 Hz, IH). 


13-021 


HO Q 


0.99 (t, J= 7.5 Hz, 3H), 1.23 (t, J= 7.5 Hz, 
3H), 1.39-1.52 (m, 2H), 1.63-1.74 (m, 2H), 
2.19 (s, 3H), 2.74 (q> </= 7.5 Hz, 2H), 3.89- 
4.00 (m, 2H), 4,09 (s, 2H), 5.26-5.32 (m, 
IH), 7.26-7.43 (m, 5H), 8.32 (s, IH), 10.72 
(d, e/=7.2Hz, 1H>. 


13-022 




1.00 (t, e/= 7.5 Hz, 3H), 1.19-1.26 (m, 2H), 
1.45 (sextet, J= 7.5 Hz, 2H), 1.52-1.62 (m, 
IH), 1.72 (quint, 7.5 Hz, 2H), 1.81-1.87 
(m, IH), 1,92-2.07 (m, 2H), 3.40 (br s,lH), 
3-47 (br s, IH), 3.S9-3.99 (m, IH), 4.17- 
4,26 (m, IH), 4.67-4.71 (m, 2H), 7.20-7.38 
(m. 5H), 8.44 (s. IH), 10.30 (br s, IH). 


13-023 


o 


1.01 (t, «7= 7.5 Hz, 3H), 1.18-1.30 (m, 4H), 
1.43-1.60 (m, 2H), 1.64-1.81 (m, 2H), 1.78 
(s, 6H), 1,89-2.05 (m, 2H), 3.33 (br s,lH), 
3.47 (br 8, IH), 3.92-4.01 (m, IH), 4.21- 
4.31 (m, IH), 7.24-7.32 (m, 3H), 7.43-7.46 
(m, 2H), 8.33 (s, IH), 10.42 (br s, IH). 


13-024 




1 nn /■+ r — T Xin qxjx 1 it 1 9W\ 
i.UU v,t> ~ '•*> riz, oJti^, 1. 1 / - l.Zo ^-tlyj 

1.39-1.60 (m, 4H), 1.55 (d, c/= 3.0 Hz, 3H), 

1.68-1.86 (m, 2H), 1.90-2.07 (m, 2H), 3.37 

(br s,lH). 3.47 (br s. IH), 3.88-4.01 (m, 

IH), 4.17-4.30 (m, IH), 5.30 (quint, 7.5 

Hz, IH), 7.18-7.41 (m, 5H), 8.40 (s, IH), 
10.34 (d, J= 7.8 Hz, IH). 


13-025 


HO 


1.00 (t, J = 7.2 Hz, 3H), 1.19-1.26 (m, IH), 
1.41-2.10 (m, 9H), 3.39 (br s,lH), 3.49 (br 
s, IH), 3.89-3,99 (m, 3H), 4.20-4.30 (m, 
IH), 5.29 (q, c/= 6.0 Hz, IH), 7.26-7,43 (m, 
5H), 8.40 (s, IH), 10.71 (d, 7.2 Hz, IH). 


13-026 




1.01 (t, J = 7.5 Hz, 3H), 1.20-1.31 (m, 2H), 
1.41-1.55 (m, 2H), 1.70-1.88 (m, 4H), 1.90- 
2.08 (m, 2H), 3.38 (br s,lH), 3.48 (br s, 
IH), 3.90 (d, c/= 4.8 Hz, 2H), 3.95-4.02 (m, 
IH), 4.20-4.31 (m, IH), 5.50-5.58 (m, IH), 
7.26-7.44 (m, 5H), 8.39 (s, IH), 10.74 (d, J 
= 7,8 Hz, IH). 


13-027 




1.00 (t, J= 7.5 Hz, 3H), 1.08 (t, «/= 7.5 Hz, 
3H), 1.40-1.72 (m, 6H), 2.17 (s. 3H), 2.63- 
2.68 (m, 2H), 3.90 (d, c/= 5.7 Hz, 2H), 4.11 
(br s, 2H), 5.54 (s, IH), 7.26-7.44 (m, 5H), 
8.30 (s, IH), 10,74 (br d, 7.8 Hz, IH). 
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^H-NMR (CDCI3) 


13-028 




1.00 (t, c/= 7.5 Hz, 3H), 1.23 (t, J= 7.5 Hz, 
3H), 1.41-1.53 (m, 2H), 1.65-1.78 (m, 2H), 
2.18 (s, 3H), 2.74 (quint, c/ = 7.8 Hz, 2H), 
3.90 (d, 5.7 Hz, 2H), 4.11 (br s, 2H), 
5.50-5.57 (m, IH), 7.26-7.44 (m, 5H), 8.30 
(s, IH). 10.74 (br d, 7.5 Hz. IH). 


13-029 




0.70 (t, 7.2 Hz, 3H), 1.11 (sextet, c7 = 
7.2 Hz, 2H), 1.54 (quint, c/= 7.2 Hz, 2H), 
1.61 (s, 3H), 1.81 (s, 3H), 3.70-3.86 (m, 
2H), 5.34 (quint, 7.2 Hz, IH), 7.17-7.58 
(m, lOH), 8.43 (s, IH), 10.41 (d, J= 7.8 Hz, 
IH). 


13-030 




0.72 (t, J= 7.5 Hz, 3H), 1.12 (sextet, = 
7.5 Hz, 2H), 1.57 (quint, 7,5 Hz, 2H), 
1.78 (s, 3H), 1.82 (s, 6H), 3.81 (t, J= 8.4 
Hz. 2H), 7.16-7.57 (m, lOH), 8.37 (s, IH), 
10.49 (br s, IH). 


13-031 


% 0 


0.70 (t, «/= 7.2 Hz, 3H), 1.10 (sextet, J = 
7.2 Hz, 2H), 1.54 (quint, 7.2 Hz, 2H), 
1.83 (s, 3H), 3.76-3.86 (m, 2H), 3.91-4.03 
(m. 2H), 5.29-5.36 (m, IH), 7.16-7.57 (m, 
lOH), 8.48 (s, IH), 10.82 (d, J= 6.6 Hz, 
IH). 


13-032 


U 


0.70 (t, J= 7.2 Hz, 3H), 1.01 (s, 9H), 1.11 
(sextet, e/= 7.2 Hz, 2H), 1.54 (quint, c/= 7.2 
Hz, 2H), 1.83 (s, 3H), 3.29 (t. J= 4.8 Hz, 
2H), 3.80 (t, 7.2 Hz, 2H), 7.20-7.67 (m, 
2H), 7.50-7.60 (m, 3H), 8.46 (s, IH), 10.15 
(br s, IH). 


13-033 


^ u 


0.71 (t, </= 7.5 Hz, 3H), 1.11 (sextet, 
7.5 Hz, 2H), 1.56 (quint, = 7.5 Hz, 2H), 
1.82 (s, 3H), 3.81 (dd, c/ = 6.0 Hz, 3.6 Hz, 
2H), 3.93 (d, e/= 6.0 Hz, 2H), 5.53-5.61 (m, 
IH), 7.19-7.57 (m, lOH), 8.44 (s, IH), 10.83 
(d. 8.4 Hz, IH). 


13-034 




0.99 (t, 7.2 Hz, 3H), 1.45 (sextet. = 
7.2 Hz. 2H), 1.58 (d, 7.2 Hz, 3H). 1.64- 
1.77 (m, 4H), 1.83-1.92 (m, 2H). 2.60 (t, J= 
6.0 Hz, 2H), 2.74 (t, J= 6.0 Hz. 2H). 4.00- 
4.10 (m, 2H), 5.30 (quint, 7.2 Hz, IH), 
7.19-7.42 (m, 5H), 8.23 (s, IH), 10.34 (d, J 
= 7.5 Hz, IH). 


13-035 


OXOO 


0.98 (t, 7.5 Hz, 3H), 1.44 (sextet, J ^ 
7.5 Hz, 2H), 1.60-1.70 (m, 2H), 1.69-1.80 
(m, 2H), 1.83-1.93 (m, 2H), 2.62 (t, J- 6.0 
Hz, 2H), 2.75 (t, e/= 6.0 Hz, 2H), 3.89-3.98 
(m, 2H), 4.00-4.08 (m, 2H), 5.25-5.32 (m, 
IH), 7.27-7.43 (m, 5H), 8.27 (s, IH), 10.75 
(d, J= 5.4 Hz. IH). 


13-036 




0.99 (t, c/= 7.2 Hz, 3H), 1.45 (sextet, J = 
7.2 Hz, 2H), 1.62-1.78 (m, 4H), 1.83-1.93 
(m, 2H), 2.61 (t, J= 6.0 Hz, 2H), 2.75 (t, 
6-0 Hz, 2H), 3.91 (d, c/= 6.0 Hz, 2H), 4.06 
(t, J = 7.2 Hz, 2H), 5.50-5.58 (m, IH), 
7.27-7.45 (m, 5H), 8.23 (s, IH), 10.75 (t. 
7.5 Hz. IH). 
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13-037 




0.99 (t, J= 7.2 Hz, 3H), 1.18-1.51 (m, 8H), 
1.61-1.77 (m, 6H), 1.83-1.92 (m, 2H), 1.96- 
2.02 (m, 2H), 2.61 (t, J= 6.0 Hz, 2H), 2.73 
(t, c/= 6.0 Hz, 2H), 3.90-4.01 (m, IH), 4.03 
(t, c/= 7.2 Hz, 2H). 8.24 (s. IH), 9.86 (d, «/= 
7.5 Hz, IH). 


13-038 


— ^ 


0.99 (t, c/= 7.5 Hz, 3H), 1.13-1.30 (m, 2H), 
1.45 (sextet, 7.5 Hz, 2H), 1.59-1.92 (m, 
15H), 2.61 (t, J= 6.0 Hz, 2H), 2.74 (t, J = 
6.0 Hz, 2H), 3.28 (t, c/= 6.0 Hz, 2H), 4.04 
(t, 7.5 Hz, 2H), 8.25 (s, IH), 9.96 (br s, 
IH). 


13-039 




0.98 (t, 7.5 Hz, 3H), 1.44 (sextet, J = 
7.5 Hz, 2H), 1.52-1.78 (m, lOH), 1.82-1,91 
(m, 2H), 1.99.2,11 (m. 2H), 2.61 (t, J= 6.0 
Hz, 2H), 2.73 (t, er= 6.0 Hz, 2H), 4.02 (t, J 
= 7.5 Hz, 2H), 4.36 (sextet. «/= 6,6 Hz, IH), 
8.24 (s, IH), 9.91 (d. 6.9 Hz. IH). 


13-040 


■ 0 


0.99 (t, */= 7.2 Hz, 3H), 1.05-1.29 (m, 6H), 
1.18 (d, </= 6.6 Hz, 3H), 1.45 (sextet, J = 
7.2 Hz, 2H), 1.59-1.92 (m, IIH), 2.61 (t, J= 
6.0 Hz, 2H), 2.73 (t, J= 6.0 Hz, 2H), 3.93- 
4.13 (m, 1H+2H), 8.24 (s, IH), 9.85 (d, 
8,7 Hz, IH). 


13-041 


^> o 


0.99 (t, 7.2 Hz, 3H), 1.45 (sextet, J- 
7.2 Hz, 2H), 1.60-1.78 (m, 4H), 1.83-1.91 
(m, 2H). 2.61 (t, 6.0 Hz, 2H), 2.75 (t, 
6.0 Hz, 2H), 3.70 (d, 6.0 Hz, 2H), 4.06 
(t, J = 7.2 Hz, 2H), 5.38-5.46 (m, IH), 
7.26-7.45 (m, 5H), 8.23 (s, IH), 10.73 (t, 
8.7 Hz. IH). 


13-042 




0.99 (t, J = 7.5 Hz, 3H), 1.45 (sextet, J = 
7.5 Hz, 2H), 1,58 (d, 7,2 Hz, 3H), 1.68 
(quint, J= 7.5 Hz, 2H), 2.82 (t, J= 6.0 Hz, 
2H), 4.00 (t, 6.0 Hz, 2H), 4.05 (t, J= 7.5 
Hz, 2H), 4.58 (s, 2H), 5.29 (quint, 7.2 
Hz, IH), 7.23-7.42 (m, 5H), 8.17 (s, IH), 
10.25 (d, J = 7.5 Hz, IH). 


13-043 




0.99 (t, 7.2 Hz, 3H), 1.03-1.30 (m, 4H), 
1.18 (d, J= 6,6 Hz, 3H), 1.45 (sextet, c/ = 
7.2 Hz, 2H), 1.60-1.84 (m, 9H), 2.82 (t, c/^ 
6.0 Hz, 2H), 3.92-4.13 (m, 5H), 4.59 (s, 
2H), 8.18 (s, IH), 9.77 (d, J= 8.1 Hz, IH). 


13-044 




1.01 (t, 7.5 Hz, 3H), 1.47 (sextet, 
7.5 Hz, 2H), 1.71 (quint, J= 7.5 Hz, 2H), 
1.79 (s, 6H), 2,82 (t, 6.0 Hz, 2H), 4.00 
(t, J= 6.0 Hz, 2H), 4.05 (t, J= 7.5 Hz, 2H), 
4.54 (s, 2H), 7.26-7.34 (m, 3H), 7.42-7.46 
(m. 2H), 8.11 (s, IH), 10.34 (br s, IH). 


13-045 




0.99 (t, c/= 7.5 Hz, 3H), 1.19-1.52 (m, 8H), 
1.62-1.79 (m, 8H), 1.80-1.88 (m, 2H), 1.91- 
2.02 (m, 2H), 2.71 (t, 6.0 Hz, 2H), 2.93 
(t, J= 6.0 Hz, 2H), 3.93-4.02 (m, IH), 4.16 
(br t, J= 7.5 Hz, 2H), 8.29 (s, IH), 9.86 (d, 
J- 6.9 Hz, IH). 
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13-046 


Or 

0 


0 


1.00 (t, J= 7.2 Hz, 3H), 1.47 (sextet. J 
= 7 2 Hz 2H) 1 63-1 74 to GK) 
1.83-1.90 (m, 2H), 2.72 (t, J= 6.0 Hz, 
2H), 2.96 (t, J= 6.0 Hz, 2H), 4.23 (br 
t, c/= 7.2 Hz, 2H),4.96 (d, J= 4.5 Hz, 
2H), 7.50 (t, J= 7.5 Hz, 2H), 7.61 (t, J 
= 7.5 Hz, IH), 8.04 (d, J= 7.5 Hz, 2H), 
8.29 (s,lH), 10.79 (br s. IH). 


13-047 






0.99 (t, c/ = 7.2 Hz, 3H), 1.22-1.49 (m, 
6H), 1.60-1.78 (m, 6H), 1.94-2.01 (m, 
2H), 2.82 (t, J= 6.0 Hz, 2H), 3.91-4.05 
(m, 5H), 4.60 (s, 2H), 8.18 (s, IH), 
9.79 (d, 6.3 Hz, IH). 


13-048 


OH 


0 


0.98 (t, /= 7.2 Hz, 3H), 1.10-1.29 (m, 
6H), 1.40-1.56 (m, 8H). 1.65-1.82 (m, 
8H), 1.93 (br t, c/= 12.0 Hz, IH), 2.66 
(t, c/= 6.0 Hz, 2H), 2.93 (t, 6.0 Hz, 
2H), 3.78-3.87 (m, 2H), 4.00-4.12 (m, 
IH), 4.16 (br t, c7'= 7.2 Hz, 2H), 7.29 
(br s, IH), 8.00 (s, IH). 


13-049 


CI 
CI 


o 

H i i / 


0.99 (t, 7.2 Hz, 3H), 1.46 (sextet, J 
= 7.2 Hz, 2H), 1.61-1.73 (m, 6H), 1.87 
(sextet, J ^ 6.0 Hz, 2H), 2.74 (t, J- 
6.0 Hz, 2H), 2.96 (t, 6.0 Hz, 2H), 
4.19 (br t, 7.2 Hz, 2H), 4.68 (d, 
6.0 Hz, 2H), 7.15 (dd, 8.4 Hz, 2.4 
Hz, IH), 7.23.7.29 (m, IH), 7.39 (d, J 
= 2.4 Hz, IH). 8.31 (s,lH), 10.43 (br s, 
IH). 


13-050 


C! 
CI 


o 


0.99 (t, J= 7.2 Hz, 3H), 1.45 (sextet, J 
= 7.2 Hz, 2H), 1.63-1.79 (m, 4H), 1.89 
(quint, c/= 6.0 Hz, 2H), 2.63 (t, J= 6.0 
Hz, 2H), 2.76 (t, c/= 6.0 Hz, 2H), 4.06 
(t, J= 8.1 Hz, 2H), 4.68 (d, J= 6.0 Hz, 
2H), 7.15 (dd, 8.7 Hz, 2.4 Hz, IH), 
7.25-7.29 (m, IH), 7.38 (d, e7= 2.4 Hz, 
IH). 8.27 (s,lH), 10.44 (br s, IH). 
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3-017 


o 


3-018 


0 


3-019 


0 

Ph^NV^"^® 

6 


3-020 


o 

^O^N Me 


5-021 


a 

CI OQ*l^J^J^J^g 

nBu 


5-022 


Me 0 J 
nBu 
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F 


v2 

nBu 




No. 






8-001 


-C(=0)-NH- 


a 


8-002 


-C(=0)-NH- 




8-003 


-C(=0)-NH- 




8-004 


-C(=0)-NH- 




8-005 


-C(=0).NH- 




8-006 


-C(=0)-NH- 




8-007 


-C(=0)-NH- 




8-008 


-NH-C(=0)- 


a 


8-009 


-NH-C(=0)- 




8-010 


-NH-C(=0)- 




8-011 


-NH-C(=0)- 




8-012 


-NH-C(=0)- 




8-013 


-NH-C(=0)- 


or" 


8-014 


-NH-C(=0)- 
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I 
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y2 




8-015 


-C(=0)-NH- 


a 


8-016 


-C(=0)-NH- 




8-017 


-C(=0)-NH- 




8-018 


-C(=0)-NH- 




8-019 


-C(=0)-NH- 


Cls 


8-020 


-C(=0)-NH- 


H 


8-021 


-C(=0)-NH- 




8-022 


-NH-C(=0)- 


a 


8-023 


-NH-C(=0)- 




8-024 


-NH-C(=0)- 




8-025 


-NH-C(=0)- 




8-026 


-NH-C(=0)- 




8-027 


-NH-C(=0)- 




8-028 


-NH-C(=0)- 
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Bnzyl 


5 


9-1018 


(4-MeO)C6H4C(Me2)- 


Bnzyl 


5 


9-1019 


(3-MeO)C6H4C(Me2)- 


Bnzyl 


5 


9-1020 


(2-MeO)C6H4C(Me2)- 


Bnzyl 


5 


9-1021 


(4-Me2N)C6H4C(Me2)- 


Bnzyl 


5 


9-1022 


(3-Me2N)C6H4C(Me2)- 


Bnzyl 


5 


9-1023 


(2-Me2N)C6H4C(Me2)- 


Bnzyl 


5 




^ft -ivie v7 o ij^ o oil. 4 o (^lYie - 


iinzyi 


0 


9-1025 


(3-MeOCO)C6H4C(Me2)- 


Bnzyl 


5 


9-1026 


(2-MeOCO)C6H4C(Me2)- 


Bnzyl 


5 


9-1027 


(4-CN)C6H4C(Me2)- 


Bnzyl 


5 


9-1028 


(3-CN)C6H4C(Me2)- 


Bnzyl 


5 


9-1029 


(2CN)C6H4C(Me2)- 


Bnzyl 


5 


9-1030 


(4N02)C6H4C(Me2)- 


Bnzyl 


5 


9-1031 


(3N02)C6H4C(Me2)- 


Bnzyl 


5 


9-1032 


(2N02)C6H4C(Me2)- 


Bnzyl 


5 


9-1033 


(4-Cl)C6H4C(Me2)- 


Bnzyl 


6 


9-1034 


(3-Cl)C6H4C(Me2)- 


Bnzyl 


6 


9-1035 


(2-Cl)C6H4C(Me2)- 


Bnzyl 


6 


9-1036 


(4-F)C6H4C(Me2)- 


Bnzyl 


6 


9-1037 


(3-F)C6H4C(Me2)- 


Bnzyl 


6 


9-1038 


(2-F)C6H4C(Me2)- 


Bnzyl 


6 


9-1039 


(4-Me)C6H4C(Me2)- 


Bnzyl 


6 


9-1040 


(3-Me)C6H4C(Me2)- 


Bnzyl 


6 
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^115 



O 




lb a -t^yj ^ 




Xv X W 


n 


y- 1U4 J. 


(/-Me^L/bll40(iviez;- 


r>nzyl 


b 




(4 -Me UjLfbri 40 UYl e z ; - 


Jtsnzyl 


b 


9-1043 


(3-Me(J)C6ii4C(Me2)- 


Bnzyl 


6 


9-1044 


(2«MeO)L6rl4(J(Me2)- 


Bnzyl 


6 


9-1045 


{4-Me2N)C6H4C(Me2;- 


Bnzyl 


6 


9-1046 


(3-Me2N)C6H4C(Me2)- 


T) 1 

Bnzyl 


6 


9-1047 


(2-Me2N)C6H4C(Me2)- 


n 1 

Bnzyl 


6 


9-1048 


(4-MeOCO)C6H4C(Me2)- 


Bnzyl 


6 


9-1049 


(3-MeOCO)C6H4C(Me2)- 


Bnzyl 


6 


9-1050 


(2-MeOCO)C6H4C(Me2)- 


TT* 1 

Bnzyl 


6 


9-1051 


/ j» f^XT\ ^/»TT >l /"t /TV _ 0\ 

(4-CN)C6H4C(Me2)- 


Bnzyl 


6 


9-1052 


/o /^ XT\ /^ /»TT il ^ /TV if ft\ 

(3-CN)C6H4C(Me2)- 


Bnzyl 


6 


9-1053 


/ c\ /^ XT\ /^ TT >l /^ /TV jT ri \ 

(2CN)C6H4C(Me2)- 


Bnzyl 


6 


9-1054 


(4N02)C6H4C(Me2)- 


Bnzyl 


6 


9-1055 


(3N02)C6H4C(Me2)- 


Tr> 1 

Bnzyl 


6 


9-1056 


(2N02)C6H4C(Me2)- 


Bnzyl 


6 


9-1057 


/A /"IT \ /» TT >l /X vr _ o \ 

(4-Ci)C6H40{Me2)- 


4-pyridyl-CH2- 


3 


9-1058 


(3-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1059 


(2-Cl)06H4C(Me2)- 


4-pyriayl-CH2- 


3 


y-luoO 


(4-r ;0bJrl40(Me2)- 


4-pyi'iayl-Oji2- 


o 
o 


y-lObl 


(o-r ;Ubxl4L/UVleZ)- 


4-pyriayi-L/rliS- 


o 
o 


y-lUbZ 


(Z-P ;L'bxl4L'VlVieZJ- 


4-pyriayi- L/xiz- 


Q 

o 




(^4-iVie;ODrl4L/(.Me^;- 


4 " py dy 1 - ^y ±1 z - 


Q 
O 


c/ - J. U \J 




'x-pj'i luy 1- oxi A*- 


Q 
o 


9-1065 


(2-Me)C6H4C(Me2). 


4-pyridyl-CH2- 


3 


9-1066 


(4.MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1067 


(3-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1068 


(2-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1069 


(4-Me2N)C6H4C{Me2)- 


4-pyridyl-CH2- 


3 


9-1070 


(3-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1071 


(2-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1072 


(4.MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1073 


(3-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2. 


3 


9-1074 


(2-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1075 


(4-CN)C6H4C(Me2)- 


4.pyridyl-CH2. 


3 


9-1076 


(3-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1077 


(2CN)C6H4C(Me2)- 


4-pyridyl-CH2. 


3 


9-1078 


(4N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1079 


(3N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1080 


(2N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 
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"Din 
KIO 


n 


9-1081 


(4-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1082 


(3-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1083 


(2-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1084 


(4-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1085 


(3-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1086 


(2-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1087 


(4-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1088 


(3-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1089 


(2-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1090 


(4-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1091 


(3-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1092 


(2-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1093 


(4.Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1094 


{3-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1095 


(2-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1096 


(4-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1097 


(3-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1098 


(2-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1099 


(4-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1100 


(3-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1101 


(2CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1102 


(4N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1103 


(3N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


y-1 J.U4 




4-pyriciyi-oxiz- 


4 


9-1105 


(4-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1106 


(3-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1107 


(2-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1108 


(4-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1109 


(3-F)C6H4C(Me2)- 


4.pyridyl-CH2- 


5 


9-1110 


{2-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1111 


(4-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1112 


(3-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1113 


(2-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1114 


(4-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1115 


(3-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1116 


(2-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1117 


(4-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1118 


(3-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1119 


(2-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1120 


(4-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 
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9-1144 


(4-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1145 


(3-MeOCO)C6H4C(Me2). 


4-pyridyl-CH2- 


6 


9-1146 


(2-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2. 


6 


9-1147 


(4-CN)C6H4C(Me2)- 


4-pyridyl-CH2. 


6 


9-1148 


C3-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1149 


(2CN)C6H4C(Me2)- 


4-pyridyl-CH2. 


6 


9-1150 


(4N02)C6H4C(Me2)- 


4.pyridyl-CH2- 


6 


9-1151 


(3N02)C6H4C(Me2). 


4-pyridyl-CH2- 


6 


9-1152 


{2N02)C6H4C(Me2). 


4-pyridyl-CH2- 


6 


9-1153 


(4-Cl)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1154 


(3-Cl)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1155 


(2-Cl)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1156 


(4-F)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1157 


(3-F)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1158 


(2-F)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1159 


(4-Me)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1160 


(3-Me)C6H4CH2C(Me2)- 


n-Bu 


3 
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9-1184 


(3-Me)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1185 


(2-Me)C6H4CH2C(Me2). 


n-Bu 


4 


9-1186 


(4-MeO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1187 


(3-MeO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1188 


(2-MeO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1189 


(4-Me2N)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1190 


(3-Me2N)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1191 


(2.Me2N)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1192 


(4-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1193 


(3-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1194 


(2-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1195 


(4-CN)C6H4CH2C(Me2). 


n-Bu 


4 


9-1196 


(3-CN)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1197 


(2CN)C6H4CH2C(Me2). 


n-Bu 


4 


9-1198 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1199 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1200 


{2N02)C6H4CH2C(Me2)- 


n-Bu 


4 
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Km 9 \ P ^? W A P W 9 P /'A/To 9 ^ 
\^4iN WZ^UDXl4vXlZo^VieZJ- 


n Till 

n-JtJU 


c 
E> 


y- xzza 


/' Q ISin 9^ P fiTTztPTT 9 P ^Mo 9^ 
\OiN v-'Z^ODXx^v/XlZOvAVAe^^- 


n Till 


R 
9 


9-1224 


(2N02^C6H4CH2CCMe2V 


n-Bu 


5 


9-1225 


(4-Cl)C6H4CH2C(Me2). 


n-Bu 


6 


9-1226 


(3-Cl)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1227 


(2-Cl)C6H4CH2C(Me2). 


n-Bu 


6 


9-1228 


(4-F)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1229 


(3-F)C6H4CH2C{Me2). 


n-Bu 


6 


9-1230 


(2-F)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1231 


(4-Me)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1232 


(3-Me)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1233 


(2.Me)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1234 


(4-MeO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1235 


(3-MeO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1236 


(2-MeO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1237 


(4-Me2N)C6H4CH2C(M€2)- 


n-Bu 


6 


9-1238 


(3-Me2N)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1239 


(2-Me2N)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1240 


(4-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


6 
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mi 2 0 
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R 1 0 

rv» X v 


n 






n-i5u 


b 






n-J5u 


(> 

D 




(4-OJN)UDJd4uxlZO(Me2)- 


n-Bu 


6 


9-1244 


(d-OW)OoJ14LJbl20(JVle2)- 


n-Bu 


6 


9-1245 


(2CN)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1246 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1247 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1248 


/ rt XT r»N /^TT ^ ^TTr» /TV K o\ 

(2N02)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1249 


(4-Cl)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1250 


(3-Cl)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1251 


(2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1252 


(4-F)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1253 


{3-F)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1254 


(2-F)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1255 


(4-Me)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1256 


(3-Me)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1257 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1258 


(4-MeU)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1259 


(3-MeU)06H4CJrl2U(Me2)- 


Bnzyl 


3 


ft 1 f» Z> A 

9-1260 


(Z-MeU)ObH4Uil2u(iYLe2)- 


Bnzyl 


3 


ft T 1 


Ubrl40xl^U(Meli;- 


Bnzyl 


o 
O 


ft 1 oco 


Vo-iVieZiN jUbJa40jlZ0(Mez;- 


Bnzyl 


o 

O 


y-12oo 


(Z-iViezjN^0brl40ilZvyUVlez;- 


Bnzyl 


o 
6 


Q-1 S>fi4 






Q 

o 


9-1265 


(3^MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1266 


(2-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1267 


(4-CN)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1268 


(3-CN)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1269 


(2CN)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1270 


(4N02)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1271 


(3N02)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1272 


(2N02)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1273 


(4-Cl)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1274 


(3-Cl)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1275 


(2.Cl)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1276 


(4-F)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1277 


(3-F)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1278 


(2-F)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1279 


(4-Me)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1280 


(3-Me)C6H4CH2C(Me2)- 


Bnzyl 


4 
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o 








JtClU 


n 


9-1281 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1282 


(4-MeO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1283 


(3-MeO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1284 


(2-MeO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1285 


(4-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1286 


(3-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1287 


(2-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1288 


(4-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1289 


(3-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1290 


(2-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1291 


(4-CN)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1292 


(3-CN)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1293 


(2CN)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1294 


(4N02)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1295 


(3N02)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1296 


(2N02)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1297 


(4-Cl)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1298 


(3-Cl)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1299 


(2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1300 


(4-F)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1301 


(3-F)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1302 


(2-F)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1303 


(4-Me)C6H4CH2C(Me2)- 


Bnzyl 


5 


C7- JL O Vtc 




x>nzyx 


o 


9-1305 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1306 


(4-MeO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1307 


(3-MeO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1308 


(2-MeO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1309 


(4-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1310 


(3-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1311 


(2-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1312 


(4-MeOCO)C6H4CH2C(Me2). 


Bnzyl 


5 


9-1313 


(3-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1314 


(2-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1315 


(4-CN)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1316 


(3-CN)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1317 


(2CN)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1318 


(4N02)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1319 


(3N02)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1320 


(2N02)C6H4CH2C(Me2)- 


Bnzyl 


5 
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XvlU 


n 


9-1321 


{4-Cl)C6I14CH2C(Me2)- 


Bnzyl 


6 


9-1322 


(3-Cl)C6H4CH2C(Me2)- 


T^ 1 

Bnzyl 


6 


9-1323 


(2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1324 


(4-F)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1325 


(3-F)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1326 


(2-F)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1327 


(4-Me)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1328 


(3-Me)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1329 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1330 


(4-MeO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1331 


(3-MeO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1332 


(2-MeO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1333 


(4-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1334 


(3-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1335 


(2-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1336 


(4-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1337 


(3-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1338 


C2-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1339 


(4-CN)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1340 


(3-CN)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1341 


(2CN)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1342 


(4N02)C6H4CH2G(Me2)- 


Bnzyl 


6 


9-1343 


(3N02)C6H4CH2C(Me2)- 


T^ 1 

Bnzyl 


6 


O 1 Q.AA 


/"O M n 9 N P A W il PTT 9 P /TVyTri 9^ 

^^z i\ z j o ori 4 xx z L/ \_jvie - 


Dnzyi 


D 


9-1345 


(4-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1346 


(3-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1347 


(2-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1348 


(4-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1349 


(3-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1350 


(2-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1351 


(4-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1352 


(3-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1353 


(2-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1354 


(4-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2. 


3 


9-1355 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1356 


(2-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1357 


(4-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1358 


(3-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1359 


(2-Me2N)C6H4CH2CaV[e2)- 


4-pyridyl-CH2- 


3 


9-1360 


(4-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 
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Xv57 


Pin 


n 




(d-MeUOU)ObJrt4CH^O(Me2;- 


4-pyriayl-GH2- 


3 


f\ T O /? O 

9-1od2 


(2-MeOOO)06H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1363 


{4-GN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1364 


(3-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1365 


(2CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1366 


(4N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1367 


(3N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1368 


(2N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1369 


(4-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1370 


(3-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1371 


(2-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1372 


(4-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1373 


(3-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1374 


(2-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1375 


(4-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1376 


(3-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1377 


(2-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1378 


(4-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1379 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1380 


(2-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1381 


(4-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


rv 1 o Q O 


/ O TV /T ^ O ■\.T\ XJ y< TT O /TV 4" ^ O \ 

(3-Me2jN;ODld40xl2C(Me2)- 


4-pyriayJ-CH2- 


4 


A 1 O Q O 




4-pyriclyl-Orl2- 


4 


*7 " J. O O^r 








9-1385 


(3-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl.CH2- 


4 


9-1386 


(2-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1387 


(4-CN)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


4 


9-1388 


(3-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1389 


(2CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1390 


(4N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1391 


(3N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1392 


(2N02)C6H4CH2C(Me2)- 


4.pyridyl-CH2- 


4 


9-1393 


(4-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1394 


(3-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1395 


(2-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1396 


(4-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1397 


(3-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1398 


(2-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1399 


(4-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1400 


(3-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 
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0 


Q- 1 407 
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0 


Q-1 4nR 
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Q-1 40Q 
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ft-pyriuyi- v-/xx^- 


0 
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4-pyriayi- Oxiz- 
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0 


Q 1411 


^4 P'^T^PRTT4PTT9P^Mo9^ 


/l TVTTi'-i rl \t1 PW9 
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0 


Q 1419 




'i-pyriciyi- L/Xxz- 


D 


Q 1 41 Q 

y- xft X o 


/9 P M'i Pfi P R 9 P /'Mo 9"^ 


4-pyriu.yj-oxiz- 


0 


Q 1 A1 A 


^ 4 "NT n 9 ^ P fi W zt P W 9 P M o 9 ^ 
V^ftlN V^Zy wOxlrfc wlx^v/VlVXe^^- 


ft-pyriayi-i-»ri4- 


0 




Z'^l INTO 9^ P ft TT>1 PTT 9 P /Mq 9^ 




0 


Q-1 41 fi 

^7" Xrr X O 


r'9Krn9'\PfiK4P"R9P^Mp9^- 


^t-pyriuyx-oxx^- 




Q 1417 
y - x^ X / 


^4-Pl^PRTT4PTT9P/Mo9^ 
^ft- v-'OXx*itv-/xx^o^_jLVj.e^ 


*t-pyriciyi- wXx^- 




Q- 1 41 ft 


<'^-Pl>PfiT^4PW9P^'Mp9^, 


4-nTrv-i rlirl PIT 9 

^-pyncLyx-oxxZi- 


D 


Q-1 41 Q 


/'9-PnPftTT4PH9P/^Mo9^ 
V,.^ v-»X/\-/OXxflv-»XXi&^j^lVX6Z ^- 


A r\Tr-r-i irl PW9 
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Q-1 420 


r'4-F^PfiH4PTT2P./'Mp9'i- 

\^~r-X^ ^V^V»XXrrV/XX^\-/\lVXt;ii>y- 


4--n'o-ri rl vl - PTT 9 - 
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9-1421 


C3-F'iC6H4PH2PrMp2V 

Vo-x y v^\jxx ** wxx ^ivxc 


rr-pyXXU.j'X- wXXi6j - 


ft 
U 


9-1422 


C2-F')P6H4PH2PCMe2V 


4--nvriflvl -nK2- 

t-pj'XXlXjX- WXX A< - 


fi 


9-1423 




T \} y X ±\*.y xx£*~ 


ft 


9-1424 


(3-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1425 


{2-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1426 


(4-MeO)C6H4CH2C{Me2)- 


4-pyridyl-CH2- 


6 


9-1427 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1428 


(2-MeO)C6H4CH2C(Me2)- 


4.pyridyl-CH2- 


6 


9-1429 


(4-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1430 


(3-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1431 


(2-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1432 


(4-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1433 


(3-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1434 


(2-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1435 


(4-CN)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


6 


9-1436 


(3-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1437 


(2CN)C6H4CH2C(iMe2). 


4-pyridyl-CH2- 


6 


9-1438 


(4N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1439 


(3N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1440 


{2N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 
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<7-f :/7 u -A> 

(Combi-A)©3 > h U 

nBu 1^ 
4-Sulfamyl butyryl AM resin nBu 
(Safety catch linker, LL: 1 .09 mmol/g) A-01 loading; LU 0.748 mmol/g 

(Determined by I content) 

PdCl2(dppf)2 (0.4eq.) O qP O 

aq-KsCOa (6 eq.) ri^N^-^^-^^^N^^V^^ ICHgCN (20eq.)//-Pr2NEt (5 eg.) 
ArB(OH)2(5eq.) W# h H 1 I " 

O^N 1-Methy^2-pyrrolldlnone (NMP) 



DME A-03-01'-A-03-24 

nBu 



O o O O 0 
Q^jjA^^^^-Os^j^A^^ .1) RNH2(2eq,)/THF ^_^K.^i^f^ 

Ar04-01~A-04-24 ™" ^ nBu 



A-001-A-096 



a) A-o2 0-&fiK : 4-:^;i/7T §;i/:^^>j;i/AM (3.9 g) ©Jfi-fb^f- 
10 (80 ml) ^^f;, :^IST- i-r^^^jW-s-B- F-2-:t^v-i,2-i^t KD try i7> 

-3-3t7;i/#>^ (A-01)(4.1g),;RtFAr,JV-i;-f V7*ne;i'i5^;i/T $ > (3.7 mi) ^ 

iPx.fc. lo^jf^L/fcrni:: PyBOP (6.6 g) ^^ISiJin^, 18I^^M#b 
fe. l/i^^^iSmt, 7jc, THF, mflj^5^bV, StjfJ:-5^;i/-elii5i:^5t?t-r5C: 
illC J; t) Ve^>(A.02) [5.2 g, 92% (3'i7#7C^^*f)] ^fife. 
15 b) Vi?>(A-03-01~A-03-24)®^Jlg : Ui^> A-02 (150 mg) :&24fl|©7^;^3 
C^Sb, -^n-ent:: DME(2.5ml), PdCl2(dppf)(35mg), T ^) (5 
^»), :Rtf;^^* U '>i:.2k-^?£ (2M, 0.34 ml) ?£Ja^fe. 80 °CT- 18 ^r^5t# 
Lfc^, l/i^>^^geL, 7jc, THF, AT- ^ 5^ ;i/ 1 n U K>, mih^f-U>, RV^ 
x. — 7-)VGm^^)^t^Zt\Z^ 0 1/ > A-03-01~A-03-24 
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c) 1/ i'^ A-04-01~A-04-24 O-^fig : U > A-03-01~A-03-24 t JV-^ 1 D 
U H > (2.0 ml), 3- H T'Hr h - h ij ;i/ (0.16 ml), N,N-^J^ V 7*0 

TXy (0.1ml) ^^?aT?Jn^fe. 24l$Pim** bfc^, l/i^>5&^mb, iV-p( 5^ 
;i/eD U K>, m^^^]y>, JSLV^:^-y' )Vl:mdL^Wt ^ Z tlz ^ ID A- 
04-01~A-04-24 

d) i-:r^;i/-2-;t=se V-5-T u -;i/-i,2-$/* t h* n t u i'^-a-*;!'!}?^^ 7 5 

A-05-01~A-05-96 CD-^fig : 1/ > A-04-01~A-04-24 CD ^ tl^'tl^ $ 6 4 
^iSb, 96 5tri/- bC^&MUfe. ^tl^tlt THF (0.7 ml) ^iDx.fe^l^, T 
24 mm<D]yi^>\Z^tl^tlta^tz. 24 l^r^giid Lfe^HliS^^H^'fb 

vi/T;?>- hWflg^iax, ^6};: 3 i^p^iiiia Lfe. i/ > ^ li S'J u, i^-fb^ 
5^l/>T';gfe#biir^<£MffiT-C-®*TSCii:t J; !) i-:^5^;i/-2-;r^ V-5-T U - 
;i/-1.2-i; t H D t U i^>-3-*;i/^>^ T5 A-001~A-096 

feiTc A.ooi~A-o96 ©i^at^^-ro 
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12 5 



No 


mm 


No 




A-001 


0 


A-008 


0 

0-^ ^ 


A-002 


0 


A-009 


0 N 

\ 


A-003 


0 9^ 

O N 


A-010 


n M 

\ 


A-004 


0 

O N 

risi / 


A-011 


r ^ ON 

\ 


A-005 


0 


A-012 


U N 

\ 


A-006 


0 

6/ 


A-013 


CI 

0 siv 


A-007 


0 


A-014 


CI 

ON 
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1 2 8 



No 




A-U4o 


0 N 

\ 


A-044 


i^n^^nVy^^ 

ON 

\ 


A-045 


nY^t^o 


A-046 


J 4. J 

r o N 

6/ 


A-047 


o f;^o 
nVv^o 




nVv^o 
r o N 


A-049 





No 




A-UOU 


0 n 

\ 


A /^c ^ 

A-051 


ON 

\ 


A-052 


^n^nV/^ 

O^^N 


A-053 


\ 


A f\C A 


"^^nV^^ 

ON 

\ 




r UN 

\ 


A-056 


2 A 

O^N^ 
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13 0 



No 




A-071 


F 


A-072 


0 P 




9 A F 

O^^Vr^F 

^ ON 

X 




ON 

\ 




9 A F 

F ^ ON 


A-076 


9 A F 


A-077 





No 


mm. 


A-078 


0 N 

\ 




\ 


A-UoU 


\ 




^ ON 

\ 




0 N 

\ 


A-083 


0 af^i-a 

ON 

\ 


A-084 


0 ci^ci 

O^N^ 
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1 3 i 



No 




A-085 


s 


A-086 


ON 

\ 


A no "7 

A-0o7 


ON 

\ 


A-088 


i^n'^nV^Y^ci 

s 
k 


A-089 


/ 

x 


A-090 





No 




A-091 


/ 

\ 


A-092 


/ 

0 rr^O 
\ 


A-093 




A-094 


\ 


A-095 


S 

k 


A-096 


0^ O^IJI^ 
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nBu nBu ^ l,Bu 

B-01 B^>2 B-001-B094 

a) l-:/5^;i/-2-;r^ V-l,2,5,6,7,8,9,10-;t^5'iJ' t K D ^ P Tf" ^' ^ [Z>] 'J i^>-3- 
5 :^3;i//if:::;i/^' D U K (B-02)O^^ 

l.>^5=-;i'-2-;tdF- V.i,2,5,6,7,8,9,10-:te7^ t K D ^ D :t ^ [A] t: U 5^>-3- 
(B-01) (416 mg. 1.50 mmol)<& (15 inl)l; ^fP L^ m-fb^:t 

(328 4.50 mmol)^in^s SS^C 20 ^SiiS^ It o CI CDS^&M^MflE 

«i«-rsc: hlc J; t)^ 1- :r^;i/.2-5r dp V -1,2,5.6,7,8.9,10- t Kd.$/^ n;^ 
10 ^^'[A]t:iJ y>-3-*;i/d?r:;i/^D U h*(B-02)^?f fco 

b) l-7'^;i/-2-;r^V-l,2,5,6,7,8,9,10-:^^^<J' h H P -i' n ;t ^ ^ [6] bT U i?>-3- 

h'^zi^* (B-03-01~B-03-94)®-&^ 
fi^^H^-fb JV-^^;i/^;i/*U >©J5t(1.93mmoUg):& 96 5tSlSri/- h IZ 15 
mg-To 7 5 >(R-NH2)CD 50 mM Jfi-fb^ 5" V 300 □!> :S 

15 ih^^\y>(700 DY). l-7'f^;i/-2-:t ^ V -l,2,5,6,7.8,9,10-:t <5' ^ t K D -i> n :t 
U S'*>-3-*;i';J^-;i/4' P U K(B-02)© 30 mg/ml mih^^\y>mn.^ 

100 □! 996^Sii5ri/- h fc^ji-etiip^fco 

20 :5 c i:{z: J: t) .B-001~B-094 S^feo 

UTiZ B-001~B.094 (OmM^^to 
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^13 2 



No 




No 




O \J\J 1 


0 

\ 




a 

\ 


D-002 


-°ir^ o 


D-009 


0 

n ^ 0 N 




O N ^— ^ 






D-Uu4 


U N ^ — ^ 

\ 


n Hi i 


\ 


b-OOo 


^f^ 0 

\ 


D-01 2 


CI 


B-OOR 

U \J\J\J 


\ 


R-DI 


\ 


B-007 


/ \ 


B-014 





269 



wo 02/053543 PCT/JPOl/11427 



^13 3 



No 


mm 


No 




B-015 


0 


B-022 


P 

0 

o*ivrW 


B-016 




B-023 




b-U 1 7 


^ 0 Z^O^ J 


D-024 


^ 0 




N"^ 0 

O N ^ — ^ 




\ 








>v,N^ 0 

\ 


B-020 


L/ In CI N ^ 


B-027 


1 ° 

\ 


B-021 




B-028 





270 



wo 02/053543 



PCT/JPOl/11427 



No 


MM 


No 




B-029 


CI 

0 

\ 


B-036 




B-030 


\ 


B-037 


O^N^ O 

\ 


B-031 


0 

u ^ 


B-038 




B-032 


\ 


B-039 




B-033 


\ 


B-040 


0' 

f^N'^NVV^ 
ON 


D-Uo4 


\ 


D-041 


^ 0 

\ 


B-035 




B-042 


0 
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No 


mm 


B-043 




D-U44 


OTTO 

\ 


B-045 


0^ 

'v.N^ 0 






D-047 


,-->r ^ ON ^— / 


B-048 





PCT/JPOl/11427 



No 




B-050 






0 


D-UO 1 








B-052 






\ 


B-054 


•^Oy*^ O 

\ 


B-055 


0*N 
0-' 


B-056 
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S 1 3 6 



No 


mm 


B-057 


o 

O M -U. ^ y — V 

t r^O 




B-058 


s 


B-059 








B-060 




B-061 




B-062 


a o 

^ ON ^ 


B-063 





No 


mm 


B-064 


0' 0 


B-065 




B-066 


\ 


B-067 




B-068 


o 


D-069 


O ON 

\ 


B-070 


\ 
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a 1 3 7 



No 




B-071 




D v f ^ 


1 W 111 


B-073 


0 

\ 






B-074 








B-076 




B-077 





No 




R-078 


(J N 

\ 




1 


B-080 


VJ IM ^ 


B-081 








B-083 


IN ^— ^ 

\ 


B-084 


0 

/■O 0 N'W 
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S 1 3 8 



No 


mm 


B-085 


N'^ 0 


D-UOQ 




D-UO/ 


O 


B-088 


\ 


B-089 


[Pi 0 

s 


B-090 





No 




B-091 


0 




\ 






B-094 
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UM 1)R^-C0CI(2eq.) « H 

C-oT^ 3)Q-NE,3nC03^,s 002^ 
(MP-Caitxmate) 

a) iV-(i-:/f-;i'-5,6-i^^ ^;i/-2-;t^ v-i,2-i^ t H o-t: u ^>'>-3-i' T;i/:3r;i/ 

y§ K^«#: (C-02-01~C-02-19)©-&J5g 

5 M^l-m^ih N-^ u >mB(3.o mmoi/g)* 48 jtSJSrv- h iZ 50 

mg -r-D 3-7" -i-:/f-;i/-5,6-s^p< ^;i/-i/r-t: >; y >-2-;t > 

(C-01)© 25 mMig-fb^5^b>^?$§ 2 ml. ^^D >J K (R-COC1,0.10 mmol)^m 
^U-G 15 I^F^Mild Ufc^}C^^^@^'fh*-d?:^- b#tJig(MP-Carbonate) 
^UBT-^W^t^CtiZ^ t) C-02-01~C-02-19 ?&ff fco 
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S 1 3 9 



No 




No 




C-001 




C-008 




C-002 


\ 


C-009 




C-003 




C-010 


F OoA,^tk 


C-004 




C-011 




O AC 


\ 


C-012 




C-006 


CI 

\ 


C-013 


\ 


C-007 


9." 


C-014 
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mi AO 



No 


mm 




\ 


C-016 










\ 


O-Ul O 




C-019 


\ 



± IB CD <b 0 IS ^^J a T ^ 1" o 
UHkm 1 t h CB2 S^^i^^RB^IISI 

t b CB2 ^^i^^ n — Y t ^ cDNABB^J (Munro^, Nature, 1993, 365, 61- 
65) ibtl ^ IS ffl ^ ^ ^ -t- pSVL SV40 Late Promoter Expression 
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Vector (Amersham Pharmacia Biotecli^) (Dyu^ — '^—T^H^M^^i^W 
XLtzo ^i^^tltz%m^i7'$'~^ LipofectAMINE gC^ (Gibco BRLtt) 

' X. !iU^mm CHO LtzHfi^x hy>7.y3^^iyB>L. cb2 ^ 

5 CB2 ^mi^t:mm^'^tz cho mmi^^mmLtzmms,^. ^mb-^'^Rv^ 

38,000 dpm 0[''H]CP5594O imMM 0.5 nM : NEN Life Science Products ^M) 
tt^iZ, T y-ir-f M«M (0.5% ^Jfa?iT;i/:/$ >S^tS 50mMTris-HCl^ffi 
Wi (pH7.4) . ImMEDTA^ 3 mM MgCla) ^X. 25°Cx 2V^m^ >^ :L^—i/ 
^>bfe^^ 1% 7l^ij3:^p>>f K>mm\ytz^77.y ^ JV^-GFIClZX^mV 
10 fee 0.1% BSA i^tS 50 mM Tris-HC1M®?S (pH 7.4) tT^}^^. ^S<*:$^> 

ig^tt 10 fM WIN55212-2 (US 5081122 IBS©* -Y — 

Research Biochemicals International %tS) ^ffiT'CSfl^Us 'Nr^fltJiiS'^tc: 

15 h h cBi ^^mzMir ^f^-^mmt. cBi ^mi^^^^^m.-r ^ cRomm^ 
±mtm\^:^mx<mb. ^(omm^^mi^^x^^tzo ^tuDO^-^mmomm. 
mbntz^mt^<^(D^)^ vtt>±\f:j^ Y^^mznt^ Kifit^^atzs^ufeo 

«t*bfei;^5^)^ *fgB.a®-S©'fb-&;^(iN CB2 g^-f*:^® CP55940 (US 
4371720 13160 *>:Mfy'r Y§.^W7^-7. Y) ©^-^SH^bfeo 
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mi 4 1 



-fb-^^ Ki (nM) 





CB1gS#: 




2-004 


nt 


101 


3-010 


nt 


57 


3-038 


1252 


12 


4-001 


2851 


28 


4-002 


746 


17 


4-003 


680 


44 


4-052 


1497 


24 


4-053 


254 


6 


4-054 


482 


6 


4-056 


551 


8 


4-061 


124 


2.5 



ii.t.: not tested 
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ih^m W (nM) 





CB1gg0: 




4-062 


>5000 


4 


4-101 


890 


1.5 


4-102 


908 


1.6 


4-104 


54 


6 


4-105 


91 


2.1 


4-^01 


1769 


8 


4-302 


>5000 


10 


4-310 


512 


9 


5-005 


391 


16 


5-006 


390 


14 



5 ^^m2 \i h CB2 ^^Hf-^if^t ^ cAUF ^mmmmi^ 

iL^-i/3>©^, 7;a-;i/;^3 u y m^B. 4 sigma%L) ^ipxt 20:9- 
y^:3.^-i/3>\^tco IN HCi ;&miDL-?:siiSs^±^-&fe^, ±m^(o 

cAMPftS Amereham Pharmacia Biotech *fc®!© EIA kit ^^Ta!l^ b feo 7 
10 u >$iJS!tt3 J;?. cAMP^j5gS7*;i/;^=i u ^Mi^^f^^ftT ioo%i; 

50%®«)$ij#ffl^g^-rfe:^'(b^ti©?iE (iCsofit) ^^tbtzo z<D^^mwbnrz 

15 tifi-^^^o 



280 



wo 02/053543 



PCT/JPOl/11427 



^14 2 





IC50 (nM) 


3-038 


28.6 


4-001 


64.2 


4-053 


7.9 


4-054 


4.2 


4-056 


4.3 


4-061 


2.3 


4-062 


1.3 


4-101 


1.4 


4-102 


1.7 


4-104 


9.8 



5 t^^tifiX'^^o 

Jli^4ddYV^7;;^(71I'^)^ffl^^^ 10^^® SBBC S V-^;^£^JK^I1E^I*I(40 ml) 
t^M-rsc fcC J: D^t-rSo mWifb 5 smic: 10*^® SRBC 
^8lJ^l*l(40 jiDiz^mt^ztlz^ t) DTH ^m^mmt^o * >:>-ty ^ H 2 

DTHSJBjgjg 1 I^iaiu43<tV 5 l^g|^(::^PS#(10 nl/U)t^o SRBC 24 
^^(i Welch© ti^^^fcj; ?)^T^d c i:*^-? P<0.05 0 i: t^MMfe D 
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1 . ad): 

r2 




S^^nTVNT*) J:^/^:^;^;^^'r;l/. V5^;r ^/T:^ h ^ gjfe 

$^^T^/^T t) <t 5 ^ ^ tKDdf-i/^ T)VZl^i^^ TJV^)]/'^-t^ T)\/>7-)\/ 

10 -&XttffiJSl$tlTI/NT4) J;V>7';i/:^U>-T?fe D ; Y^ttM^m^s -0-^ - 0-C 
( = 0) -0-C ( = 0) -0-. -0-C ( = 0) -NR''-. -0-SO 
2-^ -NR*"-. -NRb-C ( = 0) -s -NRb-SOz-N -NR^-Q ( = 
NH) -NR*'-C ( = 0) -0-. -NR'-C ( = 0) -NR»-> -N 
R»-C ( = 0) -NRi'-SOa-^ -NR^-C (=S) -NR*'-C ( = 

15 S) -NRb-s -NR''- S 0 z-NR'^-s -NR^-C ( = NH) -NR''-^ 
-S-. -SO2-O-. -S02-NR''-^ -S02-NR«>-C (=0) -N 
R**-. -C ( = 0) -0-> -C (=0) -NR»>-. -C ( = 0) -NR"- 
C ( = 0) -C (=0) -NRb-C (=S) -C (=S) -NR>'-s 
-C (=S) -NR^-C (=0) -C ( = NH) -NR^-^ -C ( = 0) 

20 -> -C (=0) -NR^-C ( = NR'») -^it-C ( = 0) -NR^'-NR'' 

^tiTir^T <tl,^m^^SSx{i7'i';^■c•fe t) ; R''{i^n■?^^3|!fe^^:u■r7Jc^^ a 
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^y7i-Y. m.Wk-^tlX\,\X% ^\,^T X J . tKP^>>. T)lu^->, 7)V^)V^ 

:n bPXttS; : -Y4-R« YMi^ig-^^ -0-. - S -s 

-SO-. -SO2-. -NH-. -C (=0) -CH2-. -C ( = 0) - 
10 NH-3ltt-NH-C ( = 0) -T-SD; R MiM^^ nr ^^■r J; 

xlim^^l$^^■r^^■c^^ J:^^^^^^s-efe■5) -e^^nss-e^t) ; 

)\/7.)Vy ^ -)\/^ 7)V^)]/7.))/Tis-)\^^ -Yti^\t%: -Y^-n^ 

0-s -S-. -so-. -SOa-. -NH-. -C ( = 0) -CHg-s 
20 -C (=0) -NH-E -Xa-NH-C ( = 0) -X$>^ ; E 3lttg 

25 ctl^T;^^^' T;i/'5r-b>, -o-. -s-. -so-. - 

S02-> -NH-. -C (=0) -0 (=0) -NH-E -Xtt-NH-C 
( = 0) -T?^ ») ; Ett#lK^X^*g^fe$tlTV^T'&<t^^T;^:3p^>■Cfe D ; R« 
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5 /Rit^mm^-^ifi-ft&i^x^^^xi) ^\>^m^^ tixi^x % ^\,^mt:mmLx\,^x 

t) J; < ; 

Xli SJlttOT-fe-g) ; 

tz^>^>m^mmL. ipoR5AS7ici^x{i^^;i'T:-S5:^^^l^<o ) T-s^N^n 

2 . R5^)S/^.7^Dil^SU^/Xtt^laffi^-&^)S:/^^£t■r^^t^. J;i>MJ^^n 

3 . R5is^7^nm^SV/Xf*^IS^aie'&i)*:/^^bT^^■r^»J;v^jl^fe^n 

4. R : - Y » ~ Y2- Y3-R» (^rp, YK Y^. YK R'^RXF 

R*'itm^(Dmmmimtmmmx$>:s>)x^.^ti?>mxi^?>m^(ommmim'^ 

25 5. RJ*SS; : -Y1-Y2-Y3-R* (^tfi, yi. Y3]JT>'R»(±K^0 

mmmimtnMMx$>';) ;YHt-.o-. -nr^-c (=o) -x{*-c ( = 
0) -NRb-'Cfet) ; R>'{i7jc^x{i«m^titi>T t<tt^7;i/:^;i/-e^s) X 
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* J:i^7;p:^;i/-e^-5 R 3syR*AS|li^c*mT*fe5«^SI^< » ) if 

15 9.- R^if7i(.m. i^T ^ . ^-}^K}^s ^)^^^^>'^ ^ V^:ti^Ti- T K 

J. t Hnii=-i', *;i/>'i^r'f : - y^-Y^-Y^-R* (Stf^ Y»StJ« 

Y 3 ^ n^iS: U -r tiffilfe ^ n-c -t J:. i> 7 ;!/ V XMM i: b 

-C ( = 0) -s -0-C (=0) -0-^ -0-C (=0) -NH-. -NH 
25 -NR'^-C ( = 0) -NH-C ( = 0) -0-. -NH-C ( = 0) - 

NH-^ -NH-C (=S) -NH-^ -.S-> -SOg-O-. -SOj-NH 
-SO2-NH-C (=0) -NH-s -C (=0) -0-. -C (=0) - 
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NR"-. -C (=S) -NH-. -C ( = 0) -NH-C ( = 0) -C ( = 
0) -NH-C ( = S) -C ( = 0) -s -C ( = 0) -NR*>-C ( = NR 
-Xtt-C (=0) -NH-NR*»--^fe ») ; R » A^SI^^ tlT t>T % i; T 

J:V^T$>'^ T)l~l^i/^ T )\/^ V > V t^i/ . f^U^fl/, 7 

)VTK^) ^ ffim$nT^/^■c^) J:v^^xDT'J-;l/ (mmai:bTt*. ;t^v> 
i>Ji\,^^y^uir-(^)\^ iW:^&tVX\t. J^uif>xmW:^tiX\,^Xi>^\,^TV 

; R<=ii)S^7^nT>J-;i/-??^5) Xm^ti^mx:^*) ; 

^-V>Xfi-C (=0) -NH-T;i/*lx>-Tfe D ; R'»ttMJfe$ti-cv>-r 
j;vNTU-;i/ (fiJ^Si: bTtt. >'\py>. t;i/=^1'> 

(e^feS^:u•rtt^ >'ND'i»'>^ t^i/^^i/x T)\/^^i/^ 7)\/^\yyv-^^i^ 
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T*. J;^^^m^3 W±cdt;1'=5p;i/ (gmSiibttt.. J\a^>, \i}^a^i/, t 

*ifi-^iztji^x.mmt?>m^ii^iz^y'um^jSLn/:5iit^mm^-^ifiift-:&{^ 
1 0. m^m.nx^i>m^(D^mw,im~'B^m.(D\.^tni:s'\zvd>m(oti> 

20 11. ^jSE«i*JlPJ-^*-5SI*Ol5H^ l^~S9«0^^■ri^*^C13«CD* 

25 -i v 2m§:m»m,m^mmm.m^o 

1 4 . S; ( I ) : 
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r2 




!3 ; R^\tm^<oi&mm imtmmmx^ ^) xm 

R4{d:7J<^X{iS^^^tl■rv^t:^)<tv^T;^^;^T•fe D ; 

imtmMmx$>^) xm^n?>&x$>\) 

m.mm-^ifi-ft-&\yx\,^x^ ^\^m^m^Lx\i^xi>2:< 
15 x\tm^0^mmimtmmmx^^ ; 

UL. R^RUR^ii^-^lZt^^Xs i§?gi-r-5M? ^l^lCSm^n•CV^X4) 
>Hf >S*Bfife-r-5ii-&tt. R^ASS : -Y1-Y2-Y3-R'' (S;4•^ Y^^s^ 
ife-&T-fet) ; Y^dsgJ^^nrV^T^fe J;l>T;i/^rl/>T?fe?) ;YMi-NR»>-C 
( = 0) -C (=0) -NRb-'tfet) ; RMiSm$tlt:l^T^)=kV^^^^ 

20 s;^x««^fe^nTv^T^) J;^^^s^^s-efe t) ;R^it7myntmm^tix\,^x 
^ii^s.W:Lx\.^?>mmm^tR*tmmiyXi^^mmm^m<D^^(D^ifi=.mm 
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Y • As#!^^T-& ^)^ Y3ASx5^lx>-efe t)^ Y^As-C ( = 0) -NRb-x- 

15. R1AS5S;:-Y'-Y2-Y3-R^(SC4'nY1s Y 3St>'R ''ttW* 
®IeH^ 1 4JlfcPji^-efe t) ;Y2(i-0-^ -NR*'-C ( = 0) -3l{i-C 

10 ( = o)-NR'>--e$)t) ; RM*7Jc^xl±B^^n-cv^•r *) <fciNT;i/^;v-^ fes) 

1 6 . R32it^•R4As-i^(::*oT^^«:v^M*0SEH^ 1 4]^Ji{i^ 15® 
15 17. R3:ai)^*R*i5-«i{w:fecTx l§i|g^-ri)ii^i:^t^xOig^JilJ^/ 

18. Ri>6Si5;:_Yi-Y2-Y3-R^(5$tfx Y Mi^Sg-^T- t) ; Y^ 
20 ttfit^l^n■rv^T4> J;^^7';^^l/>■efe t) ; Y^tt-O-s -NH-C ( = 0) - 
Xtt-C( = 0)-NH-T?feD; R'^liiim^n-co-r*) J;^^M^S^axttB 

R3Ast;1/:^;|/, >'ND^r*>3JttS; : - YS-r* {^x^, YMi^ig^-p^ t) ; R'* 

ttgife^ n-c ^^ T J; VN^^^SSiSxttsm^ ti-c vN-r <t l^1i^S5S;S•r• * 
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t * J: D ;b ^ )iy5Htm^^tiX T -fe J; '^T^ D 7 U — ;i/T- ^ -5 ) 3^ 
19. ( I ) : 



iS'&Xttg^^tlT^^-c4) J;^^7;^^^>•^* t) ; Y^^-c ( = 0) -nr»>- 

SST-fe !3 ; R^ttTk^fS?)) -e3"s$n?)S-efe !? ; R^fizK^T-fe t) ; R^S 

15 5^ : - Y«-R« Y « tlT ^^ T * <fc ^^ T;b =^ U > t ^ t) ; RNiffl 

2 0. »^0|gH^ 1 9J«f3«0^b^tf (fibs R^Zit^-R^A^-Mt^o 
20 lll@-r-Sll^t^^{C6«0M^31 ({ib. R3A^tt^bT^^S^^li?i:R< 

AS|i^febTl^S^I|Md^i50lg^O^^#-mig^T•S t)s flfeOi^^M^^P^0{^^ 
^Bfi!ob^ A^oRitf^ : - Yl-Y2-Y3-RM5S;>^^ Y> 
;SucY3 3i)S#j^^-efe ti;Y2AS-0-t-$.»3; R ^ 7 -;i/T-S -5 ) 




(I) 
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2 1. ( I ) 




(I) 



5 c ( = 0) -NRb-T-ab D ; Y3{i#^^x{ia^fe^^^■c^^■^:^, c);^^7';^^^> 

^&X$> D ; R'>{i7jc^-e*§) X^s^ti^rnX'Si) D ; R "ttzk^-efe >) ; RMi 

{ia^^l$^^•Cl^t% -eja^^n-SST^t) ; RMi^kHxa 

10 T)]/^)VX$> t) ; R5tt^^ic3 W±®7;V:3p;i/X{±S : - Y«-R« (SPfx Y« 

15 2 2. W^©®ffl^2 l]lIBtg®{b^^^^ -e®7D h'^y^:^, ^©^^± 

^ ^ n m 31 li * CD ?fl t) o 

2 3. ( I ) : 



(SjFf. RMi^i : -Yi-Y='-Y3-R'^ (^tt's Y ' ^ it^^^X- $> ^ ; 

20 Y^fi-NRi'-C ( = 0) -x$>y) ; R''limm^tlX\>^Xi>J:\>^l^mm^&X 
% \) ; RNiTK^TSS) xm^n^&X$>^ ; R Mizk^T-fe t) j R^SU^R* 
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2 4. lf^6DigfflM2 3Ig|31i£D<b^t>. ^0rDK7^;^> ■?Oig|il± 



(^f^^. Ytt^ig^s -NH-. (CH2) i_5--CfeDx Y2{4- 

C ( = 0) -NH-3^tt-NH-C ( = 0) -X'$>^. Y ^ tt^ig^XttgJfe^ n 

2 6. Y*s- (CH2) i~x$>^m^(ommm2 bmrnmoit-^ms *o 

2 7. ^ : 



NH-Xtt-NH-C (=0) -■r-&!3> Y3tt#ie^X(ie^$nTOT^ J;i,^ 
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^ § ^ 0 -g^iffi ti o 

2 8 . Y^ifim^^tlXl^^X'b ^\,^T)V^]y>X$>^m^(Dmmm 2 

10 

2 9 . m^0^mm 1 4^-^ i 8j«^ ^20^. ^2 2m. ^2 

3 0. :^>i-\ij-( Y 2m^^ii.mm^x:s>^m^(Z)mmm2 9:^sbi8® 

15 3 1. in,ikmmx$>^m^(Dmmm2 dmm^ommmmmo 
3 2. fii&nmmx$)^m^<D^mm2 9mis,m(Dmmm.m<^o 

33. »iiJ^&JS^Rlt?*§ll5fe0||H^2 9^iei?0EllffifigiBjo 

3 5. mm(D^mmim--mi 3m<D\,^tnii'izmmo[)^h^m^^-^-r^ 

3 6 . ^>±}^j-( \^ 2m^^i^izmmt^ms.(D^mm^mj&ir^tzisb 
(Dm^(Dmmm iji~^ 1 3 3i©i,^-rn*^i::8Bm0-fb'&<^®^Mo 
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This international application relates to a medicinal composition 
with a cannabinoid 2-type receptor affinity which contains as the active 
ingredient a compound having a pyridone moiety and to the pyridone 
derivative compound. 

Medicinal compositions with a cannabinoid 2-type receptor affinity 
which contain as the active ingredient a compoiind having a pyridone moiety 
were already disclosed in documents, i.e., EP 887340 Al and WO 99/02499 
Al, published before the priority date for this international 
application. In claim 1 and other claims of this application, the term 
"exclude" is used for the active ingredient to exclude the active- 
ingredient compounds disclosed in those docxaments. 

Although the active-ingredient compounds disclosed in those 
documents have been excluded from the claims, the points which remain 
unchanged are that the only technical feature common to the subject 
matters of the claims is to use a compound having a pyridone moiety as 
the active ingredient of a medicinal composition with a cannabinoid 
2~type receptor affinity and that this technical feature is not novel. 
Consequently, this technical feature cannot be regarded as a special 
technical feature provided for in Rule 13.2 of the Regulations under 
the PCT in view of the prior art techniques. In the current claims, a 
subject matter having a special technical feature cannot be recognized 
until a specific combination of substituents in the active ingredient 
represented by the formula (I) is specified. 

In order to specify a combination of substituents in the active 
ingredient represented by the formula (I), the choices with respect to 
each of Rl, R2, R3, R4, and R5 are first classified into groups based 
on substituent similarity. 

Five groups of choices for Rl : 

1) hydrogen, 

2) halogeno, 

3) cyano, formyl, acyl, carboxy, alkoxycarbonyl, optionally 
substituted carbamoyl, and isothiocyanato, 

4) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulf inyl, alkylsulfonyl, and nitro, and 

5) -yi-Y2-Y3-Ra. 

Six groups of choices for R2: 

1) hydrogen, 

2) optionally substituted alkyl, optionally substituted alkenyl, and 
optionally substituted alkynyl, 

3) halogeno, 

4) cyano, formyl, acyl, carboxy, alkoxycarbonyl, optionally 
substituted carbamoyl, and isothiocyanato, 

5) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulf inyl, alkylsulfonyl, and nitro, and 

6) -y4-Rc. 

Six groups of choices for R3: 

1) hydrogen, 

2) optionally substituted alkyl, optionally substituted alkenyl, and 
optionally substituted alkynyl, 

3) halogeno. 
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ront:-inuation of Box No. II of continuation of first sheet (1) 

4) cyano, formyl/ acyl, carboxy, alkoxycarbonyl, optionally 
substituted carbamoyl, isothiocyanato, and nitro, 

5) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulf inyl, and alkylsulf onyl, and 

6) -Y5-Rd. 

Five groups of choices for R4: 

1) hydrogen, 

2) optionally substituted alkyl/ optionally substituted alkenyl, and 
optionally substituted alkynyl, 

3) halogeno, 

4) cyano, formyl, acyl, carboxy, alkoxycarbonyl, optionally 
substituted carbamoyl,, and isothiocyanato, 

5) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulfinyl, alkylsulfonyl, and nitro, and 

6) -Y5-Rd. 

Three groups of choices for R5: 

1) hydrogen, 

2) carbocyclic or heterocyclic group optionally having one or more 
heteroatoms and/or unsaturated bonds in the ring structure, and 

3) -Y6~Re. 

The claims disclose inventions containing as the active ingredient 
a compound specified based on a combination of choices out of the 
respective groups. Namely, the number of medicinal compositions 
disclosed in the claims is regarded as equal to the product of the numbers 
of the groups of choices for Rl, R2, R3, R4, andRS, i.e., 5x6x6x6x3=3,240. 

(The invention relating to the compound and those subject matters 
in which Rl is -yl-y2-y3-Ra comply with the requirement of unity of 
invention . ) 

Continuation of Box No. I 1-4 of continuation of first sheet (1) 

An international search for this international application was made 
with respect to, among those subject matters, compounds corresponding 
to the compound 1-001 described in the description, wherein 

(1) Rl is selected among optionally substituted amino, hydroxy, 
alkoxy, alkylthio, alkenyloxy, alkynyloxy, alkylsulfinyl, 
alkylsulfonyl, and nitro, 

R2 is hydrogen, and 

R3, R4, and R5 each is optionally substituted alkyl. 
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